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Abstract (Basic): WO 9916747 A1 

NOVELTY - Sulfonyl compounds (I) are new. 

DETAILED DESCRIPTION - Sulphonyl compounds of formula (I) and their 
salts and solvates are new. .. 

R1=H, OH, N02, CN, halo, A," A', OA, AOA, COOH, COOA, ACO, AOCO, 
AOCOA, ACOO or B1A1; 

A=al kyl ; 

A'=hydroxyal kyl ; 

A1=5 or 6 membered optionally unsaturated carbocyclic or 
heterocyclic ring optionally subtituted by 1 or 2 NH2; 
B1=bond, CO, alkylene, COA, COAO or ACOO; 
R2, R3=H, halo, A, AOH or AOA or 
R2 or R3 + R1=1-3C alkylene or alkenylene; 

R4, R5=H, OH, halo, A or OA, provided that R4 and R5 are not both 

H; 

Q1=optionally substituted optionally unsaturated 5 or 6 membered 
carbocyclyl or heterocyclyl or a bicyclyl or tricyclyl; 

Q2=bond, 0, S, 1-6C alkylene, 2-6C alkenylene, 2-6C alkynylene, 
NR6CO, NR7(CH2)m or a divalent group Q1 bonded to Q1 via a C: 

R6, R7=H or alkyl; 

Q3=a group of formula (i)-(iv); 

R8-R13, R15, R16 when bonded to a C adjacent to N=H, OH, A, OA, 
AOA, OAOA, A' , OA' , COA' , S02A' , CHO, ACHO, COACHO, S02ACHO, COA, S02A, 
ACOA, AS02A, COOH, OACOOH, COACOOH, S02AC00H, ACOACOOH, AS02AC00H, 
COOA, ACOOA, OACOOA, COACOOA, S02AC00A, AV, OAV, OCAV, OCOAV, COV, 
ACOV, OACOV or B2A2; 

V=optionally mono or di substituted amino; 

A2=optionally substituted optionally unsaturated 5 or 6 membered 
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carbocyclyl or heterocyclyl ; 

82=600(1, CO or alkylene; or f\ 

R8-R13, R15, R16 when bonded to a C nof=^acent to N=H, A, $ 
A' , COA' , S02A' , CHO, ACHO, COACHO, S02ACH0HaJA, S02A, ACOA, AS02A, 
COOH, ACOOH, COACOOH, S02ACOOH, ACOACOOH, AS02AC00H, AOA, COOA, ACOOA, 
COACOOA, S02AC00A, AV, COAV, COV, ACOV or B3A3; 

A3=optiona11y substituted optionally unsaturated 5 or 6 membered 
carbocyclyl or heterocyclyl; 

B3=0, CO or alkylene; 

R8 + R9, R10 + R11, R12 + R13 and/or R15 + R16=optionally 
substituted, optionally unsaturated 5-7 membered carbocyclyl or 
heterocyclyl; 

RH, R17=H, A, A', COA' , S02A' , OA, AOA, COAOA, S02A0A, CHO, ACHO, 
COACHO, COA, ACOA, S02A, AS02A, ACOOH, COACOOH, S02AC00H, ACOACOOH, 
AS02 ACOOH, COOA, ACOOA, COACOOA, S02ACO0A, AV, OAV, COAV, COOAV, COV or 
AOCOV; or 

R14 + R12 or R13 and/or R17 + R15 or R16=complete an optionally 
substituted, optionally unsaturated 5-7 membered heterocyclyl; 
a, b, d, e, g=0 or 1; 
c=0-3; 

f, h, i=1-3; 

a + b + c=2 or 3; 

d + e=0 or 1 ; 

f + g + h=3-5; 

T1=C0, CHR18 or C(=N0R19); 

R18=H, A, A', AOA, COA, ACOOA, aryl aralkyl, heteroaryl, 
heteroarylalkyl or AV or 

R19=H, A, ACCX3H, COOA, aryl, aralkyl, heteroaryl, heteroarylalkyl 
or AV; XI, X2=CH or N. 

ACTIVITY - Anticoagulant; Cerebroprotecti ve; Cardiant; 
Respiratory-Gen.; Thrombolytic. 

MECHANISM OF ACTION - Factor-X-Inhibitor . 

In an assay 

2-( (4-( (6-chl oronaphthl ene-2-yl )sul f onyl )-pi perazi n-1 -yl )carbonyl )6, 6-d 
imethyl^^S^^-tetrahydrothiazolofS^-cJpyridinium iodide had an IC50 
for factor Xa of 7.8 nM. 

USE - As factor Xa inhibitors useful as anticoagulants and for the 
treatment and prevention of cerebral infarction, cerebral thrombosis, 
myocardial infarction, pulmonary infarction, pulmonary thrombosis, 
Buerger's disease, disseminated intravascular coagulation and deep vein 
thrombosis. 

ADVANTAGE - (I) can be given orally and have rapid and persistent 
activity with no side effects, 
pp; 342 DwgNo 0/0 
Technology Focus: 

TECHNOLOGY FOCUS - ORGANIC CHEMISTRY - Preparation: (I) are 
prepared e.g. by reacting a halosulfonyl compound of formula (II) with 
a heterocyclic group of formula (III). 
Title Terms: NEW; FACTOR; INHIBIT; COMPOUND 
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*01* C316 F010 F019 F020 F021 G001 G002 G010 G011 G012 G013 G019 G020 
G021 G022 G029 G040 G100 G111 G221 G299 H600 H608 H682 H683 H7 H721 
J011 J211 J581 KO K4 K442 M1 M123 M125 M131 M136 M280 M312 M321 M332 
M342 M343 M344 M352 M373 M391 M413 M510 M521 M522 M531 M532 M540 
M710 M904 M905 P446 P520 P522 P813 0001 -47201 -T 0001 -47201 -N 
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*02* C316 F011 F014 F019 F431 F553 G013 G021 G029 GUI G221 H2 H212 H6 
H602 H641 JO J011 J3 J331 KO K3 K353 M1 M113 M280 M320 M413 M510 
M522 M532 M540 M710 M904 M905 P446 P520 P522 P813 0001-47202-T 
0001-4'7202-N S*-r.*« 

*03* C316 F011 FOH F019 F431 F553 G013 G021 G029 GUI G221 H2 H212 H6 
H602 H641 JO J011 J3 J331 KO K4 K442 L4 L463 M1 M113 M280 M312 M321 
M332 M342 M383 M391 M413 M510 M522 M532 M540 M710 M904 M905 P446 
P520 P522 P813 O0O1-47203-T 0001-47203-N 
Generic Compound Numbers: 0001-47201-T; 0001-47201-N; 0001-47202-T; 

0001-47202-N; 0001-47203-T; 0001-47203-N 
Key Word Indexing Terms: 

*01* 0001-47201-CL, NEW 

*02* 0001-47202-CL, NEW 

*03* 0001-47203-CL, NEW 
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(57) Abstract -» 

Sulfonyl derivatives represented by general formula (I), salts of the same, and solvates of both; and application of them as drugs: 
[wherein R 1 is hydrogen, hydroxyl, nitro or the like; R 2 and R 3 are each independently hydrogen, halogcno or the like; R* and R s are 
each independently hydrogen, halogeno or the like; Q 1 is an optionally substituted saturated or unsaturated 5- or 6-membered cyclic 
hydrocarbon group or the like; Q 2 is a single bond, oxygen or the like; Q 3 is, e.g., a group represented by formula (a); T' is carbonyi or 
the like; and X 1 and X 2 are each independently methyl idyne or nitrogen]. These compounds exhibit potent Fxa inhibiting activities and 
serve as excellent anticoagulants which speedily exert satisfactory and persistent onti-thrombotic effects through oral administration and little 
cause adverse effects. 
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t Kat->7;l/+;UJUt- AS. 

*A ^ Aiik 

*A ~ ^7^+^ 

;f>A- ~ AT A + A XJlfr—Jl-^ 

t A +■ A 77 A Ag, 
ta*a*;u*— A£, 

TA+A77 A*'— ATA+AI, 
T A + A ' ^ A * — A T A 4- A^ 

77A;f-;^->Ag % 

7j a # +■ *s t a 4" A S s 

77 A ->T A +A ir + 

# A 4" "> T A 4=- A 77 A A36^ 

77 A ->T A + A^A *.nAl^ 

77 ;u #'4^ i/ t A 4- A 77 71 jtf— A t A ^ A^ 

*A-f+->7;l'4 i A-^A*-AT;^A'S, 

7A3 + >'*A-.t:r.^i > 

T A =i +• •> 77 At'— ;L-7 A 4=- A*4=- 

T A 3 + i/ 77 A tf'^ A7At A 77 A -"K— Al, 

T A => 4=- i' 77 A tf— A7A+A7 A- * ^ Ai, 
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dClM^ 1 Mb L< Ii21tt^:i: fc£>-57 ; J *A.f^.A7AtAifc 
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>^a^> ^aL^/l^ is 9 i/ is ? a^-tr— ;Ug. > ? o 

fc L < «^<&ft© 5 ~ 6 fiOttSSSst&li, < t M flO©*^^. 
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'■7 ') Jim, fa 'J vHS. ■ 'Jvi/S.. b*5 ^— f F 7 t K 

•j -vn, >7-/'j ;t/g, *-r y >j — •/ u ^- m, f t u •/ 

'JAS, f7 isT */ 'J 7 7 if-^S. -Vl/S. f 'J is Jim, f'J; 

-Jims rh7kKoyiJ; ^-^26, f »J ?i?-JV& f>7hKo f 'J # 

S*TS>—JU£ % -t-A^'J— Jim, ^TiS—Jim, f7i?7^Ai, 
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4 1 



WO 99/16747 



PCT/JP98/0441 1 



mmmz^-rz z t^mmmttzu^t&m^ 5 ~ 6 s.om^&t<t^mmtrjv 

< (i^iaiD© 5 ~ 7 s©attt^t*5fis* fc(iiEas€-wr * - t 1 b 
L<ittmm<D5~7 m<D&mm^m£ig:<*-tz>i)\ zzx\ iisiotuM 

$m b U < li^l&focD 5 — 7 fi©a*3gjiiCX{i, < t l fflcDSEH^-g- 

atr^S, -T^7'J;H, e^/'J^A,^ **-9-*/"J ;t/S. t+^V* 
U~;tl, V f-T V M V «j 'J S> t+th? u ■/ 

-AS, f h7tFo7'J; AH, f 'J ^ it-il-m, f h?tKo li 'J ^ ! J 
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a. b, d. e&£UgU*M'ti'&3:LX. 0 £ tzli 1 (Dm^M^i- o 0 

©MM^SSfcToo /:fc'U a<tb<!:c©^i(±2^^{i3©SI^^«e*L, d fe- 
ck tfeOftJteO 1 OSIIfc^mfcU f tgthV>mt3frt>5(DmmZM 

A^A^A*^ A^ T A3 + i/7^+A* ;l ^'-/H, 7A3 + iy7/L'+;U 

A*^-A2g. *a^ ATA^Aif^ +a ~ a-ta+atV a*'— ~ at 

A^A^^^-Ai, 7A4^*A-t'-/l.^ TA^AXA^AS, TA-^A 
fj A #— A + A^ T A 4 1 A ^ A * AS, ii A ?K -> T A 4=- A £ 
ArK— A2S-. # A #'4=- y7^+;t/Xil*-A-i, * A*' 4=- >T A*- A-* A A 
TA^AgS, *A*!4 l i/7;^;l/7A*-;l'7;^^ 7A3 + ^^7/l^-A 
fe. T 'A3^->A Ad?— AT A^A-^ T;M*^*J^-^7AtA * Ad?— 
AS. T A5+->7> Ad?— ATA+A^A^— A$. g&g£ 1 P & b < {* 2 f@ 

t^57; ; 7;i+A*At:-;iS, r s y S^ctM?- 1 f@& L < it 2 
flaflrf -5 c <b & £ r * y r a^ a** ^ # Ad?— Ag v t i y IS%£ 
£• lis i L < li 2 fSW-T ^ :tt>*§7;;* a^a^-t ^ y W&ftr~W$k 

g£ 1 M$> L < (± 2 Wmt4fe57 ^ y ^7 A^ATA+AS^ockO'T ~ 

y^g&#c:g&g£- 1 ifeL<li2fflft^:tfe*57 $ y 77Ad?-A*-^> 
7A4Aflt TtCR' (rfe%>T!5i^L7^fc(D<!:|5j^|©tO^.«5fe-r6o 
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£ % 'S/?n^>.^S>x.=.;U& v is 9 a is •> 9 cs^-tr— > ? a 

7 'J AS. fn "J ;H, fx-;H, b*^ •/ »J b"5 yx;H, f h?tK 
a^y-A^ ^;^7'JJH, f^/'J-A-g, >f"4=-"tf'/ 'J /H, 
'i-Al, f-T'/'j/US. f77'Jx;H, ^T"/'J^-'J*. **-^KT'Jy" 
MAS. f7y7-/<J;^ 7 f7-;l$ v f'Jy^S, fJi^ 

f h7tKoyj; ^x/us, t* 'j y ^x/ls % f h^kKof y 
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*^'R l4 *>J;0 c R I \ R***>J;'CFR IS . R "fcifcCJfR ' 5 , R '."fcJtO'R 1 s {3\ 
^^«fi£-r^^^tR ,4 S^iiR ,7 ^^-roM^^ t fed, 

Z T\ ISfD-fc L < ti^&ftJGD 5-7 4^ < t h 1 fliO*®^ 

ifZ Z bi)<T'£ Zo mihL< te*ma<Z 5-7 t LXlt. fiffl*. 

{±\ 7 'J ;ulk tra <J f-i— t^V'J ;t/K. f-5 y-Al, 5^ h 9 

tKot*7V-A-g N ;^7'iJAS N f7 7'J-Al, t+tV'JAl, 
tr/'J^A-^ f77iJAi, f77'J-A$, f-T'/'J -^-'JS, t+th7 
U V »J /Us T S> T */ 'J Al, 7 7 If — Al, t*7- Al, £ 'J if vUlk f 'J 
: y-A£ f h7tKD7'J; y-^l/S, f 'J jf'J—Jl-l^ f^tFat' 1 ) 
t'n 'J i^-Ai, f^v-^-A^ tXiJ yzA-I, Tf-^-^-^-A 
16. -t*-y-i?TiS—Jim, ^At-'J^Ai, f7y^Al, f7^7y-A«, 
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S-C ( = NOR l! ) - 
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i) -Jim, g&g^-To :ttii,5f7-/ 'J y-AS, g&g£?rf £ zth 

ta+axa*^as. a&*£ iifei<ii2itt^:it^^7 

t ~ y£SB#i=ffi&S£- l (ISkU< {i2f@W-f &c r ~ y 

fift*®^ b 'J 7A;fD /?-A^ ^Of ^l^ Tkifc*, 7;;l, 7/13 + 
->A^ TA+AS. iSTJ^ -hnl, #A^i/Ags 7 A=J + >ft Atf' 

-AS, t £ y SSP#<:a!fe&£- 1 iBfc Us {i21@W-r*- « y £a 
#^Ag. T ^ J g§B#Kgi£g£ 1 flit < .Ui2fMrrS-£&&57 
A*i;H, 7; y&«B#Ka»*£lfflt>U<<±2ffiWT*cifc£5T S y 
t a* Ag:fe cfc O' h 'J .7 A* □ y f - ;i/S^ «o £i¥ J: 0 Siift § 1 ©~ 
3 f@W^€> 3 t h h 5«S*D t> U < {i^Ffi&fil© 5 — 6 *©J3W*#cYfc7k5fc£* *>'«k CK 

hal v *;lt:+->^ TA^^ftAtf^AS. 7;;I^CSM?-1 

l@tL< (J2fllrt5:i: k£>37 $ ;*/^'z^ t i y XSB^<rfllSi*«- 

1 fISb U< li2iE*Tf "S-fcfc&ST ^. y*A*^Ag. 7; yl^cfM 
£ 1 life U< Ii2ift5: t k>h%7 \ ;7WffcJ;Cf h'J7AtDyf 

;b£^£fc*HJ:03{*ttsaftS£ i i@~ 3 w-r & - <t & u < it 
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imi&isxamMt&m&mmt&m. ^mm^ /9's*Ji-*yw&. 2-t K 

□ * -> jl 9 > * a * y-Hrtgfc <k O' p - h a jl > * fo* >Bfc Wo^rtSU JL + >® 

ig& afetfCftKffi* ya^*m S/^Ktg, va>gtfS % =J^?Bl£. r 

a * t y e M^mm, 7^ >b«l u > =*ifc*£fc «fc tf^ > 

! _ [ (6-;ont7;^-2-^^) *A-*— A] - 4 - [4 - (f'Jv 

4 _ [ ( 6 _ j D 'bt7 ^ b > - 2 - -< A) j^A^A] - 1 - [ 4 - ( b: M i> 

_ 4 _ ^ > A] t'^ 5 > - 2 - 77 A^ >g£ *MS£iM 

-j_ [ (6-^aa^-7^U>-2--r>'U) *A*^A] - 4- [4- (f'J^ 

>- 4 - a) — 3 f-— a] fc* ^ 7 s> > t&W$& 

4 _ [4 - [ [4- [ (6-?ant7n>-2-^D XA*— A] f^v 

v _ ! _ ^ ; U ] f, frtf^ A ] 7 i - A-] f U v > N - * 4 s - v K 
! _ [4 _= (2-Ti J f'J i^>-5 --T^) <>W;U] - 4 - E (6-?o 
a-J-:7;?U>-2--fA) ^^*-^] hf<^y> &6£& 
!_ [ ( 6 -?aa-t-7?lsy- 2 -f AO XA*-A] -4- [4- I ¥ 
•/—A — 4 ( 5 ) - -T A-] ^ > V-f A] t*^ 5 v > is®*£ 

1 - [4- ~ ^/-A- 4 -fA] OWA] - 4- [(6- 

j _ [ ( 6 - 9 a □ i- 7 9 V > - 2 - /f A) - 4 - [ 4 - (f'iv 

> — 2 — -f A) ^ > */-f A] fc* ^ 5 S> > 

2 - [4 - [ [4 - [ (6-^t3ot7^l/>-2--fA) XA-t-'L] f<7 
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: J > - 1 - -f A] * A A •] -j i ^.A ] fcf 'J > N - ^ + •> K 

2 - [4 - [[4 - [(6 - 9 an-}-? 9 U > - 2 - -f A-) *A* — A] 

i>>- I — -< A] 7JA^A] 7i-A] - l -^f-Af'J : j=.*3l~ 30<ttid 

1- [(6-?nnt7j'l/>-2-'fA) X;^- A] - 4 - [4 - (2. 4 

1 - C(E) - 4 -^Dnxf iJ;i/X;lt^;H - 4- [4 - (2, 4-ifr i 

■j f >j $ : j > - 6 - << a) ^ > -/-r a] s> > 

2- [4 - [ [4 - [ (E) - 4 -?an^M A^A-*^A] tX 7 y> - 1 
— --f A] ^A^A] 7 a— f!j^> N-^"+->K 

1- [(E) - AXA^^-A] - 4 - [ 4 - (f'Jy>-4- 

A) -OWA] f^>7^> 

3- [4- [ [4- [ (6-7aat7^U>-2-^) f^v 

Vy- l - ya] ^a^a] 7x-/t] - i ->f^fij b-^z* 3<y<t%n 

1- [ (6-^DDt7^b>-2-'TA) ;*A-*^A] - 4- [2-fcKp + 
4 - (h''jy>-4--f^)A>'/'f A-] > t£&i& 

1 - C ( 6 - ? U >- 2 — f AO XA-*^=-A-] - 2 - i h + A^' 

—A- 4 - [4- (fj v>- 4 A) s<y;f4 A] t:^i7^> 

1 - C (6-?nat7^1/>- 2 — -< A) ^A-^A] - 4 - [4 - (f'j 
> - 4 - A) ^ > W A ] t*^ 7 S> > - 2 A** 

2 - ti AX^e-f A- 4 - [ ( 6 - faai-y? U > ■- 2 - ■< A) XA-to/L] - 
1- [4- (f'J 3 A) "OWA] t^7^> ts^is 

2 - tJ Av<-t-f A — 4 - [ ( 6 - 9 a a z> 9 U > ■ - 2 - -f A) 7sA t«-A] - 
1- [4- ( t' 'J >' - 4 — -f A-) / <> W A-] f^^^> JsggtM 

4 - [4 - [ [2 -^A-m'^^a- 4 - [(6-?oot7H>-2-fA') 
XA+v^A] S>>- 1 TA-] ftA^A] ~y x. — A] t''Jy> N - * 

+ > K 
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4 - [4 - C [4 - [ (6-?aat7^l/>-2-'fA-) * A *-=• A 1 - 2 - 
x YZ-isti 1 - -f A] 7^^-A] f'J^> 

4 - [4 - [ [2 -#;l/tf*->- 4 - [ (6-?DDf7^b>-2-^^) * 
h^7^>- 7jA*'x A] 7x-;H f'J^> N-** 

y K 

2 -77A/<^ A- 4 - [(E) - 4 - 9 o axf- <) ^XA-t-- A] -1- [4 
- ( f 'J y - 4 - -f A) A ] t°^-7 y > 

I - [trans-4 - (7; / ^fA) ^?d^->A*;I/^I/] - 4- 
[ (6-^nDt7?l/>-2 — (A) XA-t>-A] f^<vv> iMM^M. 
1- [ [ (6RS) - 6-7;y^fA-5, 6, 7, 8-f h7tKot7^ 

' U > — 2 — A] il A^t'— A] - 4 - [ (6-?ont7i'U>-2-<A) * 

.;l,*-A] f^5-^> igmtM. 

1- [ (7-7;; ^A^-?* U>- 2 -VA) #A^A] - 4 - C. ( 6-. - ? 
ant7^l/> - 2—4 A-) XAt'-A] t*^5> ; > 

1 - [ ( 6 - ? on -7" 7 ^ U > - 2 - A) ^ A^— A] - 4 - [4 - [ [ (3 
S) - t'o i) 'Jy- 3 A] 3Mr'>] ^>-/-fAJ f^>v^> 

1- C (6 -^aa-7-7^b>- 2- -T A X *A*— A] - 4 - [4 - L (3R 
5) — fcjij i?y — 3 — f A] ^s>'/-fA] t'^7y> 

! _ [ ( e - $ ua-j-y 9 U >- 2 A) A] - 4- [(4, 5. 6, 

7-fh7tKofi; C3. 2-c] tT'J y>- 2 --TA) tjA^A] f< 

4 _ [ ( 6 - ?an-t-?9 U>- 2 - -f A) XAt>-^] - 2 -x K^->#A*.' 
-A- 1 - [ ( 4 , 5. 6. 7-fh7kKafx; [3, 2-c]f'J^>-_ 

2- ><A) 77A--K— A] t*^^> ? > i&S% 

2-^A--H+^-4- [ (6-?aot7^U>-2--fA) ;*;i*x;L] -.1 
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TjAfcA] f^y> ft^piM 

1- [ (6-^no^-75'U>-2--r^) XA*^A] - 4- [ (5-7:; 
tKo+^;y/^-4, 5. 6, 7-rh7hKofx; [3, 2-c] 
f 'J ^ > - 2 - -r A) 77 A*"^- A] b*< 7-^> 
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7-rh7tKof77D [5, 4-c] f'J v>- 2 A) TjAtf'^A] f 

1 - [ (6-^odt^7^u>-2-Y7U) x;t/t^;i] - 4- [(6-7;; 
tKo + W;;^f;l-4. 5. 6. 7-f Bh Kof7'/n [5, 4-c] 
e >) v y - 2 - J A) 77 A*'^ A] l^<7 > 

1 - L ( 6 - ? a □ i- 7 $ [y > : - 2 - A) X. A*^A] - 4 - [ ( 6 - * A -i 
A-4. 5, 6, 7 —f h-7 fc: K.nfy/n [5, 4 - c ] f 'J > - 2 - -< A) 
77A^A] t'^^y^ 

1 - [ (6 -fuu-r?? u >- 2 --r a) x;tt^;i] - 4 - [ (6-yf;t 

-4, 5, 6, 7-f h7tKDf7-/D [5, 4 - c ] f 'J v > - 2 - -i A) 
7>A*^A] kX7y> i£lfci& 

2 - [ [4 - [ (6-?DDt7^l/>-2-U) XA*^A] S/ >- 
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2 - L [ 4 - [(6-7DDf7^l/>-2-^l) x A^^-A 1 L* ^ ^ > - 
1 --<A] TjAtf'^-A] - 6 - /^Ji- 4. 5. 6. 7-f h7tFDf77'n 
[5. 4-c] f'Ji/> N-+ + ->K 
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ij > - 2 — -Y A) * A4->— A] ^ > 

1 - [ ( 6 - 9 ani-y? b >- 2 — ( A) XA+— A] - 4 - [ [ 6 - ( 2 - 
kKo+i/ifA) -4, 5. 6, 7-f h7tKaf77o [5, 4-c] f 
'J S>>- 2 W A] ftA-tf-r-A] t^7-7> 

1 - [ ( 6 - ?.ODt7n > - 2 - -f A) *A*— A] - 4 - C C 6 - ( t? 'J 
i^>- 3 A) y*-A— 4, 5, 6, 7-fh7bKof77o [5, 4-c] 
f >; i> > - 2 - -C A] 77 A rK— A] S> > iMIStM 

1- [ (E) - X=f- U AX A/-^— A] - 4 - [ ( 4 , 5,6. 7 - -r 

h7tFnf77D [5. 4-c] t? U > - 2 - -f A) tjA^'-A] f^5^ 

1- [(6--i'DD7*7^1/>-2 — H A) X;^- A] - 4- [ [ (IRS) 
- 4 - (f 'J 4 A) - 3 -v/?a'v*-fe — A] * A*3S— A] ' f*^ S> 

c i s -.' trans-1- C (6-^Duf7^U>-2-^t) XA-*^ 
,!,.] - 4 - [ [4 - ( t*'J 4 --f A) A] fcAtf—A] f 

6 _[[4_ [( 6 - joot 7 ? U >- 2 --f A) . *A*— A] li^v^- 
1--TA-] fcAjtf—A-] -2. 2 - v^f-A - 1 , 2, 3, 4-f h7tKa^ 

I - [ (6-?ODt7^l/>-2-'f^) *A*— A] - 4 - [4 - ( 1 , 2. 
3i 6-ff>7t Kat' l Ji ? >-4 — r A) 'O W A] f^5v> 
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1- [ [ (E) - 2- (6-?nae'JS>>-3--< A) \f—Jl] JX A rh — A ] - 

4- [4- (L'M y>- 4 A) K>W A] t*^-7-^> 

1- [ (6-^DDt7^l^>-2-^A) - 4 - [ 2 - t -f-Jl — 

4- (t*'j^>-4-Y^) ^>7^;u f^7-^> mmiM. 

4 - [4 - [ [4 - [ (6-7oot7^>- 2 - -f A ) 

1 -—f A] A] -2-^f^7x^/L] f'J^> N 5/ K 

[ - [(6-?DDf7n>- 2 — f A) XA*-A] - 4- [4 - ( 2 - y 
f-Jl b''J y> - 4 — ( A) a;> a] £^.5 > t^j* 

4 - L 4 - [ [4 - [ (6 - ?aai-7 9 U >- 2 - -f A) x;l-t«^A] 

1 ^A^A] 7iJ^A] - 2- ^fAf'Jy> N-t + yK 

4 - [4 - [ [4 - ( 6 - ?.oa-*-:7* 1/ >- 2 7A^^A-2- 
[ C2 - (^-A-*'J >- 4 - 4 A) xfAT ^ y] ^A^A] hX7y> - 1 
— A] *^t;-;H 7x^l] wv.y n-^->k 

4- [4- [ [4- [ (6-?oat7^b>-2-'f A) ^A^^-A] - 2- 

C C 2 - .(^y ^at ^ y ) ^t-at $ y ] #a#^a] > - i - 

-Y A]- 7^;U^"— A] 7x-/l/]. f'J^> N-^-^i^K 

4 — l ( 6 — ?DDt7^l, y- 2 -4 A) XA*^A] - 2 - /• h + i'ftA-*" 
^Ay f-A- 1 - [4 - (f'J 2 A-) OWA]. 

4- [ (6 -?on^-7?u>- 2 --TA) XA^^-A] - 2 - £ A v y f- 
A--1- [4- (h*!j 2 --f A-) 'O-yVA] f^v> is$i& 

2 - * Av<^-^ a y ^ A - 4 - [ (6-yoat7^l/>-2-^A) x;l-to 
A-] -1- [4- (f'J i?>- 2 --TA-) 'OWA] fc*^ v > tslfcfs 
1 - [4 - [ ( 3 RS) - 1 -T-fcr h^f ^ K-f At'a tf v>- 3 — -< A] -<>■/ 
A] - 4 - [ ( 6 - ? U > - 2 - Y A) XAt>-;L] fcV*^ ^> 

1- [ (6-?oot7n > - 2 - f A) XA*-*] - 4- [4 - ( 2 - T 
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1- i (6-^DDt7^l/>-2-'f^) JUl/jfc—A-] - 4- [4 - ( 2 - t 

2 - t Ko + i//fA- 4 - [4 - [ [4 - [ (6-?oat7;i/>-2--f 
AO *A/*^A] tX5y>-l-rA] ^A-sK—AO 7x-A] t''Jy> N 
-jr^ris K 

2 - fcA-'^-OU- 4 - [ (6-?oot7^'t/>-2-'TA-) ;*A*^A] - 

1- [4- ( 2 -T = J 4 ~ ¥V-Jl- 4 --TAO 'OV-fU] e^v^V 

2- [ [1 - C (6-?oDt7^-l/>-2-'f^)- xa-*— A<] 
4_^ ;t/ ] *^i;|,-4-7i^] — 6 -yfAt'y ^>N-t4 i -> K 

l - C ( 6 - ■?ua-}-y? 0 y- 2 AO *A/#— AO - 4 - [4 - (6-/ 
fAt''J^>-2-fA) k'^7^> 8K&£ ~ 

1- [(6-?aot7^l/>-2-'fA) x;U-^— ;H - 4 - C 4 — ( 3 — T 
5 y t'U 2-^ AO ^<> W A/] 

4 - [4 - [ :-t 1 - [ ( 6 -9uu-i-?9 U >- 2 --TAO *A*^ A]- 
y>-4-^;l,-] tjA/^-A] -3-7^71-^] h*'J> > > N-^*^ K 
1 - L 2 — t e "r t - rf K* ->77 A/*;— A 4 - ( f 'J > - 4 - -f A) ^ > / 
-TAj -4- [(6-?ant7^l/>-2-<^) ^;u*jtA] t°^7^> 
1 - L2-*A^K4->- 4 - (tf»J S?:/-4 --f AO 'O'/'fAO - 4- C (6 
- ? a a -J- "7 > t > - 2 - AO X ;Ush— ;U] k*^-? S> > 

1 - (4-7; itJiy/'OV) - 4 - [ (B-^DDt7H>- 2 ->f AO 

^7-^>. 

2 -*;^<*Y A— 4 - [ (6-?ont7^>-2-'f>l') XW-A'] - 
1 - [4- [Yi^-/-A-4 (5) --TA] ^>WA] h*^v^> 

1 - [ 4 - (2-7;;t'iJy>-4--f^) W A ] - 4 - C ( 6 - 9 o 
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1 - L4 - (2-7; JTTV-Jl - 4 ^>WA] - 4 - [ ( 6 - 9 
uvi-7 9\s >- 2 --fA) XA^A] t'^v^> 

2 -#A'<^-f A — 4 - [(E) |J;UA*-A] -1- [4 
- ( tf'J ; Jy- 4 --fA) ^>WA] t°^^> VsMM. 

4 - [5 - [ [4 - [ (6-?oa^-7^U>-2--fA) XA*^=- VI] 
» - 1 - -r a] # Atf^i A] f >J ^ > - 2 - 4 vl] f 'J •>' > N - f> K 
2-T = y- 4- [4 - [[4 - [ (6-^ODt7^b>-2-^A) XA* 

—a ] ^ > — i — ^u] t> ji tf—ji] z> s.—ji] e u ^ > n - K 

4 - [4 - [[4 - [(E)- 4 - ^oaxf 'J ;L'X;L^^A] e^-7'>'>- 1 
--<A] 7jA-tf^-A] 7x-;l] t*'J^> 'N-3|-+i/K 
4 - [4 - [[4- [.(6-?DDt7^I/>-2 A) . *A-*^A] - 2 - 
ih + ^*M-^bX7y> - 1 - -f^] #A*^A] 7x— A] t*Uv> 

4 - [ ( 6 - 9 a o f- 7 9 V y - 2 - ^ A) * A*^-A] - 2 - / h + A-#" 
i;M^k-ir [4- (f'J 2 A) 'OWA] t^7>*> 

2 -#A+'4- is / 4 - [ ( 6 - 9 a a-j-y J U..> - 2 - -f A) X/U*^ 

A] - 1 - [4 - (t'U *Jy- 2 — -Y A) ^>W.A] . J&®?i& 

2 -tiA-s<*4 AJJ-Jl- 4 - [ ( 6 - 9 aa-)~7? u >- 2 --f A) jut-*— 
A-] -1- [4- (f 'J 2 --TA) ^>WA] f^7^> tS^tM 

2 - [4 - [ [ 2 - [ (6-?aot7^l^>-2- 

-YA) f^7-^>- 1 tja.-K— A] 7x-A] f»Jv> 

N-*4-> K 

2 - — 4 - [4 - [[4 - [(6-^nnf7^U>-2-'CA) *A-* 
— A] tX 7 y>-l-^l,] 5(7 A'"K— A ] b'Mx> N-i-+^K 

1- i (6-^Dt7n>-2--f A ) XA-.t-A] - 2 . 3 — 'J J ^~ A — 
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4- [4- (f'J y / - 4 — f A ) "<>•/«<* A- ] \d^=7'Jy t&mt& 

2 - [4 - [[4 - [(6-?oDt7H>-2-f^) * A*^A j - 2 - 
t Kn + y^f ;i- 3-/f Af'<7y>- 1 - ^A] fcAtf— A] 7x-A] 

4 - [4 - [[4 - [(6 - iraai-yf U > - 2 --f A) XA^A] - 2. 

5- y/fAtX^yv-l-l'A] *A*->»L] 7i-A] t* 'J 'J > N - tf" 
4-v K 

4 - C (6-^ont7^1/>-2 --TA-) ;*A-*r.;U] - 2, 6 -isjt^Jl- 

l- C4- (t* m 4 -^a) ^oy^A] t*^-7^> 

4 - C ( 6 -y'an-^^^U > - 2 XA-t-A] - 2, 2 - > /^Jl- 

1 - C 4 - (f'Jyy-4-^A) ^> W A] > 

2 - [4 - [ [4 - [ ( 6 - ?aaf7n >- 2 A) XV^^A] - 2, 

At^7^>- 1 - 'f A], *A^-A] 7i-A] f'J.y> N-^T 

K • - 

4 - [ (6-?ao^7*U ^ - 2 — -Y A) XA^-A] - 2 - 1 - 
[4 - ( fcf ') i> > — 4 - A) < > W A] 5 v > iggftl 

1- [ (6-^ODt7^l>-2-'fA) XAt-A] - 2, 3-->'#A'<^ 
-TA-4- [4- (f'J^>-2-'fA) O'/^A] t'^T^y 

1 - C ( 6 - ? a a-f-y ? U >- 2 - -f A) XA*-A], - 2 - X A - 3 
- C [2 - (^A*M >- 4 --CA) XfA7;;] *A-?K— A] - 4~ [4- 
(f'J v>- 4 A) 'O-Z-fA] t*^^> it^tl 

4 - [4 - [ [4 - (6-?aot7^1/>-2-'fA) ^ A*— A - 3 - * f- 
A-2 - [ [2- (^EA*M >- 4 --TA) XfA7-;] 7JA^— /lj f^v 
^>-|--fA] ftAfcA] 7i-A] f'Jyy N-^-ti/K 

2 - ftA/^-f A *^A— 4 - [ (6-^DDt7^l/>-2-YA) XAf.i 
A] - 3 - A - l - [4 - (f'J -^>- 4--T A) <>'/4 A] t i '<^iy> 
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4 - [ 4 - [ [ 2 A/<^E--f A/^A- 4 - [ (6-?DDt75'l>-2- 
■< A) *A* — A] - 6 - J t's<7 *J > - 1 - -T A] ^ArK^A] 7 
x-rt] f; . N-**;/ K 

2 - [ 4 - [ [2 -t> A'<^ Ay ^A- 4 - [(6-^aa^-7^U^-2- 
-Ol) XJlfr — Jl] -6-t+VtX7^> - 1 - ^A] ^AfcA] 7i^/l 
] b*'J i/> N-**i/ K 

1- [(6-?oot7^l^>-2-'fA) *A*— A] - 4 - [ 4 - ( b" 'J -J 
y- 2 -4 A) 'OWA] - 1 , 2. 3, 4-f h7tKo + ;+f U> £ 

1- [(6-;DDt7H>-2-'fA) ^ A A ] - 4 - [ 4 - ( f V 

1 — [ (6-rnot7^>-2—f;l.') XA*^A] - 3- [ (x^i/* 

A- ^ f;lx;l^-^7 y ) y ^ A] - 2 - J A- 4 - C 4 - (f'Jy 
> - 2 - -V A) ^ > V.V A] b*^ v ^ > ig^ig 

2 -ft A/<^r-f A/^A- 4 - [ (6-?nnt7^l/>-2-^/l) *A*— 
A] - 3 J- 1 - [4 - (f>J ify- 2 A) ^>7-fA] t'^7 iS> 

1 - C ( 6 - >.npt7n-> - 2 — -f A) ;*A*^A] - 3 - (-T $ 
-4--TA) y^-A- 2 -^-+V- 4 - [4- ( b* 'J .'J > - 2 - -f A) ^ > W 
A] b*^7^> tMi£i& 

4 - [ ( 6 - 7DDt7^ U >- 2 — -Y A) A] - 1 - [4 - (f'J^ 

>- 4 --f A) ^>7VA] -7-t+Vf*tKDt'JK[3, 4-b] b*7 

2 A-/<t-f;t- 4 - [(6-?not7n>-2-^l) - 

3 - /f-A- 1 - [ ( 6 - /f-A- 4. 5. 6. 7-fl>7tKDf77a [5, 
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4-c] k'M >'>- 2 --f A) ftA^—A] t'^7V> i&S£i£ 

2 — ft ^<t-{ A— 4 — [ (6-?naf73'U>-2-'fA) - 

6 - *^A- 1 - C ( 6 - ^f-A- 4. 5. 6, 7-f F7tKnf77n [5, 

4 - c ] f i) "J > - 2 - Y A) ft A **^-A ] tT^7 > %MtM. 

4 - [ (6-^oat7^l/>-2-^^) XAt>-A] - 1 - [ (6-/fA 

-4. 5, 6. 7-fh7tKof77a [5, 4-c] k* 'J 'J > - 2 - -f A) 

ft;U;tf^A] - 2- [ [2- A* 'J > - 4 - < A) xfAT;;] ftA*^ 

A] Vl^itV iM^fl 

1 - [ (6-?DDt7^l/>-2-—rA) XJl^—Jl] - 4 - C ( 6 - y ^"A 
-5. 6. 7, 8-fh7tKn-l, 6 - i-pf- M > - 2 - W A) ft A*"— 
A] t^7y> 

2 -ft A - 4-C (6-?DDt7^U>-2-^A) ..X/lt- A] - 

3 - t^Jl- 1 - [ ( 6 - /^A- 5. 6, 7, 8 - T" h 7 k K a fc* U K - 1 , 
6 -±y=f- ') ~J y - 2 — W A) ft Atf^-A] k'^-7 i> > 

#2§9j©x jifr-hmm-w. *<DtM&&tf*ti ^(Dmmmu, sen©— 
l ttfe zizm -r ^ z t <c <fc o ^-r s z <t £ 3 „ 

klTd. S^^Fx ftA^'+>ASI|©g^S©^Sfci:c>TO*i1l 
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Sorter 'j - ;l- y f a$ l < ( > y-f a$o r t § 7 □ ^ t 

mm. mi&kmwi. sksee s #t& h>j7 iwituwrn, h u 7 ^ d^>xw 
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it-sltm, tK7^>, y f /IT ; ; ^ □ f A 7 ; > ^ iC J; 0 

na 0 7->;HffiSSi:tTlt T-b^;t,g/<££"cDT J -(Jim. 'OWA 

$ n/i«»lfe©ft^fl«if*R(= 0 *tt So 0*1*. ti, t /l* j 4 ii-mie «k 

Aft t'CD7K^t:T ;l-77 y £jR/i ttiggT'SffTk^P-f 5 z t c J: 0 

t >; - a / =f- JiM&m&lt' < 5 i> ^ ASt5R»a*ffl i ^ 5 imzkSsa-fPJ - «k 

7 7fA7> ; &-OA * «j vmtifti&kmm&i - «k 0 6fc*T- ^, £ /c * ■ - y 

-5 o s<>iSJ\,&t£i:<DT >J -A/f A$IX7;rAt'li^'7 

6 3 



WO 99/16747 



PCT/JP9 8/0441 1 



-HKjS (la) X'7jk£tiZ<t&b 

q«-q*-T'-Q" (la) 




(&*> R« > R 9 . R'\ R", R 1 2 , R 1 3 , : R 1 \ R 1 s . R ' \ R 1 \. a. 
Ik c> d,/e, f, h&cktf i li sulfite Hbo ) 3 




CI la) 



C-HE^ (la) fcitf-^ (I Ia)f, R\ R ! , R\ R\ R 5 , 



6 4 



WO 99/16747 



PCT/JP98/044J ! 




0 R» 

i; ? I -if— R s 



r: 

II T X' 
0 R 2 

[3t«t\ R' % R 2 „ R 3 , R< % R s , Q« % Q. 2 , Q 3 . T 1 . X 1 H&U 
<— Kit (la) TyF£ft%<t£®)(D^J&> 

( I I l a) T3F3ft5<fb£& 

Q 3b -H (Ilia) 

R a R 9 R' 2 

— N N — R 2 1 — N N — R 2 1 (0=4 /R 2 ' 

i i \ v: X v — 

(o*^^&*o)> o^r~< "r" VX s RIi N R 1 4 

R 1S 



il 2 




RM ^ >\ ^k 0 ) R 17 \ X 

R" {^) UV ' R 18 VfT X R' 7 M^R 1 

* b 

(g+<9R* , R e , R'\ R'\ R'\ R'% R'\ R'\ R'\ R'\ a. 
b, c, d, es f, g. hfcctO' i (iBUliCl^lbo R 2, I^Er h*v*yu# 



WO 99/16747 



PCT/JP98/044II 



5o ) ] 

flxsc ( i v a ) — ( i v d ) ■VTF^tmj ^^>ma>7sn<m 

Q'-Q ,b -COOH (IVa) 

Q'-N (R 20 ) - (CHj) m i-COOH (IVb) 

Q'-O- (CHj) „,-COOH (IVc) 

Q'-S- (CH 2 ) B ,-COOH (IVd) 

yjlstlri/t) A-f- ^-7— hn^>^^+i/*;U-}{-;t-, ^ > i? ;L ft if® 
~ 6 OTJl* U L < (i#&tfc©«^» 2 ~ 6 ©T/l/<5r--u 




<*-r«o ] JciOTj/JKktr— jksc (ib) -c^^nsYk^ais 

Q._Q2_ T 2 _Q»b ( I b) 

Est*. Q' > Q 2 „ Q^fcitfT 1 (isiJfatclBlU, ] 

— 8t5t (Mia) -e^^n-5{b^©Q 3b (DS^WT = KJj£££ 
JBJ£TSS^J5!i-?--C&S«£, — J&it (I I la) T*^£*i *{££■&© Q S *©M 
3*fIgi-?-£\ — Ji^it (Va) - (Vd) X"7jk£tlZ<t&1ja 
Q'-Q^-CHL'R" (Va) 
Q'-N (R 20 ) - (CH 2 ) ..-CHL'R" (Vb) 
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Q'-O- (CHa) .,-CHL'R 



(Vc) 



Q'-S- (CH.) -,-CHL'R 



(Vd) 



[±I£5t<K Q' , Q 2 \ 



R'\ R 20 fccfcCKm 1 (ilwfZdlWIU L' litem. H 



{rcfc9T;u*;bffc-r«^j£T—«S5C (1 b) t^^n^^WMr^it 

-j&sc (i i ia) T'^znzit^mcDQ^cDmmm+fc-flLfr^^t 

-®<dtz >-c$>zm-&, — iKsC.CV I a) ~ (v. I d) a- 

Q'-Q 2 »-C ( = 0) R" (Via) 
Qf-N (R 20 ) - (CH 2 ) .,-C (=0) R 1 8 (V I b) 
Q'-O- (CH 2 ) ..,-C ( = 0) R 1 8 (V I c) 

Q'-S- (CH 2 ) nl -C v ( = 0) R.' * r (VI d) 

[JbiasCK Q l . . ,Q 1 \ R 1 \ R. 2 0 *> «£ .O'm 1 liWEKl^.lio ] 

-HKsC ( I .1 I a ) 1 . 1 ' -tjA^-Jli^^ I f'f-Jl 

^^<DHmtii^atz^m&m<o^m^it'^^^—f&^ (v i i a) ~ 

(VI I d) T?*£ft3-«**^±— IftiC (v i i e) "e^SftSZiiRT ~ > 
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(Vile) 



Oo S 




— ®5t ( I Va) ~ ( I Vd) n«*^.-H ^56$ -fr^-r Vi/7t 

-- h*— ASjS (Ilia) T^SnST S >izfrm£it%ztte£®?jmz£>t) 

— ( i b) -r^^n^^^^itr-szir^-c^-So 

— ( i b) '-cm&nzit&WDQ 1 cDaK&(iT^'5r^As* < #ffi"r*nf, 
ntsc— assc (i b) t-^s q 1 ©m£KMS©g&LfcT u 
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;Wfc£&ia#^««£ffl^T* 'J A£>£ ( I b) "C^£*l*fl: 

-&«S£»*ZtA«Ti!E-C&*o -©=t9(rLTf#«in^-^xt (I b) T'^£ 

tKJtO* — Iftit (I a) T^£ft6ffc^W#£ft£o 

0»l;L{*. — JKSst ( I V a ) - ( I Vd) T^£ft3#A*>S£©ig^St£{fc 
itltfj, ( I V a ) - ( I Vd) ~C7r:£tlZ>lJ JltfytSPS:? a a gWi 

fcgttxxf^Si, N- fc Fd + ^>XF 'J T I MiN- t b'aJri/ 

"mgtf&X-iteN, N- '•' •- i> •> ? a < K£>3MiN- (3- 

*> : j:-C< 2 , 2 ' ■ - <J tf 'J ^ A ^XA 7 -f -y K tcDJg^fiS:^ Cf6][JLK-£) £ 
<f£?V<5o : •••••• 

^'zo^^trUrW^n/c^^^SEO^ffcttt-HlgSC (I I I a) VTjk^tx 

7 8'C-l 5 0'C-eSt£:^-a:*-i:(CJ:O. — «3£ CI b) T-7r;£tlZ<t&®& 

M<*ttfcifi3l£ LTIi. h 'J ^ A N tffflfcfc U t h ') ^ ^ 

J- h + -> H\ * A 7* K. TkRYfc-J- h 'J 7kjge{fcft »J ?km<t 
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M >, y-rv7D^xf;l,7;>, i^T-tff^^a [5. 4. 0 ]. O > -r ? - 
7-x> CDBU) G>£?ttf[W&mtj:t'&&tfZ ~ t^TIS, 

7Sf4©^tttLT(i, i>^aay^>, y-ncr*;UZ^ HigflJ^fc t'©^ 
o^>ft7A4^i, fh7tF'D77>, 1, 2-iS/ h+->x^>. v 

N-//W.U7; h\ N, N-y^fA7fh7; b\ N.-V f- fl, bfa ij 

-Jfe* (II la) t^^tl§M0Q n (OliE^7 ; Fi^ W 
* Ifl^tfe — (Va) ~ (Vd) T'tf $ ft o 

*mm&m+s ?T7 8 bi 50 o c-cjs££ t*\ i«^®7;t 
*Aft£m\ -um ( 1 b) x-7r:zti2>fc'&m&&2>ztfrx*&Zo M,&ftte 

LT(i. ^ h 'J ^ Ajc H + -> H\ * U K+v hV?J<?fcfl:f- 

=J^r> $ A:<i. Tfc^ffc^ - i:/cl±:n A- 'J ^ OA CD J; ? /£ T A +A <J f- ^ 
/; N 'J tt-J~V -f V 7 s o t* A T $ ><D ct 9 i> T to* JUT i/'Jf^ AtC ft^ $ 

tiz&m&mi&m, £tz[±*jT-*r\i-><7u [5. 4. 0] ^>r9-7-^> 

(DBU) ©«k?fc^«£Sfci:'££tf<5 - bi)<X£Z> Q 

{J»J*.(i\ — test (I I la) ^^n^ft^CDQ^^M^W-fftfcoC^ 

7 0 
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1 5 0'CT% — &tt (V la)-(VId) X7F£tl%t>JLtf-A{t£VDt'( i 

m<t*^m-t-h')<y^ h 'J T -tr h 4- ^7jc^b+ O ^-7" h 'J ^ /j: £(bim<t* 
t7 ^StE^I. <fc -5> l Mi' < 7 ^ A^M^tt ir"©^ft4S7rM!«(l <fc 0 1 0 ^ 

i i o'CT-TK^ft-r^^ ti^cko. -usse (ib) T'TFistizit^mmz ~ t 

^ffltmmt LT(i> >??au^> N ^aa^^A, B3iMfk^^O/>c7 y 
N, N-^/f A7-th7i h\ N-^f^fa 'J 2 -t>H©7 S 

-irsc (i i ia) x^tx^it^moQ^^mmmw— mttzit-mo 

Ti sT'&tUt, — ^ (V I I a) - (V I I d) X'7F£ftZ-&&&^ 

li-^sc (v i i e) T'7Fznz-LmT i yohzit^mt 1 . r 

fgT'£3 0 £J£<i#^<^ —USES -(VI I a) 

~ (V I I d) T-^^n-S— &&3tMi— ASiC (V I I e ) T7F£ft£-r&T I 
J&iS ( I I l a) T-Tj^ft&fb^^ i^/«j:^(i*iiS#^ET. 

CD^of >^is fh7hKo7 7>, 1. 2-^^ b + '>i^>> 
>!£gdx-7^u£?£^ H;Ui>lptD^>-t'>^?«, N. N-y.^AtJlx, 

T * K&ig«E£3*!f<5 Z ir^T'g 5„ L < (iv 7 a a / * rh7tho 

7 1 



WO 99/16747 



PCT/JP98/0441 1 



Yt&£ f'Jy>, 2 , 6 - > % n 'J v 5 > N 4 - / f-^T * / f 'J S> 

MJifAT; a N- y =f-)l^)\y^ 'J > % y>TV7ot^Xf A7;>, 
S>T-»f [5. 4. 0] ^>^?- 7 -x> (DBU) GDJ:9*£*rfiW£ 

Stt^Sfctf*:: t*<T£* 0 5^lifT7 O'Cfr^l 1 O'CCDlEBBT'tT^tiJ; 

— (i i ia) X'^znz<t&<to(DQ ib (Dmmi%Tfi<-&$>z\,^* 

>T'£>£l§-£{C{i. -J&5t (lb) X'TjkZtXZIt&VBte, 
(Ilia) -C~7F£tlZ<t.&&t'( 7i/7t- hSS*tf^Stt»«E4i^T2 0 

•c*>«s> i o ovx&mzitzztiz iot^ - <t^r#-5 0 

1 1 6 'CT\ felt?*'— ;U£> Mi^^Hf »J ^ ? n 'J KfOi^o y > J; 
Oi>^n^">{ttt U -o'l^f h7t h'D7 7>, ^aD.tJLA^^^Ii Ml 

2 tree's i o o'cxumrtttk, -ussc (iva) -e^n 

^na*^/A*^VMi bfrx.y&D^m&i&m't'-s ?T2 O'Cfr* 1 1 O'CTS 
iS&^&'&fifc&TM&fcU 0Wt>8 0 r©fiSBBTT i?ffc-J- h U OA 

2 (TCt^ 1 0 Ott'fiDit^m Hfi^C (IVa) X'fjkZtl 

?T2 0W1 1 O'CTx^f^gfiTt K7y KK#£, £^<~ffi 
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— test ( i v a) r^^n-s^^^y^ h >jxf-;ur * >^©igs??aET\ 

IpO^fStti&K* , ^7i-A*^-t 'J AT ^ I 0 °C/>^ 1 4 0 roSEfflT' 

SCt;$* our— test (I I la) r^Si-isr * xrgjcd-fr^z t(i«k o 
—test ( i b) -c^^nsrb^oQ' ©fcigK^ay^grFifci* h «j 7 a 

'O-tfy-Tk h;Ucc>-7]c7 l d:<f©2+S^^, N. N-v^A* 
-i.-f-A^J&'K h 'J 7jcfiMfc-M-»J»5 2^ 7jcBtffcy <«J ^ i*. 

» /<7^-7A (0) <£if©a^^iRftMK*mc^ 2 o'c^i 5 oromffl 
r\ mwtmomwi Ltzr - yusssw* to. 5 mmfr ^120 b*iui* •/ -7 v > r 

— 1&5£ (ib) -C7F$n-s<k^cDQ' cD^iitdTAy^-Ag^tEt-nt^ 

fcli h 'J 77U^-a ^ ^ >X7l/^A^-^->S©^L^T '.J -;HirN, N- S> 
>f ^l*^i,7; Yt&i£<OT I K&ig&'K 2 O'Cj^S 1 5 0 r©«SBBT'. 
0. 5^bl 2 ONfFeU* y 7'J ^SlES-fr^ <t^T'*^.o *Si5t 
(Ib) Ttf itc3%8<D Q 1 ©flligC8B»S©aiftLfcT'J-AS®^>*« 
■SlZit^ '^ufym^ h 'J a / ^ >7/^i/lt* i/SOffiftltT 'J 

T)l*-Jim*H*tl3 v s ztWZ, ffc£<$)©Q : nmxkiz. 
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<— JKjC ( I I a) r^£tt£ffc£42J©£-fi£> 

— ( I I a) T^ns^^^g^oYWfc&li. — JIS^ (I lb) T 
^£ft£#j£T3*A*>^<D/NO>r>.fl^ jf&cC (I I C ) T^tl 

(The Chemist y of Sulfonic Acids 
Esters and their Derivatives, Edited 
by S. Patai and Z. Rappopor t, 1991 
John Wiley & Sons Ltd) CJ;0^tKi:3^ o 



[±f£-fl£xt (lib) fccfctf ( I I c) *K R' , R 2 . R 3 , R J . R 5 . 

0fJx.li\ — flSiS (lib) T/t$n5XA^>8^, N, N-->V^a*a-a 
T $ Ki?3E~F\ Wfcf-*— JUi: 0°O«i 1 5 0'C©fiSET% 0. 5 NFWI^ 




(lib) 




R 
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<b2 imfflfcfctsitZ^tlzJ:*), — fjgxt ( I I a) -C^£*-l<5*A*>@£'M=i 

T-ma&izZft^—m^ . ( I I c) T'jF£*l-Sfl:-&«£N. N-S^f" 

— JftSC ( I I a) -C^Sfl-4XA*^S/>ay>{b«8^^c-r4- t*<T'^4 0 
5t(rf^L^fe^ci:0^.L^-^5t ( I a) T^£ft*{b£tt£\ 

(I I a) T^£tt5*^*:/I^ay Wfc«Kli:irF7 8 °C~ 1 5 O'CT-SfS^F 
-t^ztKcfc^ -*8^ CI)- ©fb^£»*cta<T£So 
SfWUfctME t tT{i> 0¥;l(*. r 'J * £ v Kifcft <)t>^ ±h 'J ^7 A 

H 'J O A. 7K^fb^ >j O AO J; 9 tlTJlti «J £R U < 'J ±S^S© 

r ;u =i * FV 7\m< m * (SzKaiYfctt, £ rt: {* n - 7? ji l ) * * i~ <D 
£-0tiT)WA,*l s F" , 7^ 'Jf^A^-fVT'ak'AT; >©j:?^yT'LW 
^ J U AKftS£ftS*r»&Bltt^ £ f 'J S> 2 . 6 - /l v> >\ 
■3 'J ^ >> 4— >? y fAT ;;fij h 'J XfAT l N- X.fA-tA-t' 

•J >\ S>-f y.^nfcVUXf-^TS -^7f [5. 4. 0] ^ 9 - 

7-x> (DBU) ©cfc9fcW^£tt£**tf5z:fc#T*5o- 

^Stttti&fifcfc LTMU i> 9 a o / 9 EffiSffce^ ^ h ^ 

th'o7 7>, 1. + i?^-4r-9->, p;Ux> % N. N-is 

^i*AA7; p\ N, N-^/fA7tF7; p\ N - * * A t'a 'J 'J > - 



WO 99/16747 



PCT/JP98/0441 1 



imsum- i - ( i > ] 

XA*— A-ffc^n*— Hast (la) ^©Q 3 "CDM^^-m*-5i WJ-jR© 

7;/b"'Jy>, h'Jxf-AT;>, N- / ^A^EA* «J > % >f 7 7" o x 
f-ATi -^T-tf lf->?o [5. 4. 0] ^>7=?- 7 -x> (DBU) <D& 

-79 J- T )V =j - A&JgJ& fftg x7- Jl xx f: A t'Oxxf 

C^it^- 1 - (2) ] 

mmir'e&zm'&izi^ i&mt lxu, m?L& 1- k>; wxh+y k> ^ u ^ 

TJlti U ±M&m<DTfr^*<s h\ £ fcliTK^fl:^ * fclin - A y ^ A 
(73 J: ? T A A U ^ O ^ 'J ^ ? a >> -r 7 fA T. i > CD J; o K >' 7 A * A 
TiJi)*Vl~tZft&£nttm^mM.-3:tiityTift"'>Zn [5. 4. 0] 
^ - 7 -x> (DBU) .©cko^Wm^S^ir'^Jf-SZ^T's^o T 
?Si^M:^iLr(i. fh7hKD77A l, 2 -if/ h*-->x*>, 

CSi6:frft- 2] 

(V Ilia) T^^tl-5rt^©Q 3,, coM^^*-^ (IVa) 
ctf £ ft * # A > ^ £ (i ft <b<Dffi±<t®T'T •> Affcf -5 z t k J; 0 , x a- 
( I ) ^Sigf strife, 
Q'-Q 2 -COOH (IVa) 
[it*. Q 1 Ji^O'Q 2 liBijlfidHI b 0 ] 

7 6 
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(Villa) 



Co ] 

K©g^D§W^ aS^£*a*fiPSET. ^fimo^fflE^. — ( I Ia)« 
ft <5 X A * > n a y y {\M 




(I la) 



'•[st*, R 1 . R 2 . R 3 . R^. R 5 . X 1 . X 2 fc^tfHai otisijldtrffi] 

bo ] ' 
0?T 7 8 *C— l 5 o •CT^;^-A{tt 6 : ic J; 0, 

(V I I I b) 




(VI I lb) 



[it*. R' . R * > R a > R 4 > R 5 > X 1 . X 2 4oJ:a'Q 3b (±BtjI£(rl5l 
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th'J^A, *%<tt> U ^7 a© i: 9 U T )l fj ') £j£ L < <i T ;t- 'J ±^#HcD 

■J>, ^vyoh'Axf/LT; >, S>T-*f f->?a [5. 4. 0] 0>f^- 
7-x> (DBU) -j (itSffilJS if ^tf 5 1 1 A<T^ 5, 

tF'o7 7>, 1. 2 - iy / V*r^J-9 >, ^^-+V> % hAx>, N, N-^ 
^A*U7; h\ N, N-y/f;i/7-th7; h\ N" / f A t'o 'I y >- 

-<0«fc-3CLT»€>n/c— jKsC (VI l ib) T'^^tl-Srk^^OQ 3b oD 

(VIII a) T-^$n*fk^-«&*<»«itl4o 
$/c> (VI I I a) r^Sn5fk^«»(i, — (V I I I e) X'Hk 



[st*. R 2 . R 1 . R x % R s , X 1 fc^tfX 8 (i8ljf£(r(5}bo Q Sc (iTf£© 




o 



7 8 



WO 99/16747 



PCT/JP98/0441J 




i?T4/ + ^T ...... 

h+>-*;b^;HT'7 ~ yi^iU:^y 7;^A-7 s 
•^7;i+^'7 ^ y 

>*7/i+A7 ^ y ^7 7b?K— ;i^y;i/+;us. 

h + •> * ;l lt'7 i. y Ltt>7AH7; ,'T:l*)l 
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■JT )\.*)IT I J tl Jltf— A T Jl, &o 

ra7h + i/*A-4-:-;HT'7 ; ;i^ll/; ; e;7AtA7 ; 

^7;L+AT;;7;l/+Al, 

3f=8i:7 h + -/*;u4?j=. Jimx-r I J ^omLfz^ J Til * jit i jjh-*h 

i^T A *- JI T I J Xfrtf—JlTJllrJlM, 
R 2 \ R 2 \ R 2S ^J:0*R t6 cD^t- o^)^^M*^(r|^0^9Bf(i^ 

R 0 
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R 17 (i 

7A3 + ->7A + /H^ 

T >l -4=- Jl ~h >l Jl 

7A + # ;L ;L T Jl^r 

T Ji^rJlZ. Jl * —JIM, 

7A+ A X ->U * -A7A + A iSk 

8 1 
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t a a y ti a a t a + ai, 

7 ;l ^ + •> * ;i t:^ ;i 7 a + ^ A ^ ^-4- 

7A^y* A ^ A T A + A X A* ^ Ag, 
^7/1+^7 i 7 7A+/LI, 

HHI&:7' h + y*^t^;lSt-7 ~ ;MIL/:t;7A+A7 ^ ;7;t^A 
^TA + AT ^ y ^7 AtK— A^ 

y?;^;i7; j ti ;kt"-A7A+;H^^.t^t5 0 

\%®ojjm&zi^$*(Dmm^j:t)'&'htiz-fiki£ ( i i i b) 

Q 3c -H (1Mb) 
i&xt ( I X a ) 



T^£tt£XA*>T i K£TOt£?S(&<K ii^ncM^T, -flk L it (X I a) 
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R 12 




(XI a) 



[sC+, R ! . R 4 . R 5 , R 22 > X' &<£0'X 2 liMfecp 3 
fcE£E£'-£T;U:3-;uflc (XI la) 




(XI la) 



-ra*v : R 2 VR 3 vR* v'R s > R a2 v Q 3 V X* k£VX 2 ttmzi~m\S 0 1 
jffisfc (X I I a) T^$n^7;l,3^©7;b3-^1§^ 

y > Yfc7K^«-ffifeg| £ 3 c; <b k £ o (vi lie) -e^^nsft^^f 

A?ui*yWL^u>fy{V®}t ! %Tl 8°C-1 5 0 'CXElS&Z^Z Z tizX 0. — 
JB&SC ( I Xa) T'^n5x;^>7 ^ F<fc-$-*$j£f#£ ^ tii<X< £3o 

8 3 
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^7^Dh'AxfA7;>, ^T-tft^^D [5. 4. 0] ^ >-r ? - 7 - x. 

> (dbu) <D&iumm&&ti:i:&mifzzti)<-c$Zo T^n^mmtLx 

-^^ + yx?x ^^-++>->. hAx>, N. F\ 
N, N-^^f-^T-thT; K, N- /f^fo 'J s>>- 2 -^->^^(f 

— ISst ( I Xa) t^$n5^^>7; K£a£3fci££fiqSET, ^FSteOzg 
— (X I a) X'^Zft$tiA#~)\s<t£ifab'%Tl 8 V- l 1 0 °CT- 
SCP^-fr-SC t(Z<k»). — ^ (X I I a) r'^$tl*TA-3-A-Yk-^«j^5 

i&mt UTIi, MxJ*. th'J^Axh + i/K, * U ^ h + i/ K\ 7hm<t 

— fifciS (X I I a) x^n^>TJi=i-jiit07imM^ &&t£ wiB&kiz h 

h >J JL^;bT ^ N- ^^;l/^e;u^ij >, ^<V^pfA-lf*T;V, 
iff->^o [5. 4. 0] -}>7=?-7-i> (DBU) © J: -3 #*T«ig£tt <t" 
©i6*S#££?£2ET\ y^DD^X ? a a * A- A. Etlffcj*^ fh7tK 

^t'A-iT; KSfOiS&'K ^T2 O'Cfr* l l 0"C7?£lS{fc«lp©^Dy>{l: 
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0 iS&ttOfcftT' n a y > {fc7jc^£JI£8i $ it £ " t { I <fc 0 „ f^Jx. {* *J ? a a y 9 

>, y MUi>. N, N-i^yf^A7; h\ N. N-v^f-;L 

T-bhT- H\ N-^fAfo 'J 2 -^">. yy^^^vK^ ^ 

S^MJ^A. g&Ufc'J^Z^ th'J^ixh + i/K, *'JOAyh + yH\ 7k 

SM^ h 'J ^A, 7j^{fc7J 'J OU^ 7mjti~ hU-7A> 7K^ft77 *)*ju<o&oti 

T -9* t" ^ ?o [ 5 . 4 . 0] ^>f?-7-x> (DBU) © cfc -5 *T<8ffl& 
T\ *T7 8 ^73^1 5 0 "C-CBS^ irdJ; " -J&5£ (V I l i e ) .T^ 

«5£ (XI l a) T^$ti-5T;H3-VUft:CD7kaS^ sm-th*)^ 

fci^t' >j v >; 2 , 6 - )i f- *j y\ ■ 3 u ^ > . A'-it/?- ji 7;ye «j s? > . h 

't"v?a [5. 4. 6] 0>7 r ^- 7 -i> (DBU) ©<fc ?tt*r«tS£tt£'© 
au§£i££8qaET\ y'?oay^, ?oa*;UZ^ gg^fb^t. fh7tKo 
77>, 1. 2-S>* h*-2/Jc*> N ^^-+i7->, hlx>, N. N-v/^A 
tW^7; KH©?^^ fT2 0'C/)^1 1 0'CX\ ^>^^>i?a'j 

8 5 
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iZJl*ym&WMt£lt&ztlzJ:0^ (VI I I c) t/T^sii5M 

^:t^T'^ 0 'WiXJXW a a / 9 ?do^U, E3iS<k 

Ki> Th?bKn77A 1, 2 - ^ > r > % v^^^^. lwUx>, 

N. N-^^W«M7; h\ N, N-^yf;lTth7; K> N-/f-Jlh' 
a'Jy>-2-t>, ^/fAXA^ + yK^ ^Slth'J^i^ KSS^'J^A, 
th'J-JAxh + i/K, 77 'J ^ h * ^ F\ 7k®Kt7" M A, Tkftffc* 'J 

)l 'J * 1 U(D J: 9 ''iTA+A 'Jf 1 )^ U f '^Ai/'f 7 "7°n t° A T < > CD. J: ? 

•^7;itA-7 i y U^^Kft^£n*ir»&gJg£. 2. 6 

— Af-^ ^ij>>> % 4.-yyf;l/7i; t'J^>, h'JxfA7;>, 
'N- /fyU-tX^U >, •^-l' 7 7'Dt , ;lif ;l/7;>, i>T-»f L":>? o [5. 4. 
0 ] 0 7-x>(DBU) © J: fc*T«££-C*T 7 8 :C*\S 1 5 0 °C 

-C©gir<SZ <bt\ — JKSC (V I . I I c) T^3tt<5ffc£ft£»*„ - 

Sfc,.— «5C (vi i i c ) r^^nsYk^fttt, — c ixa) T^^ti 

O&J&'fV — (X I a)--C^^n.-5*7U^— ;Kfc^«atS(E$-&. ->1>TH? 

V >£•£&> o -mc^*). — ( I X a ) T'7B£ft£XA *>T i: * 
T7 8'C~1 lO'CT, i^ll rh7tKa77>, 1. 

^^^y^cDrnm^i- h 'J ^Ax h + h\ ^'J^A/'h + y F\ 7K^Yt 

V^DfAT; >©J;^^^7A+A7;y 'J T-^AKftSS £ 
t'©?FGET> h ^ > 'J ? u 'J K#©T;l + ;l -> <J >\, 9 a >) Kdcfc *; > 

8 6 
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<t^«atar^u Sfft^'atasftoTktt^Tcaa-r*^ tiz j: —test 
(vim c ) T'^^nsft^^s : s. 
— issc (vi i i c) x'Trs^n^it^commw^^m^m^i. s^m 

ti:«!:0B{*t5:fc^"Ci«o 'O-^Scrtl? y - /t-/f ;t-Sii 

asSttfife; M^lil^ *fk*fRBS, KtiS. M-7 

A*of^ h ij ?)\,*a / ^ > z;t,* >i$, ^. i v{± ; n ^.Ollol^^ti: 

(Tv a) x'7F^n^^Ji^ym(Dm^imn<mt lt«±..— jksc civa) 

£ ft A% > ? a a V - ;U© «fc ? 7" a a £*®?:n * f- A t 

<t £ > o y > v ^XWk L T ■> ;u ? a y K© «k -5 48^07* > f b 

- h n 7 x y - AC i i ; - ^ / <>j'7Ato7.i-A- h 

T-y-A&^lMiN- t Ka^->^^ >>-f 5 KtSlS^t/cgttxxfA, il 
S©T ^ jm&&-C&m£tlZ£-ots;N. N* -^->?a'M^A;*7A;t?SM ~ 
K*fc*±N- ( 3 - i>J f ~ J 7n t*A) -N' -xf-W^i^-T; Kffi 
Bfcf&£©£l&£l£&U y?; *x*>i&yi^£©gl££ji&BD (JSAife) „ h 
ij 7 i-A*X7 * >fcj:tf2. 2' - ■/ f 'J yA A7 -i 7 KtOSKM 

8 7 
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Z(D£vlzLX'&<btifrtrJltf>m<Di%Vklt®£. —fSt^. (VI I la) X'tf 
£tiZ<tit%B&, ilffrfiMSfcig&ffSET* ?T7 8 'O- I 5 0 

•C-CSfE^tirSw tJicfcO. — JTSSC (I) r^^ns^-'u*— 

'J f-^A. . 'J ttJ^'J^ 7 7*0 t*AT J >0J:^A^7A+A7; 7 'J f- 

V- 7 n tVl/ i =f- )\,T. I y „ . , T -*f fcf •> 9 a [ 5 . 4 . 0 ] . > -f 9~ 7 - ^ > 
(DBU) cd J: 9 tf*r«ifi£tt if £ 0 : •• , ; . - : 

t.F.D77^ 1 . . 2 -S>> >^->x^>. h^JO, N. N-^ 

y ?-;L+;UAT i h\ N. N- -J* f-AT-tr K7 ~ h\ N - (fA-.h'o »J S/>- 

[SUSlfrfe- 2 - (1) 3 

T->;Kk^n«— teS; (vi i i a) x-mztizit&to 



[it*. R'.R 2 .R 3 X R 4 ,R 5 ,X'.X 2 feckC^Q^tiBirSejem 




0 



(Villa) 



8 8 
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h'jt?^ mm* ') o 7k&<ti- h')^>i^ 7m<tt> ^©ct ? 
ji- ti >) &m & l < (i r iv -h u ±m&m(Dmm^ im<m. ^;itt''jy>, 2 , 

- >f;l/tA*'J > N ^^V7"atVHf ;l/7; >>T1ff->?o [5. 4. 

0] -»f^-7-x> (DBU) ^fflMBS^t'^flSiT*';. 

imj&um- 2 - (2) ] 

T->;Uffc<*ft*— K3S (Villa) -c^n-stt^ 




(Villa) 



R' . R 2 . R 3 . R 4 . R s \ X« , X 2 & J;tfQ Sa tifufdtr 

t.LTIt #J;t(i\ h U OAx h4^> K. *'J^A7'h + y h\ 7jc38tffc-^- h 'J 
7K^fk* «J ? tcDT 0 #S & L < {if yu* 'J ±m&M<DT )l a * 

nznm&mi&m, ztzUiST-yt-f? & [5. 4. 0] t>yr?- 1 -x. 

y (DBU) <D&7tl^m§Mtlif*m-fZ>Z.ti)<-C%Z>o ^gttJS^K 
tLTli. f h7tFo77>. 1, h*->x*>, y^-^-y-^, N, 

[S&S^fc- 3] 

-l&it (VI I la) T^SftSrt'&ft 
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(Villa) 



[St*. R'.R'.R^R'^R^X'.X 2 fcck O'Q "liffifcizm 
bo 1 OQ u OliCT7; K£«fi^r*£ffcfii'^T'**«£. -test 
(VI I la) T'^£n*{b£&CD2*G^S:— «*5t (Va) ~ (Vd) 

Q'-Q^-CHL'R 18 (Va) 
Q'-N (R 20 ) - (CH,) mi - C HL 1 R 1 " (Vb) 
Q l -0- (CH,) mi - CH L 1 R 1 8 (Vc) 
Q'-S- (CH 2 ) mi-CHL'R 18 . (Vd) 

[JhI£iS<K Q 1 , Q 2 \ R'\ R 2 \ ml fcJiC/L' «ifliJS£c:f^ bo 3 diO 

-)^ (VI I I a) T ^^tl^ft;^0Q 3, ©lMW ; K*££<©S3f 
®-?T'**»^, (V I I I a) TJ-TF^n-S^^JCDQ^Og^Jl^^-— 

BSiS (V a ) ~ (V d ) V7jk£tL2>{t&<®lzJ:t] T 1 1±\ 

( i ) y&&nzx)\,*-j\,mm#&4iittz z t&~c% %<> -iks 

(V I I l a) T;^£n£{fc;-£-f 4SiStt&£ffiSET\ ^ffi^g'K *T7 8 
°Ct^ 1 5 0'CT\ — IftSC (Va) - (Vd) X^tl^it^t 0 . 
£ 1 2 O^IHJSlSS-fr. m.nW.TVT )l*rMt$:Tt\\ — iKst (I) "T'^^n-I) 

i&StLTfi. #Jx.(i\ tF'J^xh + ^K, # 'J O A 7' h + f H\ 7K^fk 
^ h 'J ^ A. 7j<^fb* 'J ^ A# if CD T Jit} 'J #H L < ;L # 'J ±^#K©T 
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ZftZ&m&mt&m. $ tzit iST *f £ is? v [5. 4. 0] ^>-r?-7-i> 

(dbu) <D±ot£^w&w±£$:miz>^ti)<X'i*, T-m&tmmt lxu. 

fh7tFo77>, 1, h + i/x^>, h;Ui> % N, 

dSist^i*- 4 ] 

(VI I la) T'tf 




(VI I la) 



[5£4u R' . R J > R 3 v R * , R 5 > X' . X 2 *> «fc a'Q 3 NiSiJl£<c[5j 

(V I a) ~ (V J d) T^£n3£;u*"-;Wfc£^ 
Q'-Q^-C (=0) R M (Via) 
Q'-N (R 10 ) - (CH 2 ) n ,-C (-0) R 1 * •: (V I b) 
Q'-O- (CH 2 ) m ,-C ( = 0 ) R 1 8 v (V i c). : 
Q'-S- (CH 2 ) Bl -C ( = 0) R 18 (V Id) ; 

[±ia^^> Q 1 . Q 2 \ R ,8 > R 20 *>J;a'm 1 {imiair^bo ] 
t-T i >^7B^-t±M7C-r-5ri:(rJ;f)^^^-Am#fii: ( I) ZWm-t&JS&o 
(Villa) T^^nSft^OQ 1 '©!^^? ; s-ChZ>m&, 
(VI I la) X'^&*iZ><t-&®t-WC& (V I a) - (V I d) 

^•j> i 2 oe#ffl, 2 o°c^«i i 5 o°ct\ -f i y&Bf&zit. ifefiJcLfc-r a 
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t^9&Mjtmm^ &<o, o . 5 mm^ ^120 mm, 1 0 ^ 
1 1 o'ccTk^tr-sz t«r<fc*?— tesc (i) -c^*n*xA.+:— 

(VI I la) X-TikZftZlk&to 




(Villa) 



[5C«K R 1 ^ R 2 \ R 5 , R 4 > R 5 . X 1 % X 2 te^VQ^UMtZizm 
b 0 ] CDQ 3 '^— &&&Wt-8L<DT I >X&zm&, (VI I la) 

x*tfz tiz<t&to& * i yv-)\,t£g(D&m&m*x. — agsc 

(VI I a) — (VI Id) Xm£t\.Z>—$L$)Z>\i^l±—85& (V I I e) 
ti%z\WcT iy<D& & it-Sty 

Q'-Q ,h -NHi- (VI la) 

Q'-N (R 20 ) - (CH.) .t-NH 2 (VI lb) 
Q'-O- (CH 2 ) „ 2 -NH 2 (VI I c) 

Q'-S- (CH,) ,,-NH, (V I I d) 




(VI le) 



V. 
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m 

-h&5£ (vi i ia) ■e^dti-5<fc^«s©Q"7&<T * >r£>ttii\ —asst. 

(Vila)- (VI Id) T?^3ftS— fl**StM*--lK5t (V 1 I e) -Ctf£ 

£fi=ffl£-tf\ (I) T^$n6*l6?8©^;L-*-;USI# 

vV^-r 5 ^.'/-^^ifOKlgic, — agsC; (Vila)- 
(vi i d) T-^^tia— a*4vM4— asst. (V I I e> T^^n-S-^T $ > 

CD£> « f k-^^fc «fc a'— figst (VI I la) r-^ ft* <t£%3&, iimti t> 

fe LTii;^ 0>I;t{£ i> ? a b y *>V'.?oa Ei&fcgSitv fh.7t K 

A*;LA7; H\ N. N-^^^^T-tr hT i h\ N — X k'a 'J v> - 2 - 

7j<$tft7j 'j ^ -3 ttT;u;& 'J & L < (ir ;U7> u ±3S&E©KBffi. *Bfc 

> % MJxfA7;>, N- ^^A-e^^ ij > % ^-fyyatVUf/LTiy, 
vT^f->^a [5. 4. 0] '7>f : i7- 7 -ji> (DBU) © J: -5 tt*Tiffi*£a 

9 3 



WO 99/16747 



PCT/JP98/0441 1 



— IKSC (VI I la) X'7F.£t\Z<t&m 




(Villa) 



R 1 , R s , R 3 , R* , R 5 , X' , X ! O'Q 3 '(ifijfecilFl 

(Q'-Q 2b -N=C = 0) [it*. Q 1 ^cka'Q 2b (ifijie(r(Hj 
U ] JffisS (IVa)-(IVd) 

Q ! -Q n -COOH ( I Va) 

Q'-N (R 20 ) - (CH 2 ) Ml -COOH ( I V b ) 
Q'-O- (CH 2 ) „i-COOH . ' ( I Vc) 

Q'-S- (CH 2 ) nl -COOH ( I V d ) 

[Jb£SW % Q 1 ; Q 2 \ R 20 fcJ;O'm 1 (ifjlfidfaj ^ ] 
J: (5 £lK 3 * 7 T - : h —95x1: (V II I a) t'^ftlT; XCM 

-©it: : (v i r i a) r^$n^fi:-a-^jcDQ 3 '^T ^ >T&£^-£<rf±. — & 

xC ( 1) T^$tt**A*^;Ug|SK*(;l\ — J&it (Villa) T'^3ih*<fc'& 
t&£H*J<ZM7S/T:J— h3f#(*«-. ^JSH4««E4". ?T2 0'C^£ 1 0 0°CT- 
0 . 5 mffifr<b I 2 0 B*fffl£lS$-ti:.5 c <t(C J: 3sfc#-C# £ Q 

ivy?? - — AgsC ( I Va) - ( I Vd) -C^ti^A > 

&£0&f&?ZZkbX'£Zo TKti-Z, —f&^ ( I Va) - ( I Vd) X-tfZ 
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ftiu ^/sit^«E*. o°c^^6 o°c<Dmmx*Tis<ti- h -j ^^tfrmz-tttz 

mm-fZJ5&. —1B&. (IVa) tf^n^*A-f>i^^ao^V7'f 

fT2 0t^bl 1 0 tt?x7f AgSt t K7 ^ Ki:*l, £t>c:SSii 

— ttSC (IVa) ~ ( I Vd) X'iF&t\2>t>Jl#>m& h Uxf-AT = >3P© 
O^fflT'SfS^-tK &l^T— <8SC (VI I la) X'^tliT I >c:£Jc;£-£3 

z£iz£^x&; —&s£:Ci) x^znz^Jifr-fm^te&njk-f zztfrx . 




(I) 



[s$»K R 1 ^ R 2 ^ R 3 > R* > R 5 n Q 1 n Q 2 ^ Q 3 s T' > X 1 
— ISst (I) T^&tlS^U^-^SIWfcOQ 1 {Dm&Z'^afsEi+ttzte 
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— IKxt ( I) T3F£n*XA-*-;ugS*tt©Q' ©MCTA^r^/LS^S 
^ * •> S© L T 'J - AS <b 77 y 7 'J > 7 £ -5 c t «I h£T'& § 0 

h«c:— iKse (i) t/T^n^x^t-^i^cQ 1 ©*ft£c:»s©§& 
*—&-<i&totw»&mt&m>£:m^xti yf*) y.<rz-$. — iksc ( i ) 

3 x ;t * A^zgft 5 Z £ j&< «Itgr & £ o c cd J; o K L r » <b ti fc— 

(ia) -c^$n-5rb^«j*<#^n*o 

— (I) T^SftSXA*— vUSNMfcoQ 1 ©*gjit{::^oy*:/J^£/~(4 
h 'J 7A-to y ^ >;*A*^. Jl j-Jris&O&WkLtzT 'J — A-£A\ itli^oy 

#£-f*«-£tC{i % <>-tf>-7K K Ax > — Tfcte if© 2 $§7&?$££v N. N-i> 

»Sif©x— rA^SME^ G^^hU^A. 7Ki?fb-r- h 'J ^ A N 7jc$^fcv<>J0 
'J mWc-tisI AttifOifi&fiFSET. fh7+X ( h «J 7 x— A 

< >) ■'^'J'JU (0) n£^©a^^JRttj«*m^T, 2 0*C,*£1 5 0 

°c<Dmm-ewmm<vm&LtzT y -A^g^t o . 5 n^raa^ 1 2 0 i^raa v y 
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/ 9 > X ;u * — Ji * * •> £<£>g& Lfc7;l/^r- kti yZfV > £ ■£ 

-;U^+->*©iE« f LfcT/U^^^SI«*i:-* y £i±o^ t^T>£ 

;uy-/l<{t:^i:^^SM^ffl^T^ -y 7"U >^^^ ( I ) 

(I) T-^$ft**A;*^A»ilW*li, i»ClCi;Tte«»-r«^i:^«i:0. « 
ft£*iEtftLfc— JBtSC C.I ) t^^ns^J^-Af i^H^: ir^t^o 

( I ) 
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Q1_Q2_ T ._Q3_ S 

0 R 2 




( I) 



R* R 9 
>— N N- 





_[5t*K R 3 > R 9 > R 12 . R'^^C/R'MiHrjISJC^Uo nli l'*fc(±2©fi 

»«-s*-r -5o p ti i fr<b 3 0E»££ss-r io q it o ^ ^ 3 s 0 

( I) Cfel^R' . Q 1 . Q 2 . Q 3 (Cfctf-SR' . R 9 . R»\ R'\ R 1 4 



J&tC ( I) £ ft 3 x 



0 -j 8 0 *C\ 0 * L < (i 2 0 r ^ 6 0 °CT. #3g/«£ ^ liilWSET, 
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rtf- h 'j a % TK^Yfc^ >j ^ a. 7m<ti- h')^^ 7km<t* y vi*<D&?t&T 

* tz it n - 7' 9- A/ U f - ^ A CD <fc ? # T 4, +■ A- 'J ?■ *7 A . M ^ ^ ^ S> 

ifciitf'J f Jy. 2, e-'^fi^;--3iji;>, 4 -y/mr i j h°y 

iffi/^a [5. 4. 0] ^y^t-l (DBU) ©J; r> t£mW&&t& £ 

-Ift5$ ( I ) T« £ n<5 X ;U*-;U^##<r fct, >-c, R » , Q 1 , Q 2 , Q 3 . 
T-fc h ytit<D*r h >tt»fflt. ^>-tf>. h/Ux>\ + i/ u ifO'O 

^ K^t'OiBBeffctt*. ¥74 0*Ct^6 0"CT% 0. 5 B$fBl7^ 1 2 0 
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m&-jj&- i o] 

»3S7 i —JKiC ( I ) fI$n^xA*-;^^i:, i , 

K £'<D55WWi& : &m. N, N-^^fA-U-AT; K, N. N-v^fA7th 
T~ h\ N - ^ f /l- t'D 'J y > - 2 - t >/i if©7 ; K&Jg&s y^f^XA* 

+ */K % x;u^-7>/j:<i:CDX^^+-> K^^^T, ifcil/ 1 f-JW fcit^JiU 
ir - 0Ao^>ft7;^^^ fTl Ort^l 5 O'C, L< <i 0*Cj^£ 8 0 °C 
- tT, 4 1ST ^ y^CD— fl£3t ( I ) T^£tt3*;u*— AS§#f* 

CSSit^fe- 11] 

-iksg (i) ■vm£tLZxji*-jmmmz&^T. r 1 > q 1 , q 2 , q 3 . 

T-tr > >t£ t'(0^r -b VttttISs ^>-if>. K;Ux> N ^->U >#ir<D'<>-t:>& 
Ktt £0iilfert:«8£\ fT4 0°C^«i6 0"CT\ 0. 5 BffSJ,-^ 1 2 OWfBi. & 



1 o o 
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mmxm- 12] 

TliSJit- 1 

-®C& ( I) T?«$n57^*i^*i:*)i»T, R' , Q' . Q 2 > Q 3 > 

(i) T-mztizxAK—Jim^tez. #nnc ^x^/uc-^A^cDflf^ 

^«/-;i/5gCDK1f?» 1 ~4 1 0 °C~ 6 0 "CT; 3 B¥HJ~ 

J —Jl\ -/ay<y -;H£er>#£^$[ 1 ~4 ®7Aa-;Li, -^xf Ax-rA-f© 
If EfrSlx - t- ^Si, ? □ □ * AAf®^ a y > i£7 ;nfc*ga& ■ ^ > -t? > 

t Mi eft t><Dm&mm*. r >*:=:^'X g&S£WLT& ve.y t;l 

Jfis 1 0 °C~ 1 4 0 °CT\ 0 . 5-2 0 0 BfHJk $f £ I \ (ii * 

J - ^T8°C~3 0°CT 10 — 9 6'B$lffl£j£3-t!:<5 :: fct-J: T t y J 

CSit^fe- 1 3] 
T * J {t- 2 

-J&^ (I) -CS^nsx'^*-;l/g|#«:(C*5^r. R' , Q' . Q 2 . Q 3 \ 

ii^ffli^n*— tew^j*c«k0 3n*aiftTi y7ii«?« 0 



I 0 1 
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-c = y ? a 'j K^^(±*n«i©isti?T i or- i 4 orr\ o. 5-200^ 

IBL &£ L< 0*CT\ 1 0~9 6 VUfflfrfcZitZ -1 irKJ: 0, T i v 

(I) T'^^n-S^A-^— ^^fr^-S^t^triSo £ 
Scb LT(i, ^gf* 'J -!7 A. 7 miti- h ') ^ A. 7kSKfc* 'J O 

A©<fc-9tt7A* iJilfeK (±7 A* 'J±3g&JR©gfcl&ig. 7km<m. Stilt 
f'Jy>, 2, 6-A^v>\ nij^>; 4-y7f AT - ;fUy>, h'Ji 

?n [5. 4. 0] »*>-r?- 7 -i> (DBU) ? ttlraSS/Wf* z 

[fiifcfrft- 14] 
N-- h 'J Aft 

— ^ (I) T'S£ft3x^*-^I£#ft<C:|o^T\ R'.s Q ! . Q : , Q 3 x 

flJxi*. — J&5£ ( I Jr.TSSni * Jl ^Agfzgtfc^ * 9 J - J- 

S??£T> 1?T 1.0 °Cfr<o 1 1 0°C. 0 £ U < (i 0-*C7^e 6 0 tt\ Jlfti'T > 
cifc^. SStJG^?-±Kr. b y Al^tt^-^ (I) tli? 

A. TfcBKfc*- h U TlcKYt* 'J OA© J; -5 'J & L < (iTA* U 

±S£E<D8£ffieE. Tldfcffcfck * fcti f u ^ > . 2 . 6 - a f - ^ > . => 'J > . 

4-y.^f47;/f'JyA MJifA7;>, N-yfA^A-t 1 )^ -f 
V^Dt'Axf AT; vT-tfL'v^a [5. 4. 0] ^ > T 9 - 7 - X > 

(DBU) ©£?ttW«i£S£$#'*::ia<T£.5o 
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1 5] 

— J&it (I) -Ca$n-5^A*— 4.SI#(*:^ /9J-JI. 3-5 J - 
Jl\ rfus<J -Jl^(DTJlz3-Jl^mU. it3.f-Jl-x.-rJl* fh7t F'D77 
>W<D2--rJl%;igm. ?DD,tM;- ^ ? O 0 ;* ^ >*J©'xay WfcRfbfc* 

"C*«s> I 1 0 1\ L < (i 0 0 VC, gmts; ZliQ&mmt&ET. ,t 

-©»£E£Si*'"t*5 C t iZ£ *9, ;7U: K*->A**fctt* -JUtfttX K- 0 -,T;U 
^;Lt+i/A$^ft5- jjg^; (I) T^*n-5^A*-ASf«»-^?f5z:i:^. 
"CIS, Mt LTti. h'JO^ 'J OA. 7jcgtft^ KM OA. ?Jc 

Stffc* ') O A©<£ ? t^TJltj ') &m & L < liT ;i 77 'J ±a^B©K»iftv 7k»Yk 
«&. £ tclt £ 'J v i > % 2 , 6 -vu^>. a >J y\ 4 - s; / rJi T i / f 'J v 

: S?Tlf t"i/> a [ 5 . 4. 0 ] O > 7= ? - 7 - .x. > ( D B U) .© J: r> ttWSKSS 

'Cfiigfe- 16] 

-ASiC (I) T'i$ia§7;ut>-«^cl»a^ R' . Q' . Q z . Q 3 . 
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mm*. 1 &&5lMi2&T * *g5£ ( I) -c«*l<5XA*-;[, 

m^fc£iS^rJl^-TJim&mmm^-TJls&igm. faafrjl^ is? an 

1 Ot-1 4 Ott'O. 5 — 2 0 Ol#ffl, $?£-L< ti 0*e-8 0*CT\ 10 — 

7T-vj<k4ttoxibZ>--i&&. ( i ) T^sn*^^*— A-si*«c«"&fiic-c**o 
tMSt LT<i> mitt- h u a, 0ta« »j t7 a. .im<t-r b'jv^ 7mit*> ') 
•jifflj;-? #t ;t £ u l < it t )i t> >j ±m&m(Dmw&, ymim, & tz 

->?o [5. 4. 0] ■^>f s ^--,=.7-i> (DBU) OJi^.tttasiSi;^* 

if5: t^-ei-5o ' ■ .v • 

[S^S- 1 7] :•. : . 

-J&xt ( I) -CSSnS^A-*— ;l/SS*«:(r*?-^T, R 1 . Q ' > Q 2 , Q 3 . 
&7;;$©S5i^ Tkx ®(RTyU3-^-5l>{if->7 t KD77 

3 i Mi - ti £©SS«©fiifc*k 7km<t 'Jf^A, h'J^^tl/N <±7fcife 

itti U ^ a © J: o tiitfgtfXrr Jl ts ij &m iU, fWb80 •CT'fiDTlcfl- 
PL. 7;yft^»-B;tm5. *3»:7 hfy^/Uif-ziltK 

+ f h7tKo77>, 1. 2-yn + yxn, ^**-«f-> tt£ 
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ttz^ *<y is A- #—JU&. / h + yAtty*A.f-A 
(tAh) - h o'Oi?;!/* + i/*;l/^-A$(0 J: •? tt7 'J - A > h4=- 

->^7 At'-zi/So^t^tti^iix^ y -As fh7th'D77A rat. 
n. N-^^mAi7; FtzEvfem^'^y^^^Mmzm^^wk^ 

->-*->x'?x ^>tf>tt£©x-^A^*g^ hAx>3:i:<D35F 
'' s «S8R&JS4'n 0 °C^£ 8 O'-GTijUft,- T h 5^5=- AT >tx-7A7 A : * 'J KS^ 

h7tKa7 7 ftftt£©i$JflE*K 0 'C^ £80 'CT\ ^rV-J A8t£»«iEt£ 

A y f- AScD^-T 3 M^^T'ti. x * y - A. f h7tKD77A RS(3f 
©SUM*. 0 *Cfr y> 8 0 °CT\ / ■« 5 ^ A88ftttJ£«££ffl t > 6 £tt»7t. fe 6 ^ 

mum. Mz-imm, &<t&im. mm. mm. hU7A-tosa, hj 
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[fiit^ft- 1 8] 

— ksc ( i) v%:£tiz>*Ji*-Jimmm~ioi"-c. r 1 , q 1 , q : , q 3 . 

^ tT'liTRlfc-fb 'J ■f-'t? ^ N 7j<gtfb-7- HJ 7K®? 

- t(-<t 0^Hlsyf;ii^iiT'i, -<> i?)iWz tcoT u - a 
/ ^ Ailx^ f - ATii' <7-^ i*&$£Mm&m i * 6 Jn7K^P^ «k07'J-A 

m^&- i9] 

-HttsC (I) ^SfTOKfcOT. R 1 . Q 1 . Q 2 . Q 3 . 

T' &5^iCft£(;:g&U#<*>g&g-b(^ T->;u^-+v^ TM-A/f-A 
^'J^x-fAS, ^ h + y y fA-Sv, fh7 tFo fc*7— A^S) 
-5 T A- ts J 4 JlM& ct U-T a -Y Agft if ©7 i/ A-SiiTk&fb 'J,^-^ tK 

M^^-ffl I * 3 fiOTk^PfC J: 0. RfcirT -5 Z £ 7><T # > SIHlK?^ it/mi/V 
^^•/'jA-x-f/Uli, h "5 y'^Ji/T s ^ n^t ') h^o^fb 
-7K3^»*S( w «fc 0 RfcsfeT- ^oi/:, th^i/t* Jim, fh7t k a-s 

[Si£#a5-2 0] 

—fist ( I) tg^n^x^t^^iftcfc^r, R' . Q 1 . 'Q* . Q 3 . 

t i/ a-/ n a y > rb$k * a*" >if©?5t*-{b^*:fflt/ »o«7 v n. fbt" £ z 
ir£<T£. il^WT^ + A-fbncifC^ft^ckOTA^A-fb-rS-ir^T^oo * 
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SC ( I) TS$*l5^^*-^SI*#^fij§T§-5o 

2 1] 

— «t5C (I) ;U&##(::*>*fc*T* R' . Q 1 . Q* ^ Q 3 . 

— iftse (i) -c«$n5^^*-;u»Nit*(w*ji^r, R 1 . q 1 , Q 2 Q 3 . 

©£3%&<::{i, ^ao^>, ;dd*^ mi&<tmmW<D^vT>1t7 

Jl* Jl&mm. h >ui >-fcr 3F"F 7. 8 £110 'C^Yk 

*:l8iUi©— test (I) T'g$ti5x;u^-;u^^ ck^-ent)©^ 
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POl^Tfc & 5;tA<T§5 fl ;£3gHjj © * a * - * SS#f*©fx5-* 1 4.*. 
J&flJKI±&PS-5-©*&(4, JSfcA 1 AS 9 1 ~ 1 0 0 Omg/B, L < (4 5 

#&Pfit5©*^ f£^#JJ££LT{4, #irR^$n-r, #R(4> &m 
3 (i. f&AlAHiOO. 1-1 OOmg/Hv^lsliO. 5-3 Om 

tit/ A- ? -><J 77 y ^ 6 0 , 3^liliJ#«f'ffittf* ?Dvhr77^-|y'J* 

$tz, (nmr) (4. /rjiis3>zm%mmt 



1 0 8 



WO 99/16747 



PCT/JP98/0441 1 



[##0>J 1] 1- [ (6-?oot7n>-2-'fA) XJl*—>l~\ h*^v v 

t e r t -yf-A 1 - t'^7v>*^t;+yb- h ( 8 5 6 mg) £v?a 
n / ? > (20mi) C^PU h 'Jif^T i > ( 0. 7 7m £) . 6 - ? a 

»SfttaK££fcftliSifcx*y--^ (l Omi) (MU 
^ItixfAt'Sfe^ LT, gEefc£tt£D%&& (1. 6 2 g, quant. ) £■ 

'H-NMR (DMSO-di) fi : 3. 1- 3. 4 (8H, m) , 
7. 7 5 (1 H, d d, J = 8. 8, 2. 0 Hz), 

7. 8 ^ ( 1 H. d d, J = 8. 8. 1. 5 Hz) , 

8. 22 ( 1 H. d. J= 8. 8 Hz) . 

8. 26-8. 32(2 H. m), 8. 5 6 ( 1 H, s ) . 
8. 6 3 ( 2 H, b r s) . 

MS (FAB) m/z : 3 1 1 [ (M + H) C£ 35 ] , 
3 1 3 C (M+H) + , Ci 3T ] . 

TC^fif : ChHuC iN 2 0 2 S • HC£ . • 0. 1 H s OtU> 
tmft : C. 4 8. 17; H, 4 . 6 8 : C£. 20. 31; 

N, 8. 0 3 ; S. 9. 1 9. 
fl-flrflt :C, 47. 91; H. 4. 6 8 ; C 4 , 20. 41; 
N, 7. 8 0 ;S. 9. 2 1. 

7cJfc#tfr : C,«H,sC f NiOiS • CF,CO:HtlT, 
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ff-M : C. 45. 24: H. 3. 8 0 ; Cf, 8. 35; 

F. 13. 42: N. 6. 59; S, 7. 55. 
#fffffi : C, 44. 84: H, 3. 8 0 : C £ , 8. 27: 

F, 13. 7 2 : N, 6. 2 9 ; S, 7. 5 0. 
[###J 2 ] 4 - ( 4 - k' 'J AO 

MT\ 4 -T/n^et: 'J >>> %fll%(l 1. 7g) t4-iJ^t:+y7x- 
Jbtfnym (1 0. 0 g) £ hAJL> (2 5 0mf) t7jc(250mi) dzgJ$ 
x h7+7 ( h 'J 7i-A-7^7 -f » ^y-Ji ( 0) (5. 0 0 

g) tft&fcRS-*- h>;t7^ C25. 4g) ^fis^inx.-c, i 2o°cti 9 mmn 

<ic:. W^M^^,7KT'2[oIttaiL^o ?f ^n/^TKB^T-t-^-frfc^.z©^ 

(8. 3 7 g, 5 9%) £»fc c 
'H-NMR (DMSO-d.) 6 : 
8. 1 1 (2H, d, J=8. 8Hz) , 
8. 1 4 (2H, d. J= 8. 8 Hz) . 
8. 3 5 (2H, d. J= 6. 6 Hz) . 
8. 9 7 (2H, d, J=6. 6Hz) . 
Ttmftft : CiaH.NO, ■ HCi ■ 0. 3H 2 0<tLT, 

fHWB:C, 59. 79; H. 4. 43; N. 5. 81. 

#ffH£.C. 59. 87; H. 4. 35: N. 5. 53. 
MS (FAB) m/z : 2 0 0 (M+H) + . 

[#%#J3] l-tert-7'h + y*;^'-;l-4- [ 4 - ( 4 - f'J i^) 
4 - ( 4 — t* V s>;u) iE^JM ( 6 5 4 m g) fcekO' t e r t-7f 
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)l |-tX7y>*^t:*^U-h ( 5 6 9 mg) £N. N-y/f'lW/, 
T i K (4 0 mi) tzm.m£-e, 1 -'W Kd+<>7 h 'J7 7-1 (374 
m g) , N- / =f-)\,=£)\s* U > ( 3 3 6 «f) £j&n;LT7l<r£ U 1 - C 3 - : J 
y f JL7 ; y T'o t'A- 3 -xf Ai?;Lt^-f i K ( 7 9 6 mg) 

h^77^ - (2%^ * J -)l->J2ua / ?y^) T-fSS?L/co 'Mr-* 

>-C^L-C^S^#I ( 9 0 5 m g. 8 9%) ^#/c 0 

'H-NMR (CDCi 3 ) 5:1.48 ( 9 H. s) . 

3. 4 0-3. 9 1. ( 8.H, m) , 7. 51 ( 2 H, d. J = 5. 9 Hz) . . 

7.5 3 (2H, d. J=8. 1 Hz) . 

7. 6 9 (2H. .d, J=8. I Hz). 

8. 6 9 ( 2 H. d, J= 5. 9 Hz) . 
Ttmfrffi : C : , HVs Ni O , t- LX. 

fWffi : C. 6 8. - 6 4 ;H. 6 . 8 6 ; N, 1 1;^4 4; . 
: -Mft':"C^6 8 /i;4 S ; .H^fi> 8 4 : N,*hk ,J : 7. •,. -, ; -. ■-. 
[P^m 4 3 1 - [ 4 - ( 4 -. f >J ^ > W A-] t*^v v > ~ h ') 7 A 
^*nffc|git| - r .... 

|-tert-7'h 77 ;U .i-r— A - 4 - [4 - (4-f'J ^> W 

7tJ ( 9 4. 4 m g ) o aj C3 Qm£)jzmm£^ 

Th'.l7 oft®' ( 3 0 m £ ) £flD;l. 1 B$fU^# L fc 0 ;Z$<g-£§2c 

ffc^«S ( 1 . 2 8 g, 10 0%) &mzo 

'H-NMR (DMSO-ds) 6 : 3. 1-3. 3 ( 4 H. b r s). 
3. 5-4. 0 (4H, m). 7. 65 ( 2 H. d. J=7. 8Hz). 
7. 9 5 - 8. 0 5 ( 4 H. m), 8. 79 ( 2 H, d, J=5. 4Hz), 
8.95-9. 1 0 ( 1 H, b r s). 
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[##I5»J 5 ] <l-tert - 7' h * )\,tf=-iV- 2-3- V * > t> K — >l - 1 
- [4- (4-f'JSW ^>'/-rA] f^v^> 

1, 2-^n : eynl:'t>g (5 8. Og) ^h/U> (l 5 0mf) i:^ 
A?U vfcftTF. N. N' -^>^xfu>i;7;> (5 3. 5g) h 
•Jif-ylT = > ( 5 3 mi) ©hAx>g/g[ ( h;u^> 5 0 mi) ^iSTL/:, 
ZOSEd&K hny-y (1 0 0 mi) £ilfiaU iSTl 4B$IBH!I#U nttb 
)ls-y (1 0 0ml) &mA.. 6 0-8 orTMB^ral^L^o 

££S13£ (2 0 Omi) KigfS?U 1 0 96^<7^A«Sf (f*j 5 0 9*7jc#-£W. 
4 Og) ^SQ^. 4mEETS§«iB7c€-M(CT4^IBIfTofco U £ 

ffi«-«BEa*LT?f «s>n/i8at(wi?^ o a ^ ^ >4od;a f ^^* «j ^ A7k«js 

bM^^^?na^> (3 5 Omi) KjgJgU . *fc#T-; 2 - ( t e r t 
-yF + ^/l.f-W-^ ^ > ) - 2 - 7 x'-A-T.rfe h-— . h 'J A- (46 . 5 
g) £flnx.. &*(:f£fi*-C*fi-Ll 4if«tt 0 ^ratU i^ 
U U'ftoti I^r77^ - (^?no^ ^ >~ 2%/ ? J t-Ji- - 

iSfaa / 9>) Tfit§2U 1 - t e r t -^ht->*;U-yt- 3 -x 
*;t-f-;H:X7^>(5. 8 2g, 1 0%) 4»fc 6 ; 
Ctlt4- (4-h''J^) $gf|' ■tSBrta*JK»t-b:r. ##0>J 3 irlslti 

'H-NMR (CDC i 3 ) <5 : 1 . 2 - 1.4 ( 3 H. m) . 
I. 46 (9H, s), 2. 7-5. 4 (7 H. . m) . 
7. 5 1 (2H, d. J = 5. 2Hz) , 
7. 5 9 (2H, d, J=7. 6Hz) . 

7. 6 9 (2H. d. J = 7. 6Hz), 

8. 6 9 (2H. d. J = 5. 2Hz) . 
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MS (FAB) m/z : 4 4 0 (M + H) \ 

[##0iJ 6 ] 6 - ( 4 - t* 'J -zi+ym. ftSffll 
6 - .-7 uu — il-ym (5 3 5mg) tJ^a'^i^A (4 - f'J ->';l) +'7 > 

(5 0 Omg) ^rhvh Ko7^> (2 Omi) K»^U 7Ao'>f|^T, 
t- h =r =f- )VT y * — 7D7{ K ( 5 4 6 m g) , 7K^ft* 'J ^ A 

(5 7 0rag)vf h C h U 7x^7tX7 < >) ( 0 ) 

(3 9 2mg) . tK (0. 5m£) £flfl;iT 6 mmm&MtiaLtz 0 SCEiffi^f&S 

Ufco HSflE^tfc«8«#J> a7h^7'7^-(^f'ft> H P - 2 0 . 7k~ 
5 0%T-b h 'j;U-7fc) KTfHKU »£ft;fcB#(C#fiifc£ta*Taf£K 
LTjgHES^U fF7t KD77 >£im;tT»faJ18l*»ttU ■•fKSffc£& 
( 2 6 9mg. 3 2%) ^f/: 0 

'H-NMR (DMSO-d.) 6 : 8. 4 5-8. 55 ( 2 H. m) . 

8. 6 5 (2H, d. J = 6. 8 H Z ) , :: ^ n; ,H . 

9. 0 3 (2 ; H,^^ J=6, 8 Hz) , 9. 2 7 ( 1 H, s) . - . 
MS (FAB) m/z : 2 01 (M+H) + .• r 

[##0d 7 ] 4 - ( 3 - e 'j ^;l> ^ 

4 -7at$fiS»yfA' (5. 0 4 g) *iJ:0'S>xf-;l - 3 - f»J ->'/L*7 
> ( 2. 3 0 g) ^K7tKo77> (1 0 0 m I )■ (Cfg^U 
MT; fh7 7>;UT ^ A' -f K ( 2 . 5 1 g) 7k^{t# 'J 

(2. 6 3 g) > fH+x ( h 'J 7x^.;l7tX7 />) (0) 
( 1 . 8 g) „ tK ( 1 m£ ) £fl[I*.T. 2WilSL^. Lfc 

Y% 5/ ^l~-e%MUz 0 fci&a* LT» •srfafcS* £ •> '.i 77 ¥ Jl 77 5 A 9 a 

7^77^ - cm=-»j-> : ssiif*= 1:1) r-ffi^t/co ?g&£S*u 
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mm<t&®) ( 1 . 7 6 g, 4 5%) 

'H-NMR (DMSO-di) 6:3. 9 1 ( 3 H. s) . 
8. 0-8. 1 (3H, m) , 8. 1-8. 1 5 ( 2 H, m) , 

8. 7 5 - 8. 8 5 ( 1 H. m) , 8. 8 5 - 8. 9 5 ( 1 H, m) . 

9. 2 5-9. 3 ( 1 H, m) . 

8 ] 4 - c 3 - e >) isji) &&wm i&mm. 

1ST, 4 - ( 3 - t 4 'J $,f,§^ y "f- A ( 1 . 7 6 g) £ 1 &5£tM8fc 

(50mf) <hi^*1f> (5 0mi) ©^£^&IC&P£-tt\ 4 O^MiisfE 

t tr^ert:^ ( i . 5 5 s, 93%) &mz a 

'H-NMR (DMSO-d 6 ) 6:7. 95-8.0 ( 3 H, m) . 
8. 1 0 (2H, d, J=8. 3Hz) , 8. 65-8. 7 5 ( I H. m) . 
8. 8-8. 9 (1H, m) , 9. 22 < 1 H, d, J=2. 0Hz). 
C##0»J9] 4 - ( 2 -TU fc'ij 5 -fA) A 

###J2 ir^OSCCt^ckOs 5-yat-2-T5;e'jy>, 4 -77 A *' 
+ i/7x^D>M^tLt,. 4 - (2-T ^ y f'J v> - 5 —f A) $ 

n^fliz. 4 - (2-7;;t''J^>-5-^ A) ( 6 8 4 mg) $1 

w??*9j-)\, (5 omi) izmmzit, mwm (imi) ^m^xzmmm^ 
m^'tk, mm^rn-i- h m ^ uimrnxmr Jit vmz Lt~ 0 7K<ts^x^;i^flQ 

*V>£to?LTgi£ , a <b£-&. mM<t&® ( 2 4 3mg. 2 3%) £f#^ 0 
1 H-NMR (CDC^) o : 3. 94C3H. s). 
4. 57 (2 H, br s). 6. 6 0 ( 1 H. d, J=8. 8Hz). 
7. 58 (2H, d. J = 8. 8 Hz) . 
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7. 7 2 ( 1 H. d d. J = 8. 8. 2. 4 Hz) , 

8. 09 (2H. d. J= 8. 8Hz). 
8. 3 8 (IE d. J= 2. 4Hz) . 
MS (FAB) m/z : 2 2 9 (M + H) \ 
7n*t$Mfr: C,,H i2 N 2 02i:Lr. 

ItM : C. 6 8. 4 1 ; H. 5 . 3 0 ; N, 12. 27. 
##H6:C. 68. 78; H, 5. 45; N, 12. 09. 

0] 4- [2- (tert-rh + ^A^-AT-;) L''J^>- 

5 --r a] ^ssh/^a 

£ST\ 4 - (2-7;;eyy>-5-f A) £j&§gfc ^ f" A ( 2 0 0 m g) 
t e r t -79 J— h (2 0m£) {cSjB$-g\ ^-tert -7'f-A 

h (2 8.6m g) £flD*.T2 4 H*IHHI# L fc« igttE£S*L'fcSU ?g£ 

<*91*BU ifel^tltlM^I (1 5 5m g. - 5 4 96). £f#/c 0 

'H-NMR (-C DC 2 {) 5 : 1. 5 5 ( 9 H, s) , 

3.9 5 (3H, s) , 7.- 6 3 ( 2 H. d, J =8. 3 Hz). 

7. 92 (1H. dd. J = 8. 8, 2. 4Hz), 

8. 0 7 ( I H, d. J = 8. 8 Hz) .. 2 . 0 9 (lH.br s) . 
8. 1 2 (2H, d. J= 8. 3Hz) . 

8. 5 5 ( 1 H, d, J= 2. 4 Hz)-.' 
MS (FAB) m/z : 3 2 9 (M+H) \ 
jzmftVt : C,«H,oN 2 0<£:LT 

ftStffi:C. 6 5. 8 4 ; H. 6. 1 4 : N, 8. 5 3. 

#*H6:C, 65. 67; H, 6. 02; N. 8. 40. 
[##01 1 1] 4 - [2 - (tert-7" h + Atf^AT ^ y ) f'J v > - 

5 — -f a] 
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MT\ 4 - [ 2 - (ter t -7'h + y*/L-t^;l7 • ;) tf ') •>' > - 5 - 
-TA] ^Ifi^f/L (2 5 Omg) £f- h 7 t K° 7 7 > (1 OmD 
J — )l CI Om£) ©zfi-£i§^<re® 2 -t*\ 1 gl^k&ftif- h 'J -7 A7k?§$ ( 8 

f£i£Lf- 0 ^^a^LfiltSS^tUr. WM<t^ ( 1 2 Omg, 4 9 96) £ 

'H-NMR (DMSO-cL) 6:1. 49 C 9 H, s) . 
7.83C2H, d.J=8.3Hz). 

7. 9 1 ( I H. d. J= 8. 8 Hz) . 

8. 02 ( 2 H. d. J=8. 3 Hz), 

8. 1 3 ( 1 H. d d, J = 8. 8, 2. 4 Hz) . 

8. 6 5 ( I H, d, J =2. 4 Hz). 9. 9 5 ( 1 H, s>. 

12. 9 9 ( 1 H, b r s) . 

1 2] 1 - [4 - [2 - ( t e r t -7h*-yt>Jl#—JiTi y) h'*) 
V y - 5 - A] s<> TV A] - 4 - [ ( 6 - ? a a 7 ^ U > - 2 - -f A) * 

4 - [2 - (tert-7'h + ^ Jltf— A) 7 ; y ] £ 'J i/' > - 5 - -C >U] 
£&§®c (74mg) fecfcO'l - [ (6-?oa:h7*U>-2-'f;l) XA-t 
—A] t*^^>>> h'j7AtoSitfe (1 1 Omg) ^y7DD^^> (2 0 
mi) tN, N-i^y ^A^AAT $ K ( 1 mi) ©zl^^{-SiS$-ti:. 1- 
t Ka + ^>y> 'J7 7-A (3 5mg)\ N- * ^ A^A* 'J > (S4u£) 
€-flBX.T, 1- (3 -i^f-AT $ y ^nhVU) - 3 - x^A 77 Atf->' 

-T ^ K tSiftig (6 8mg) ^fln^/"c 0 Ifi{:t6B#n«mi &&£g£U 
^££S-"J t/YAtf^ A ?a-7 hi7'^7 -r - (l%/;y-A-y?oD/7» 
(rrmMLrco r«£®£LTtg@<fc/£*fcl ( 1 2 8mg. 9 0*>) ?#^ Q 
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1 H-NMR (CDCf.) o : 1. 5 4 ( 9 H. s) . 

3. 00-3. 3 0 ( 4 H. m> . 3. 50-4. 1 0 ( 4 H. m) . 

7. 3 9 (2H. d. J= 7. 8 Hz) , 

7. 5 4 (2H, d. J= 7. 8 Hz) , 

7. 6 0 ( 1 H. d d. J = 8. 8. 2. 0 Hz) , 

7. 7 1 ( 1 H, dd. J = 8. 8. 1. 5Hz) . 

7. 8 4 ( 1 H. d d, J = 8. 8. 2. 4 Hz) . 

7. 88ClH.br s ) , 7 . 9 - 8 . 0 ( 3 H, m) , 

8. 0 3 (IE d, J=8. 8Hz) , 

8. 31 (1H. s) . 8. 46 (1H, d, J = 2. 4Hz). 
[##<5»J 1 3 ] 4 - (4-7; J 7i-;W $BfrI£ &I£tfi 
##$12 tlHtCD&tSditK m&b LT 4 -7at7- ') 4 -ii-Jltf* 

'H-NMR (DMSO-dO 6 : 

7. 31 (2H, d. J= 7. 3Hz). 7. 7 5 - 7. 8 5 ( 4 H. m) , 

8. 0 9 (2H, d. J= 8. 3Hz) . 
MS (FAB) m/z : 2 1 3 M + . 
7cf^tff:C ia HuN0 2 -HCitU> 

*UH* : C. 6 2. 5 3 : H, 4. 8 4 ; N. 5. 6 1 ; 

C^, 14. 20. 
#tfHf : C. 6 2 . 3 3 : H. 4 . 8 3 ; N, 5 . 5 0 : 

C£, 14. 14. 

[#%I*U4] 4- [4- (tert-7'^^^-^T;;) 7x^L] 

##15*19 tmnm i o tmme>Kfci~£0, 4 - ( 4 -r $ j 7x-'D 
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'H-NMR (CDC £3) o: 1. 54 (9H. s), 
3. 94 (3 H, s).6. 56 (1H, br s), 
7. 46 (2H, d. J = 8. 8Hz), 
7.5 7 (2H, d, J = 8. 8Hz) , 

7. 6 3 (2H, d, J= 8. 3Hz) . 

8. 0 8 (2H, d. J= 8. 3 Hz) . 
MS (FAB) m/z : 3 2 8 (M+H) \ 
TtmftVr : CHi.NO^LT, 

9tJMff : C, 6 9. 7 1 ; H. 6, 4 7 ; N, 4 . 28. 
#f/Hi£:C, 69. 49; H, 6. 44; N. 4. 42. 

15] 4 - [4 - ( t e r t -7 Vf-i/tUbX— JIT i J) 7x-A] 

#^0U 1 tmm(D%.mzj:0\ 4 - [4 - •( t e r t - y'h*ri;ti 
TU) y ^Ifi/f^ (5 0 1 mg) LT\ WMIt^®} 

( 4 2 6 mg, 8 9%) £?#/-c 0 
'H-NMR (CDC £3) <5 : 1. 5 4 ( 9 H. s ) , 

6. 5 7 ( 1 H, br s). 7. 47 ( 2 H. d, J = 8. 3Hz) . 

7. 5 9 (2H. d. J = 8. 3 Hz) , 

7 . 6 6 ( 2 H. d , J = 8 . 3 H z ) . 

8. 13(2 H. d, J= 8. 3 Hz) . 
MS (FAB) m/z : 3 I 4 (M + H) + . 
TtmfrVt : CHmNO^U, 

: C. 6 8. 9 9 ; H. 6 . 1 1 ; N, 4 . 47. 
:C. 68. 91; H, 6. 27: N. 4. 24. 
[#^J 16] l-[4-[4-(tert - 7 h >77 A fc;UT ;/) 7 x 
^OVVA] - 4- [ (6-?oat7^U>-2-'f/L) XA-t-;l.] 
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fcf^ "7 : J > 

##0J 1 2 tlHlSlOSltfC^O. 4 - [4 - ( t e r t -z>' V nX-Jl 
7-;) 7i-A] (1 5 Omg) - C (6-?OD^7n 

>-2-JJU) XA*—Jl] t*^5>>> h'J7Ataftii( 2 0 3mg) $ 
£K**£U"t\ SHft^Bl ( 3 0 3mg, 10 0%) £#7^ 0 
'H-NMR (CDCij) (J: 1. 5 3(9 H. s), 
2. 90-3. 3 0 ( 4 H, m). 3. 50-4. 10 (4H, m) , 

6. 5 6 (1H, s). 7. 35 (2 H, d, J =8, 3 Hz). 

7. 4 4 C2H, d. J = 8. 3 Hz) , 
7.4 9 (2'H, d, J= 8. 3 Hz) , 
7. 54 (2H.. d. J = 8: 3Hz), 

7, 5 9 ( 1 H, d d. J= 8. 8. 2. 0 Hz) , 
7. 7 6 ( 1 H, d d., J= 8. 8, 2. 0 Hz) , 

7. 90-7. 95 (3 H, m) . 8 . 30 (1H. br s). 
[#^#J17] 4 -T-trf-;U$m#g^f-;u. - 

^gT4 -T-trf-zl^mMM^t ( 3. 2 8 g) $-f h 7 t Ko7.7> 
(1 0 0 mi) t J-h (7 mi) ©fi^SFttC»»$-&. *>frT\ hV * 
f- A ->"'J Jl- 'J TV- 1$ > ( 2 . 0M^+t>M 1 2mf):€-»0-3<'O«TL 

^Lf^o igm&%3:&, ^* J >fy-C8iik1tZ J ttMm<t&® ( 2. 9 0 g. 82%) 

'H-NMR (CDC i 3 ) 5 : 2. 6 5 ( 3 H. s). 

3. 96 (3H, s) . 8. 01 ( 2 H. d, J=8. 3Hz). 

8. 13 (2 H. d. J=8. 3Hz). 
MS (EI) m/z : 1 7 8M* . 
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TtmftVr : CoHnOjtlT, 
ffgfit : C. 6 7. 4 1 ; H, 5. 6 6. 
#ffHI : C. 67. 28; H, 5. 53. 

i 5'Cf, 4 -Ttf-j^&wm/TJi (2. 2 3 g) &&<t7kmmbmmm 

(3 0%. 1 Omi) Kig«£-frfc: 0 -©StEffit-. 1 5t^foJ:9(:^ 
KJ> o < 0 STF L fc„ 10 #(8Hi# L 4 'C £ X'&tQ U *9 J-b 

(50mi) (5 Omi) <Dm&&m*tRx.xm&{tZ^ ^*+}->Tft# 

l/co aa?LrjRfe@flctLTaa<k^ei (2. 2 9 g, 71%) 

'H-NMR (CDC^) 6:3. 9 6 ( 3 H, s) , 
4. 4 7 (2 H, s) . 8. 0 5 ( 2 H, d, J=8..8Hz), 
8. 16 (2H, d, J = 8. 8Hz) . 
MS (FAB) m/z : 2 5 7 [ (M + H) + , ,s Br], 
2 5 9 [ (M + H) *, jl B r] . .. - . 

iz&ftVr : CioH.B r0 3 t LT, :. ; 

ItSCffi : C, 4 6. 7 2 ; H, 3.5 3. 
#flrffi : C, 4 6. 3 .6 ; H. 3.. 6 3. 
[#%#J1 9] 4- (.2-7;/f7 , /-A-4-'T^) 

4 - 7 a *T J .( 1 . 0 0 g) tt.f-^S^ 

( 2 9 6 mg) ^vyD/<;-;l ( 1 0 0 m i ) «C?g8?£-fei\ i 
ggLfco ^£»#T\ ' Z(b&fc40Llzm7kffl&l- h '.i -7^ ( 2 0-.6-.mg) ZMz-X 
2 O^Mil^t^o SCE»7^ 7jttfrF, Tfc (50m£) &tiax.Xtf £ LT 

*fi6S*- h 'J^A«L/;,- igfl££S*U VrmLX£tzfl&£mi**x.-7- 
hifc&LXWMitatyi (634mg. 70%) £#fc 0 
'H-NMR (CDC£ 3 ) d : 3. 9 3 ( 3 H. s) . 
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4. 9 6 (2 H. br s). 6. 8 8 ( 1 H. s) . 
7. 8 5 (2H. d. J = 8. 8Hz) . 
8.0 5 (2H. d. J=8. 8Hz) . 
MS (FAB) m/z : 2 3 5 (M + H) \ 

c##ct 20] 4 - (2-7-;f7 v-ji- 4 - a) 

^i§T> 4 - ( 2 -T $ J 4 A) ^Ifi^f A (300 

mg) h7tKa77> (5 mi) k*9f—J\s (5 mi) ©ffi^^(C!S 
jB^-frfco dCDEJSifcK 1 S^TKSfkt- h 'J (1 Omi) £Jnx.-T 1 

*$mm&l>tz a £«=>i::N. N-^/f^t>^A7; K (5 mi) £Sax.T 6 B^Pal 

TtfcS&lfrfeHttS-atJR. &Ste@ttfcL-CSBSffr£«& ( 2 2 9 mg.6 ,9 96) 

'H-NMR (DMSO-ds) 5:7. 3 0 (1H, br s) . - 
7. 8 7 (2H, d. J =8. 3 Hz) , 7. 9 5.- 8. 0 0 ( 2 H, m) . 
MS (FAB) m/z : 2 2 1 (M+H) \ . 
7C^7>f/f : CmHtNjOtS • 0. 7 5HCi - 0." BHiOtLt, 
*Wfil:C. 4 6. 4 8 ; H, 3. 8 8;N, 10. 84; 

C£. 10. 2 9 ; S, 12. 4 1'. 
7>tfrfit:C. 4 .6. 3 6 ; H. 4. 1 2 : N, 10. .6 4 ; 

C£. 1 0. 0 5 : S. 1 2. 3 3. 
[##0>J 2 1 ] 4 - (-T ^ 4 -^A) ^EMM^A 

MT\ 4 -^'n^T-tr^A^m^gM^A- (2 g) £*AAT • K ( 1 0 0 
mi) izmmzit. 1 8 0°CT-9 OfrlBlMWLtzo £f£&7&> SIE^tK^L, 

HP- 2 0. 7K~5 0 %T-tr h- h 'J Jl-jjO {ZXn$HLt^o £>blZ^ &*>tltz 
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9 >) -ctssiu Lxmm<t^m c s 4 4 m g. 54%) 

'H-NMR (CDCi,) d : 3. 9 3 ( 3 H, s). 

7. 46 ( 1 H. s). 7. 75 ( 1 H. s), 7. 86 ( 2 H. m) . 

8. 07 (2H. d, J= 8. 3Hz) . 
MS (FAB) m/z : 2 0 3 (M + H) + . 

[##$2 2] 4 - [ 1 - h U 7i-A/fiK a 4 (5) -YA] 

4 - (-f i 3?'/-)b- 4 ( 8 2 8 mg) £v?aa,f 

^> (5 Omi) (CjgJ!¥£-t*\ *^T. ^fy^a t'Aif-AT > > (8 5 6 
U i) fecktf h 'J 7x-A7fi^D7^ K ( 1 . 3 7 g) ^-flDx., Hi&KT 1 

(^?dd^>) -CftfiU ife*'7^tti*tLt^If^i (1. 0 8 g. 
5 9 ^Ifco 

'H-NMR (CDCi 3 )<5:3. 9 0 ( 3 H, s) , 

7. 15-7. 2 2 (6H, m) , 7. 23 (1H, d, J= 1. 5 Hz) , 

7. 30-7. 40 ( 1 5 H, m) , 

7. 5 2 ( 1 H, d. J= 1 . 5 Hz) , 

7. 79 (2H, d. J=8. 3Hz) , 

8. 0 1 (2H. d, J = 8. 3Hz) . 
MS (FAB) m/z : 4 4 5 (M + H) *. 

[##{$tJ2 3] 4- [l-h l J7x-;Uf;U;yv*-A-4 (5) - YA] 

£ST\ 4- [1 -h l J7x^/l/yf;K;^7'-A-4 (5) £1. 

/ ^ ;U (1. 04g) ^fh7tKa77> (1 0 m £ ) b / 9 J - H 
(1 Omf) -ti\ 3 g^Rg^tf" HJ ^ A7jczgf{* C6m£) 



1 2 2 



WO 99/16747 



PCT/JP98/0441 1 



Mfetf^XttStti: LT&«S!fcl©«grt:£«J ( I . 1 3 g. quant. ) £ 

1 H-NMR (CDCi 3 )<5:7. 15-7. 2 2 ( 6 H. m) , 

7. 2 3 ( 1 H, d, J=l. 5 Hz). 7. 30-7. 4 0 ( 9 H, m) , 

7. 6 9 ( 1 H, d. J= 1 . 5 Hz) . 

7. 8 1 (2H, d. J= 8. 3 Hz) , 

8. 1 0 (2 H. d, J= 8. 3 Hz) . 

[##0»l.2 4] l-[(6-^aaf-^^U>-2--TA) XJl*-A~j -4- 
[4- [1 -h'j7x-;Lyf;K;y-/-A-4 (5) -<A].'<>'/^H 

-4 (5) (3 7 lmg) *>«fctf 1- -. [ (6-?aDt7H 

> - 2 - -T 71/) X/U^— ;u] y > i&^tM ( 3 0.0m g ) *£R#4 1 It, 

»fe^7XttIfl:tLTIBfl:^a (5 6 Omg, 9 0%).^:= 

1 H-NMR (CDC£ 3 ) o : 2. 9 0 - 3.3 0 ( 4 H, m) , 

3. 5 0 - 4. 1 0 ( 4 H. m) . 7.1 5 - 7. 2 0 ( 6 H. m) , 

7. 2 8C2H, d, J=8. 3 H z ) , 7 . 3 0 - 7 . 4 0 ( 9 H, m) . 

7. 4 9 (1 H. d. J = 1. 0Hz) . 

7. 5 9 ( 1 H, d d, J = 8. 8, 2. 0 Hz) , 

7. 7 1 C2H. d, J= 8. 3 Hz) , 

7. 75 (1H, dd. J = 8. 8. 1. 5 Hz) , 

7. 90-7. 95 (3 H. m). 8. 29 ( 1 H. br s). 

MS (FAB) m/z : 7 2 3 (M + H) + . 

25] 4 - 12 -T I J 4 I jf-f-H- 4 - -T Ji ] iss£*S 
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4 -7'a*T-tTJl : £M.W®LS*>l' ( 1 . 3 7 g) fcctO'T-c-^A r 
T^i/"> (1. 6 2g) ^T-tr H 'J I 6 B^ljnt&lijfE L Ai D 

LT, 4 - [2-7;^; ?'S-Jl- 4 - -T M *A,&ftiz 9 " tl 

(1 Omf) fc lffiSSB* ( 1 Omf) ©»-£&fflE(Cigfl¥£-ti\ 8 
Bf^Mil^L^o ^!S$-^iLT^$i;f h7t Fo7 7 >£fin*.-C@ffc£i*\ 
itflXltll^ ( 5 0 0mg, 3 9 96)£f#fco 
'H-NMR (DMSO-ds) 6:7. 55-7. 65 (3 H, m), 
7. 8 0 (2H, d. J= 8. 3 Hz) . 

7. 98 (2H, d, J=8. 3Hz) , 12. 2-13. 3 ( 3 H. m) . 
MS (FAB) m/z : 2 0 4 (M + H) *. 
TtmftVr : CioH 9 N 3 Oj • HCf • 0. 5H 2 0<tLT, 
ftJMS : C. 48. 30; H, 4. 46; N, 16.. 90; 

C£, 1 4. 2 6. 
43"«fit : C. 4 8. 0 3 ; H, 4. 1 0 ; N, 16. 4 9; 
C f . 14.12. 

[##I3»J2 6] 1 - [4 -7*o^- 2 - (t.ert -7' h •> # * /I) 'O ■ 
TWA] - 4 - [ ( 6 - 9 aa-j-y? U >- 2 XA-^ — ;L] t''^5v> 
4 ?j\,mt&7k®l ( 1 . 96g) il - [(6- ? aot7? U >- 

2 - Y A-) A*^;i/] ^ > i&iKifi ( 3 . 0 0 g) tefctisTi!-? ° a y 

* > (2 0 Omf) (C!BS£-ti\ ^yyatAifATiXS. 7 6mf) 
£fl]*.T 2 0 »|yi«^tAio Ifrififtt a a * * >*fin^TW«B«-^JR U 
togg^f- h 'J ?»£2 0 Omf (-ttSST'iRffiSL 

N. N" -^Y 77"o fA-O- t e r t -7"f;K7Sf (2. 6g)£-JjfIX. 
T> MT3 BiafRflsLfco IfriSBft S> 7 n a * * > £JlDX.TW«JS*-fl-JR U 
M ^ ATE* U 8$*i"JAn-*7/.?a7hy77< - 
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: ft»i^^= 3 : 1~1 : 1) (CJ; 0 ft£l LTllSft®ft©filSfk^<ft 
(1. 7 8 g. 3 5 96) £#fc 0 
1 H-NMR (CDC £,) d : 1 . 3 0 ( 9 H. s) , 
2. 9 0 - 3. 4 0 ( 6 H. m) , 3. 8 0 - 4. 0 0 ( 2 H. m) . 
7. 0 1 ( 1 H. d. J= 8. 3 Hz) . 
7. 59 ( 1 H. dd. J = 8. 3, 2. 0Hz), 
7. 6 1 ( 1 H. d d. J= 8. 3, 2. 0 Hz) . 
7. 7 6(1 H. dd, J=8. 8. 2. OHz), 

7. 8 5 - 7. 9 5 ( 3 H. m) , 8. 00 ( 1 H. d. J=2. OHz), 

8. 29(1 H, brs). 

7] 1 - [2 - t e r t -7' Y^ri/ti )l- 4 - (f'J^>-4 

^>7-<A] - 4- C ( 6 - 9 £iBi-7? l> >- 2 - 4 Jl) 

##6W7 tl^«©SC6(C«k»), 1- [4-7'a^2- (tert -7'h*-> 
^A.+r^/i/) ^>W;u] - 4- [ ( 6 - ? u >- 2 --r a) x;u* 

'H-NMR (CDCf,)o : 1. 3 7 ( 9 H. s) . 

2. 8 0 - 3. 5 0 ( 6 H,m). 3. 8 0 - 4. 0 0 ( 2 H, m) . 

7.4 0 (1 H. d, J=7. 8Hz) , 

7. 6 0 ( 1 H, d d, J= 8. 8, 2. OHz), 

7. 7 7 ( 1 H. d d. J = 8. 3, 1 . 5 Hz) , 

7. 87 ( 1 H. dd. J = 7. 8. 2. OHz). 

7. 90-7. 9 5 ( 3 H. m) . 8. 10 (2 H. d. J=6. 8Hz), 

8. 2 5 ( 1 H. d. J = 2 . 0 H z ) , 8. 31 (IH. br s ) . 
8. 9 0 (2H. d. J= 6. 8Hz) . 
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MS (FAB) m/z : 5 9 2 (M + H) *. 

7tJr#tJf : C 31 H 30 C^N,O 5 S • HCi • 0. 2H 2 0 • THFt LT, 
ItM:C. 59. 69: H. 5. 64; N. 5. 97; 

C£, 10. 07; S, 4. 55. 
tfflrifi. : C. 59. 5 5; H. 5. 4 5 ; N. 5. 87; 

C£. 9. 97: S. 4. 68. 
[#^I5<J2 8] 5- (4-h'U^A) f-ty x >- 2 - * 

1 H-NMR (DMSO-d t ) <5 : 

7. 87(1 H, d. J= 3. 9 Hz) , 

8. i 7 (1H, d, J=3. 9Hz), 
8. 29 (2 H, d, J =6. 8 Hz) . 

8. 8 8 (2H. d. J= 6. 8 Hz) . \ . li?;; 

MS (FAB) m/z i 2 0 6 (M+H) *. 
5u*#0r : C0H7NO2S • HC^ • 0. 8H 2 0i:UT. 
ff-Jflif : C. 4 6. 9 0 ; H. 3. 7 8 : N. 5. 4 7 ; 

C£, 13. 84 ;S, 12. 5 2. 
5HJHf : C. 4 6. 7 7 ; H. 3. 76 ;N, 5. 27 ; 

C £, 1 3. 8 3 : S. 1 2. 5 6. 
C##0*J 2 9] 5 - ( 4 - f 'J 7 7 > - 2 - ft ;U4-'>» 

##$J6 irl^tROSJEfCkOs 5 -7d^77>- 2 - * /Itf 
f- A ( 4 - f 'J LT. M&fc'&to&Wza 

'H-NMR (DMSO-d 6 ) 6 : 

7. 4 9 ( 1 H. d. J = 3. 4Hz). 7. 80-7. 9 0 ( 1 H, m) . 

8. 2 0-8. 3 0 ( 2 H. m) . 8. 85-8. 9 5 ( 2 H. m) . 
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l&m&l 3 0] 4 - ( 2 - f M i^l) 

2 - (p- h 'J A) f'J >>> (17. 2 g) £7jc (2 0 Omi) dfiD*., $v 
ytfymtf 'J •> U ( 2 1 . 0 g) ^-SlI/l. 1 8 MftirfeafiELAio ttK8)£M* 
iMi:^DD^> £ftnx.T7]cJl£#Jfe U 2 S^iSK-CKttJr Lfco » 

aa/k^a (7. o 7 g, 35%) &m~ 0 

1 H-NMR (DMSO-ds) 6 : 

7. 6 0 (1 H, t, J =5. 9Hz), 

8. 08(2 H, d, J= 7. 8 Hz), 8. 17(2 H. m). 
8. 2 1 (2H, d, J = 7. 8Hz) , 

8. 7 8 ( 1 H, d. J= 4. 9 Hz) . 
MS (E I ) m/z : 1 9 9 M* . 

[#^#13 1 ] 1- C (E) — 4 -^ao^fij J\,XJ\,*->1) ^7y> is 
SMS 

1/-K (E) -4-^onXf'JA^to^a7-f K^tLT; II 

'H-NMR (D'MSO-d s ) 6 :3. 2 0 (4H, br s) , 
3. 3 3 - 3. 3 8 ( 4 H. m) . 7. 47 (2H, s). 
7. 5 3 ( 1 H. d, J = 8. 8 Hz) . 
7. 8 2 ( 1 H. d. J= 8. 8 Hz) . 
7C3t#tff : C,2H, 5 CiN 2 0 2 S ■ HCi tLX, 
tHM&:C. 4 4. 5 9 ; H. 4. 99 ;Ct 2 1. 94; 

N. 8. 6 7 ; S, 9. 9 2. 
#tfrffi:C. 44. 42: H. 4. 78:C£. 21. 83: 
N. 8. 6 8 : S. 9. 8 7. 
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[##01 3 2] 4 - ( 2 , 4 - >JT I J - 6 - f 'J i ! J A) 
6 _/ 7aD _ 2> 4-y7;7 k*'J ;y> ( 4 3 4 mg) ^h;lx> (9 
m f ) <l/£8? U 4 - * A -> 7 x-;l/-fD >i( 6 6 7 mg), x;;-A 

( 2 . 5mf), h'J^A ( 6 3 5mg) . tK (3. Oml), ( h 

'j7i-A'tX7^ >) '^V+fU (I I) F(6 5mg) 

2 «^igK^Sn^., SH4f r UT^Fig&^fflPR U 7jc % ^ h 7 t K a 7 7 > 
T8fe^ -ar-CfRSfk^-^D (3 7 1 mg. 5 4%) £?#fc 0 

'H-NMR (DMSO- d .) <5 .: 6 . 4 3 ( 1 H. s ) . 
7. 30-7. 80 (2 H, br). 

7. 96 (2H. d, J = 7 . 8 Hz), 

8. 12 (2 H, d, J =7. 8 Hz). 8. 27 (2 H, br s), 
12. 7 7 ( 1 H, br) , 1 3. 3 3 (1H, br) . 

MS (EI) m/z : 2 3 0 M + . 

7c3ft£tff : CmH,oN»0 2 S • 0. 9 5HC£ • 1. 9H,OtlT, ■ 
It^lfi : C. 4 4. 1 7 ;H, 4. 97 ; Ct 11. 26: 

N, 1 8. 7 3. 
##Hfi : C. 4 4 . 3 3 ; H, 4 . 9 7 ; C £ , 1 1 : . 3 2 ; 

N. 18. 6 5. 

[##0>J 33] l-tert-7'h*y* - 4 - [ A - ( 2 - fc* U 

vA) OvVA] e^5y> 

3 tl^«©S£E(CJ: 0, #%#J 3 0 T»£n/i 4 - ( 2 - f'J v A) 3c 
t e r t — "7'f-A 1 - t*^ =7 V s ts A ^ v U - h £Jgl*4 i: 

■H-NMR (CDC £ 3 ) 6 : 1. 47 (9H. s), 
3. 43 (4H. br). 3. 51 (2H. br). 
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3. 76 (2 H. br)..7. 2 8 ( 1 H. d. J=5. 9 Hz). 
7. 52 (2H. d. J=7. 8 Hz). 7. 7 6 (1H. m), 

7. 79 ( 1 H, m) , 8. 05 ( 2 H. d. J=7. 8Hz). 

8. 7 1 ( I H, d. J= 4. 9 Hz) . 
MS (FAB) m/z : 3 6 8 (M + H) *. 
tc3£#8t : C«,HasN»0 3 • 0. lHaOtLT. 

IfM : C, 6 8. 3 1 ; H. 6 . 8 8 ; N," 11. 38. 
$MJH6:C, 68. 26; H, 6. 86; N, 11. 42. 
[##M3 4] 2- [4- [ [4 - (ter t -T'F + i/*;^) 

1-tert-y h*i/jjA,#—A— 4 - [ 4 - ( 2 - £ U i? A-) ^ > V 
;H tX7i?> (5 1 7mg) <DV?na J ?yfe]fc (is ? v a J ? y 8 m £ ) 
£- 1 O/CT^^nniBcIlS ( 7 8 9 mg) ZMx.. 2 .4 l*IHJft#Lfc 0 

«lDfc& -t-ivbl* X^M^k> mm&mEEmi: L Tf# £ *l SS£ £ v 'J * y A 77 

7i?n7h/77^- (:^?an/^>: y ^ y -A = 2 0 : l ) T'ftSL, 

fKSftett ( 4 i 5 mg. 7 7%) £f#fco 

' H-NMR (CDCi,) 8 : I. 48(9 H,s). 

3 . 4 7 ( 6 H. b r ) . 3 . 7 6 ( 2 H, b r ) . 7 . 2 9 ( I H. m) . 

7.34 (I H, t J = 7 . 8 H z ) , 

7. 4 4 ( l H. d d. J = 7. 8. 2. 0Hz) . 

7. 5 2 (2H. d, J=7. 8Hz) , 

7. 9 0 (2 H, d. J=7. 8Hz), 

8. 3 5 (lH. d. J= 5. 9 Hz) . 
MS (FAB) m/z : 3 8 4 (M + H) *. 
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C#^J3 5] 2- [4- : ( 1 - ;U) rtA-tf'^A] 7x-/t] f'J 

2-[4-[[4-(tert-7'h 4=- ix77 Atf^;U) ^ > - 1 - -f 

A] ttJUtf—ji'} y x-A] e'J-^> N-t+->K^^7oDyy> (2. 5 
m£) C^iU fi&ftfiSEi^y-A-fgffi (2. 5 m £ ) ^SQ/L. iSt 1 B^Pb 1 ! 

( 2 7 4 mg, 8 1%) «-fffc„ 

'H-NMR (DMSO-ds) 6 : 3. 1 7 ( 4 H. b r s), 

3. 50-3. 95(4 H. br), 

7. 43(1 H. d, J= 3. 9 Hz) . 

7. 4 4 ( 1 H, d, J= 3. 9 Hz) . 

7. 5 7 ( 2H. d, J = 8. 8 Hz) . 

7 . 6 6 ( 1 H. t , J= 3. 9 Hz): . 

7. 9 2 (2H. d. J = 8. 8 Hz) , 

8 . 3 6 (1 H. t . J = 3 . 9 H z ) . 9 . 2 1 ( 2 H, b r ) . 
MS (FAB) m/z : 2 8 4 (M+H) + . 
[#:f0G3 6] 1 - (t e r t - 7 is - 4 - [4 - ( 3 - fcT'J 

3 tmmomssizx. mmm 8 -eif^n^ 4 - ( 3 - 1- u ^ a) 

iftR&. t e r t -7>A 1 - i?->%Jl'# J ri<'-l' — h&WlPlt L 

'H-NMR (CDC £ ,) 0: 1. 47 (9H. s), 
3. 35-3. 85 (8 H. br). 
7. 3 8 ( 1 H. d d. J= 7. 8. 4. 9Hz), 
7. 52 (2 H, d, J = 8. 3Hz). 
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7. 63 (2H. d. J=8. 3Hz), 7. 88 ( 1 H. m) , 

8. 62 (1H. dd, J = 1 . 5. 4. 9 H z ) . 
8. 84 (1H, d, J=2. 0Hz). 

[#%#J 37] 3 - [4 - [ [4 - (tert-yi>t^A A-) t°^5 v 
> - 1 - 77 A] 7i-A-] f'j ^> N-3-*> K 

###13 4 <b|5j«c£SJ£(;:j;9, 1- (t e r t-7h + '>*A't:-A) -4 
- [ 4 - ( 3 - f U -^10 -< > •/-f A] 5 V > £Jim tLt, tefeH^cD^ 

'H-NMR (CDCi 3 ) 6 : 1.4 8 ( 9 H, s). 

3. 3 5 - 4. 8 3 ( 8 H. br), 7. 38 ( 1 H. m) . 

7. " 4 7 (1H, m), 7 . 4 9 - 7. 6 5 ( 4 H. m) . 

8. 2 3 (1 H. dd, J= 6. 4, 1 . 5 Hz) . 
8. 4 7 ( 1 H. t , J = 1 . 5 Hz).,: 

MS (FAB) m/z : 3 8 4 (M + H) + . 
7c*^-W-: C«iH„NjO« • 0. 2 5H 2 0ttt, 

SfJtffi : C. 6 5. 0 2 ;H, 6. 6 3 ; N, 10. 83. 

fttffm -.C, 6 5. 3 0 ; H. 6. 6 5 : N, 10. 4 3. 
im^M Z 8 ] 2 - V Ko+i/ 4 - ( 4 - e ') 

4-7;;-2-h Fo + i/fetfi (5. 0 4 g) £*.(-2 2. ,5 m 4) 
ia'4 7 96^ft7j<^7K^jS ( 2 2 •: 5 m £ ) d^S? LfCo 5 'C&CT(~ 

^ mmi- b'J^^(2. 26g) CD7K^ (?K I 5 . 0 m £ ) 
TU ^4>T-3 0^FeHf^LA:o ^ffcfl-ii (5. 6 3g) * 

4 7 %^k7j<^7jc^ ( l 5m£) CgilMtC ^T^t-fiUX., 

Z5fe^LrfiS7jcl5gffie^- h -J 17 A-C^L^„ ?§&£®EE@£LTf#^*l.^££:> 
•J ijfJlJj^l* 9 h 7 7 7 -f - (i>?aa;< 1 Q % f $ — >l — ~J 9 
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(5. 5 1 g) ^J|/:„ 

( 2 9 8 mg) ^fflt^r, #%^j6 tm&<D&&iz£omm<t'k 

i(70mg, 2 1M) «-»fc 0 

1 H-NMR (DMSO-dO 6:7. 30-7. 4 0 ( 2 H. m) . 
7. 7 8 (2H. d, J = 4. 4 Hz) , 

7. 9 2 ( 1 H. d, J = 6. 3 Hz) , 

8. 6 9 (2 H. d. J= 5. 9 Hz) . 
MS (FAB) m/z : 2 1 6 (M + H) + . 

[#%0»J 3 9] 4-7ot-3-tKn.+ ^^.SSIfe 
3 - t Ka ( 5 . 0 0 g) £9t& (24. 5mf) (Cfiffi^-fr, 

*»T*3^ ( 1 . 9 m £ ) CD&^jgfg 5 m £ ) £i*T U Ifit' 3 3 Bfllfl 

( 1 . 6 8 g. 2 1%) &mtc 0 
'H-NMR (DMSO-ds) 6 : 
7. 2 8 ( 1 H, d d, J= 7. 8, 2. 0 Hz) . 
7. 5 1 ( 1 H, d. J = 2. 0 Hz) , 

7. 5 9 (1H. d.:J=8. 3 Hz). 10. 5 4(1 H. b r s ) 
1 2. 8 4 ( 1 H. b r) . 

C##M4 0] 4 - yot - 3 - ^ h^gSRyf A . 
##M 1 7 tl^«©SfE{= J: Ox 4 - >'a =e- 3 - t Ko*-->£-SMe£ISi*4- 

'H-NMR (CDCi,) 5 : 3. 9 2 C 3 H. s) . 

3. 96 (3H, s) . 7. 51 ( 1 H, d d, J = 8. 3. 2. 0Hz), 

7. 5 5 ( 1 H, d. J = 2. 0Hz) . 

7. 6 1 ( 1 H. d, J = 8. 8 Hz) . 
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4 1 ] 3-/K-y-4 - ( 4 - f 'J S^l) £J&M 
4 3 h + ^.aS»/f-7k yxfA (4-fJiW #7 > 

'H-NMR (CDCf j) o:3. 9 3 ( 3 H. s) . 

7. 65-7. 75 (3 H, m), 8. 2 0 (2H, d, J=5. 4 Hz). 

8. 94 (2H, d, J=6. 3Hz) . 
MS (FAB) m/z : 2 3 0 (M + H) ♦. 

[##0»J-4 2] 4 - t e r t -7' N + S'J^UsK— A- 1 - [ (6-?on + :7^ 
U >- 2 --f A) -.XA-*— 4,] - 2 h -f^-5 x > 

tK^T. 1 - t e r t -zf h^-^tul^—A- 3 h + s/fc A-fcA t°^5 
(5 l-7mg).V'6-?bD- 2 - t7Hxtol?07^ K ( 5 8 8. 

mg) £>>?cjn,<^> (1 8m£) CgSU ^ vyot'^xf/lT-y 
( 0 . 5 9m!£ ) -1ST 6- 3 &¥ffim& t .jg«E£«GE9* l> T ?# «=> ft 

i> 'J * ^ ;l/ * 7 A ; n v > 7.7 7 i - «S*^> :: W$W.^^>1= 3 : 

: 1 ) -KtffiffiU WMitma ( 6 8 8mg. 7 1^) ^ifc, 

'H-NMR (CDC ij) o : 1. 0 5 (3 H, t, :J-:=7: 1 Hz) . . 

1. 3 8 (9 H, v s) , 2 . 8 0 - 4 . 7 0 ' ( 9 H. m) , -,v- 

7. 5 5 ( 1 H. dd, J= 8. 6^ 2. 2 Hz). 

7 . : • 7 : 7 ( 1 Hi d d . J = 8. 6. 1 . 7 Hz ) . 

7. 85-7. 9 0 ( 3 H. m) . 8. 3 3 (1H, s). 

MS (FAB) m/z : 4 8 3 [ (M+H) \ Ci 3S ] . 

4 8 5 [ (M + H) *. C £ 17 ] . 

[##0>J 43] 4 - t e r t - 7 Y^^ts Jl #—Jl - 2- xh + ->#/[, ;t - 
1- [4- ^7^1] f*5S>> 

1 2 tl^^cscc^ck 0. 4- (3 -try y 4.) sits, 1- 
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t e r t -7' h A- 3 -i h + ^rt A y&WMt L 

1 H-NMR (CDC£,) d: 1. 20-1. 40 (3 H. m) . 
1. 46 (9H, s) , 2. 7 0 - 4. 8 0 ( 8 H, m) , 
5. 35 (1H, br), 7. 3 5 - 7. 7 0 ( 5 H, m) , 

7. 8 5 - 7. 9 5 ( 1 H. m) , 

8. 64 (2H, dd, J=4. 6, 1. 7Hz), 8. 86 ( 1 H, s). 
MS (FAB) m/z : 4 4 0 (M+H) + . 

[###14 4 ] N- t e r t A#—Jl h? Zf-r^JBkJ i-'l . 

*.<%T*9J-H (2 Omi) (zf-^-— A^o^'f K (lm£) ^iftTL/c© 
**y-J~m ( 2 . 0 4 g ) £Jnx.. 3 B$|glfilI1&5d£ Lfco SlE«€-.«JES 
*LT»^n^3RS«-i— r^4»l=T»B!LTaPRU HEfe^ (2. 3 1 g) 

( 2. 1 0g)^DD^y (,4 0ml) d&PU N — / 
'J >■ ( 1 . 2 mi) £fl0*./c o tK»T->'- tert — zfrhJl. Vii- 
h (2. 5 1 g) :CDi?^nay * (y^aay * > 3mi) £flnx. 

7^?07hr77^ - (^^> :.ftfti^A= 1 0 : 1 ~3 : 1 ) "?« 
(2. 0 9 g, 6 5%) £f#/c 0 

'H-NMR (CDCi,) d : 0. 9 0-1. 10 (2H, m) , 

1. 40-1. 6 0 ( 1 2 H. m) . 1. 80-1. 9 0 ( 2 H, m) . 

2. 0 0-2. 1 0 ( 2 H. m) , 2. 2 4 ( 1 H. m) . 

2. 9 8 (2H, m) , 3. 66 (3H, s) , 4. 5 8 ( 1 H, br). 
TtmfrVr : CuHa S N0 4 tU, 
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H-JTffi : C. 6 1. 9 7 ; H, 9. 2 9 ; N. 5. 16. 

7>fJHt : C, 6 2. 1 5 : H. 9. 4 2 ; N, 5. 12. 
C#%0»J4 5] trans-4 - (N- t e r t -^h + ^^f-'lT • J / 
f-A) >?a^^M^;-A- 

N-tert - 7 h + ^ t'- A- h 7 ?^ + t f ^ ( 1 . OOg) 
h7tFo77> (1 0 m £ ) b ? 9 J —)l ( 2 m £ ) ©S^^C^P U ?k 

^T7k^fb^^^7- h'j^A(o. 44g) £finx.Tg&c:T 2 4 b$ ra^L^„ 

*yA*7X,^DThr77^ - (lis ; S??ao/*>~S>?na;t*> : 
/9J-)V= 2 0:1, 2@g ; 'n4=-9"> : f^i^ A- = 3:1) T'SOigUt 
SILT. &£4£fi (0. 7 4 gr 8 2*0 £?#*: 0 SP€-^^> tftBtx. 

1 H-NMR (CDC £ 3) 6 : 0. 9 0-1.. 10 ( 4 H. m) ; 
: 1. 3 0 - 1 J 6 0 -( 1 2H, m) . 1. 8 0 - 2 . 0 0 ( 4 H, m) , 

2. 9 8 (2H, : ;m), 3. 4 5 ( 2 H, d, J = 6. 4 Hz) , 
: 4. 5 9 ( 1 H, -b r) . - <: 

tc^tHJt : CH^NO^fC, 
SUM*: C. 6 4. 17; H. .1 0. 3 5. : N. 5, 7 6. 

: C. 6 4. 3 1 : H. 10. 0 3- : N. 5. 7 4. 
[#%0<l4 6] trans-4- (N- tert -7'h+y*;l*-^7 i ; / 

trans-4- (N- tert -7' h4^7j A#.r.AT ~ y ^ f-A) v 7 a 
MyA^;-A (0. 20g) *^?oay^> (5mi) i:»SU tT'J 
i^— ^i.y'oo^D^'i' h (0. 23g) *lm^.TM(CT 3 MiFlfflffi^a. JSC? 
^y'Ji7W*7AJo7h?'77^- C^+^V : ftffiif-A-= 3 : 1) T 
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ft 13 LT\ mm<t£® (0. 1 5 g, 7 6%) &'&tz 0 
'H-NMR (CDC £,) o : 1 . 0 0 ( 2 H. m) . 
1 . 2 7 (2H. m) , 1 . 4 0 - 1. 6 0 ( 1 H. m) , 

1. 4 4 (9 H, s), 1. 8 8 (2H. m) , 2. 0 2 (2H, m) , 

2. 18 ( 1 H, m) . 3. 00 ( 2 H, t, J=6. 4Hz), 
4. 6 1 ( 1 H, b r ) , 9. 6 2 ( 1 H. s) . 

MS (FAB) m/z : 2 4 2 (M+H) \ 

[###J4 7] 1- Ctrans-4 - (N- t e r t - 7h + ^*A<f-^7 
~ y *^-A) i/^n^i/^/f;l,] - 4 - [ (6-?oat7n>- 2 - «f 
A) XA*^A] f<^y> 

trans-4 - (N-ter t-^Ft A A T ;;.yf;i) •> ? o 
^^-fy^A^lfA-rt K ( 0. 1 3g) ^-??DDy^> (7m£) 
U 1 - [ ( 6 - 9 ani-y? U >- 2 - -f A) 7.A*— A] f.^7V> M 
yj^nWmm (0. 2 4g) v f'Jxf^T; > (7 8 # i ) ,;7jc#{fcHJ7 
-tr h*i/*tmi- h U (0. 1 7 g) ^DX.t7;^>*'^fffl^TISi: 
T 1 1 B$nS& L/io SlE«(CKil7K*f - h U O ^fm^m^ WuaJ? 

LT|#^tlAr^$^-i/'j7>'7-A^ ; 7^^a-7 H'7?-( - CVHf-> : B*BfJ--f- 

a=2 : i ) -emmLx. mm<t^ <o. 2 9 g, 1 0 0*0 zm~ 0 

1 H-NMR (CDCi,) 5.: 0. 70-0. 90 (4 H. m), 

1. 3 0 - 1. 5 0 (2H, m), 1. 42 (9H, s), 

1. 7 0 - 1. 8 0 ( 4 H. m) . 2. 09 ( 2 H. d. J = 7. 3Hz). 

2. 4 6 ( 4 H, m) , 2. 9 2 (2 H, m) , 3. 08 (4H, m) , 
4 . 5 3 ( 1 H. b r ) , 

7. 5 6 ( 1 H. d d. J = 8. 8. 2. 0 Hz) , 

7. 7 8 ( 1 H. dd. J = 8. 8, 2. 0 Hz) , 
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7. 80-8. 0 0 ( 3 H, m) . 8. 3 0 ( 1 H. s). 
MS (FAB) m/z : 5 3 6 C (M+H) \ C£ i5 1 . 
5 3 8 L (M + H) + . C £ 3 ~] . 

[#%0<J4 8] 1- [trans-4 - (N-tert -7*h + ->*A.f'-A7 

1 H-iNMR (CDC £ 3 ) o : 0. 80-1. 00 (2 H, m), 

1 . 4 0 - 1. 6 0 ( 3 H. m) . 1 . 4 2 ( 9 H. s ) , 

1. 60-1. 7 0 ( 2 H, m) . 1. 70-1. 9 0 ( 2H. m) , 

2.30 (1H, m) . 2.95 (2H, m) , 3 . 0.7 ( 4 H, m) . 

3. 5 8 (2H. br), 3. 7 0 ( 2 H, br). 4. 5 7 ( 1 H, m) , 

7. 5 8 ( 1 H. d d , J = 8. 8, 2; 0Hz), 

7. 7 5 ( 1 H. dd, J = 8. 8. 1 . 5 Hz), 

7. 9 0 - 8. 0 0 ( 3 H. m) , 8. 30 (1H, s). 

MS (FD) m/z : 5 4 9 (M 1 , Ci 35 ), 

5 5 1 (M + . Ci 37 ) . 

[##0»J4 9] N- [t ran s - 4 - (N- tert -7' Y*-ist> ;i^;L7 
IJ *TJl) y^u^^-i/^fj Jltf—A] Wi/s s<>iJJl iXfA 
##0J 1 1 . m^m l 2 tPHtcDScSlci:';). N-tert -7'F+->*;^ 

1 H-NMR (CDCjg,) 6:0. 9 6 ( 2 H. m) , 
1 . 4 4 ( 9 H. s ) , 1 . 4 0 - 1. 6 0 ( 3 H. m) . 

1. 8 0 -1. 9 0 ( 2 H. m) . 1. 9 0 - 2. 0 0 ( 2 H. m) . 

2. 10 ( 1 H, m) , 2. 9 8 ( 2 H. m) . 
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4. 08 (2 H, d. J = 4. 9 Hz) . 4. 5 7 ( 1 H, b r) . 

5. 19 (2H, s) . 5. 9 7 ( 1 H, m) , 
7. 3 0 - 7. 4 0 ( 5 H, m) . 

7C%ftVr : C ziHjzNz Os t LT\ 

zmm-C, 6 5. 32; H, 7. 97; N, 6. 93. 
##Hfi:C, 65. 05: H. 7. 89; N. 7. 16. 
[#35#J5 0] I — [N- [ t r a n s - 4 - (N- t e r t -^h + y*^ 

^AT-yyfA) n^+-->^*;u^— yi/] yy-yji] - 4- [ (6-7° 

N- [trans - 4- (N-tert - ^h + y^A^^T i/^ f-^U) 
n^2/;L-*A-sff— ^'J->> ^>S>A- xxfA (0. 2 2 g) €-r 
h7tF'D77> (1 lmi) <::S»B$-t*\ 1 Q%J*7Wi+B&k .(ft 5 0%7K 
t^W, 5 0 m g) £SH*.T, MfifCT 1 .4 «rIH«EESfltt«7c€-fi 1 o/io 

ckO, aBSYk^® (0. 3 2 g. . 9-8 90 £»fco : 
'H-NMR (CDC £,) o : 0. 8 0 - 1 ... 0 0 ( 2 H, m) . 
1. 3 0 - 1. 5 0 ( 3 H. m) , 1. 4 3 ( 9 H. s), 

1. 8 0 - 2 . 0 0 (4 H. m) , 2. 0 6 ( I H, m)., , - 

2. .95 (2H,.m) , 3.10-3. 2. 0 ( 4 H. m) . 

3. 5 2 (2H. m) . 3. 7 4 ( 2 H. m) . ^ 

3. 94 (2 H. d. J = 4. 4 Hz) , 4. 5 4 ( 1 H. xn) . 

6. 4 0 ( 1 H. m) , 

7. 59 (1H, dd. J = 8. 8, 2. 0 Hz) , 
7. 74 ( 1 H. dd, J=8. 8, 1. 5 Hz), 

7. 8 0 - 8. 0 0 ( 3 H. m) . 8. 30 ( 1 H, s). 
MS (FAB) m/z : 6 0 7 [ (M + H) *. C0 3i ] , 
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6 0 9 [ (M-t-H) \ C . 

[###J5 1] 1- [(6-?DDt7^l/>-2-^)^-t-Ai 

^ffi-C** v > ( 5 g) ^f- h7bKn77> (1 OOmf) U 
2 - ( t e r t -yh + ^^t'^t+f-f - 2 -7x— A-T-t h— N 
'JA (12. 3g) £v0o < OSD*3NriyHjtl£Lfco 5CE»7^ 7£(££®£L 
i$ry'J*W*7A^D7Fr77^- (1 0 — 2 0 y -A- a 

-*A£J[];cT@ft:$ii\ t»5fc ( 7. 4 6 g) dtt^ffl^T. ##0>J 1 

'H-NMR (DMSO-ds) 6 : 2. 0 0 (2H, br s), 

3. 10-3. 30C4H, m) . 3. 30-3. 5 0 ( 2 H, m) , 

3. 5 5 - 3. 6 5 ( 2-H. m) , 7. 7 2 ( 1 H, d. J=8. 8 Hz). 

7. 89 ( 1 H. d. J=8. 3Hz), • i 

8. 1 7 ( 1 H. d, J = 8 . 8 Hz) . 8. 2 2 - 8. 2 8 ( 2 H. m) . 
8, 5 6 ( 1 H. s ) , 9. 2 9 ( 2 H, b r s) . 

MS (FAB) m/z : 3 2 5 (M + H) *. 
TtmfrVr : CuHVtC jgNiOiS • HC£t LX, 
ff-*f6:.C. 4 9. 8 9 ; H. 5. 0 2 ; N. 7. 7 5 :: 

Ci. 19. 6 3. 
#8Htt:C. 49. 94: H, 5. 05; N, 7. 47: 
Ci, 19. 65. 

[#%0>J 52] 1- [ t r a n s - 4 - (N - t e r t - 7' h * ->tj;1 -t^A7 
iS* =f->l) > 7 a ^^ri/JVtj Jl- A- ] - 4- [(6-?oa-J-7*U>-2 

##0|J4 8 tmWkO&fclzJ: <X N- t e r t — ~J'Y*r : s~h A >l h7? + 
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•V- * * Jl\ 1- [ (6-^ant7^l/>-2-'f^) t^h' 

'H-NMR (CDCfi) d : 0. 80-1. 0 0 ( 2 H, m) , 
1. 40-1. 60 (3 H, m), 1. 43 (9H, s). 

1. 60-1. 9 0 ( 4 H. m) , 1. 90-2. 1 0 ( 2 H. m) . 

2. 3 0 - 2. 4 0 ( 1 H, m) , 2. 9 7 ( 2 H. m) , 

3. 3 0 - 3. 5 0 ( 4 H, m) , 3. 6 0 - 3. 8 0 ( 4 H. m) . 

4. 64(1 H, b r) . 7.50-7. 60 (1 H, m). 

7. 70-7. 8 0 ( 1 H. m) ., . 7 . 80-8. 0 0 ( 3 H, m) , 
8.33 and 8. 35(1 H, each s). 

MS (FAB) m/z : 5 6 4 [ (M+H) *. C£ ss ] , 
5 6 6 [ (M + H) + , Ci' 7 ] . 

[##0>J5 3] 4 - (N-tert -7'h + i/*;bt:-AT = j S^A) 

##<5<j 4 4 tmmz^ 4 — t ^ j /TJi&gMmzwMt it, iift^i^ 

'H-NMR (CDCf 3 ) 5:1. 47 (9H, s), 

3. 9 1 (3H, s), 4. 3 7 ( 2 H, d. J = 5. 4 Hz) . 

4 . 9 2 (lEbr), 7 . 35 ( 2 H, d . J = 8 . 3 H z ) . 

8. 0 0 (2 H, d. J= 8. 3 Hz) . 
TtmfrVr : C,4H 19 N04<t LT. 

fUM£:C. 6 3. 3 8:H, 7. 22; N, 5. 28. 
#tfHtt:C, 63. 20; H, 7. 02; N, 5. 58. 
[##<5<J5 4 ] 1 - [4 - (N- t e r t h + A $ J 
^> /-T Jl~\ - 4 - [ ( 6 - ? a ai-y ? U > - 2 - -T >»t) ;UU+>— Jl] 
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##0»J4 8 tmmtZ. 4- (N-tert-^h*i'»^-AT;y^A) 
^.Ifi^f^k 1- [ (6-?aot7;i//-2-'f^) M*-"-'] 

1 H-NMR (CDCfi) 5: 1. 45 (9H. s) , 

3. 00-3. 30 (4 H, br). 3. 40-4. 0 0 ( 4 H. br). 

4. 31 C2H. d, J=5. 9 Hz), 4. 9 0. (1H, br), 

7. 2 7 (4 H. m) . 7. 5 9 ( 1 H, d d, J = 8. 8. 1. 5 Hz) , 

7. 75 ( 1 H. d, J=8. 8Hz) , 7. 9 0 - 8. 0 0 ( 3 H. m) , 

8. 3 0 ( 1 H. s) . 

MS (FAB) m/z : 5 4 4 [ (M + H) + , Ci IS ] , 
5 4 6 [ (M + H) Ci 37 ] , 

[##0J5 5] 3 - (N- t e r t -/h + ^*A t:-;LT i J / -f" A) MS 

3 - y f-^ ( 1 . 0 0 g) *EgiftfkK3ft (1 Omi) 

N-rtjicii'^K-r^ K ( 1 . 2 2 g) ; 2, 2' -7'/t^^77'f a- h 

-h-y : BMfti^/L='2 0:1) TliS2LT. kfeMittflJ -CI. 3 4 g) £#/c 0 
'' # £ ftSfc ( 0 . 6 2 g ) £N. N-^^f^^U7- K 

(1 0 m £ ) Clf$jS¥U T^ft+ h M ( 0 . 3 8 g) $Jnx.TM^(=T 2 0 
UfffiM&Vtco £ft&£ttQE»ti&U ftixfy^MU 7kftLT&&*iSfS»-*- 

( 1 5m£ ) CSIPl, F'J7x^X7O(0. 7 5 g) ^DX.tM^ 
5 0 tCt 5 B$|BHI# Lfca 3 ©SCDfglC^ 28% T > ^T7k ( 7 m .<? ) 
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Jltr ') tt t LT : J 9 a a / 9 >TWtB Ltc 0 &7RK8g-J- h 'J ^ Attil, iSffi 
LX'&<bntzm£& is 9 w 1? y (7 mi) <::?$<$ U ft^Tv- 

t e r t ^*---K^>r h (o. 4 5 g) ^sp^.t^s(3t 3 s rsj«# 

- (^*-*> : ft»xfA= 5:1) T'ftSLT, WM<t£%0 (0. 2 9 g, 
3 5%) £#fc 0 

1 H-NMR (CDCi 3 ) (5: 1. 46 (9H. s), 

3. 91 (3H. s) . 4. 36 ( 2 H, d, J=5. 9Hz), 

4. 97 ( 1 H, br), 7. 40 ( 1 H. t. J = 7. 8Hz), 

7. 49 ( 1 H. d. J=7. 8Hz), 7. 9 0 - 8. 0 0 ( 2 H, m) . 
MS (FAB) m/z : 2 6 6 (M+H) + . 

4 - t Ka + ^yf^If®yf^ ( 1 . 0 0 g) 9 au / 9 > (20 
m i ) f:ig|?lt, ,h U xfAT $ > ( 0 . 9mf). ^O^^O*., *&TV ^ 
>*rt.zfc.r.;U?a5H' K (0. 7 0 g) ffl-^DD/^>gi(^DDy ^> 
5 mi ) £iax./c 0 ^fitiT 15 V$mm.W&, Kmm.^'JC a o y * > TfNR U 

-tr hi h U ;U ( I 2mi) CIPL, ->TWfc# U (0. 80g), 18- 
?7^>-6 (0. 16g) ^D^rifii:t4 0^FIISlfco £l£f6£tf£I± 
n o jt 9 yX'^m UTzkifeLfco &7k«EB^ KM ^AT«g, 

□ .**>) -efituiu iife^ H H H (0. 9 1 g, 8 6%) &mz 0 -u^^y 

1 H-NMR (CDCi 3 ) 6:3. 8 2 ( 2 H, s) , 

3. 93 (3H, s), 7. 42 (2 H, d, J=8. 3 Hz). 

8. 0 6 (2H. d, J = 8. 3Hz) . 
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ffM : C. 68. 56; H. 5. 18; N. 8. 00. 
#ffH4:C. 68. 39; H. 5. 2 9:N. 8. 08. 
[###J 57] 4 - [2 - (ter t-7'h ^ri/tj )l- H T ~ J ) if- A] £ 

4 - ->T y y f/t-^lfi/ f-A (0. 2 0g) (1 5m£) . 

fanMl* (0. 4 mi) U — Btffcfi& (3 3mg) <£fl[J 

x.TMnT3NFiii3«STffi«a7c*fT-jyi. am**?* hm&izxomn: 

LTi$flE£«JES*L*=o f#£*l/-cH££v?cja^> (5m£) (:HS8$-ti\ 
h '.ixf^T * > (1 £Jnx., ^Tv- t e r t -"Tf A 

#*-f h (0. 2 9 g) O^aay^M (^?DD^>2m£) -£fin;L 
TSfiCTl 3NF(H9I^Lf=o SCBffi«-^aay^>T*«U'7fc*». ISZfc 

? a v h /7 7 -f - (^>if> : I^ixf/t = 10:1—5:1) '"ettS OTv 
iif^i (0. 2 8g,' 8 8%) 
1 H - NMR (CDC £ 3 ) <5 : 1.43 ( 9 H, s ) , 

2. 86 (2H, t. J=6. 8 Hz)-. 3. 3 9 ( 2 H. m) . 

3 . 9 1 ( 3 H. s ) . 4 . 5 3 ( 1 H. b r ) , 
7.2 7 (2H, d, J= 8. 3Hz) . 

7. 9 8 (2H, d. J = 8. 3 Hz) . 
TtmMft : CHnNO^LT, 

fWffi : C. 6 4. 5 0 : H, 7. 5 8 : N, 5. 0 1. 

#ffftt:C. 64. 43: H, 7. 35: N. 4. 97. 
[#%#J5 8] 1- [4 - [2- (tert -7'F + ->*A^-A-7 
A] W Jl ] - 4 - [ ( 6 - 9 a a -r 7 9 U > - 2 - -< A ) X)l jr-—Jl ] t* 

^"7 V > 



1 4 3 



WO 99/16747 



PCT/JP98/04411 



##fl*j4 8 tffl&U^ 4 - [2 - ( t e r t -/|> + y*A.f-A7 ^) i 

'H-NMR (CDC£ 3 ) 6 :1. 4 2 ( 9 H, s) . 

2. 7 9 (2H, t, J=6. 8 Hz). 3. 10 ( 4 H. br), 

3. 3 5 (2H. m). 3. 40-4. 0 0 ( 4 H. br), 

4. 5 0 ( 1 H, br), 7. 18 (2 H, d , J = 8 . 3 H z ) . 
7.2 4 (2H, d. J= 8. 3Hz) , 

7. 5 9 ( 1 H, dd, J=8. 8, 2. O.Hz). 
7. 7 5 ( 1 H, d d, J= 8. 8, 2. 0 Hz) . 
7. 90-8. 00 (3 H, m) , 8. 30 (1H. s). 
MS (FAB) m/z : 5 5 8 [ (M+H) + . C£ 2S ] .. 
5 6 0 C (M+H) *. Cf 37 ] . 

C#^M5 9] ( 2 R S ) ; - 2- (N- t e r t -7 Jktf^'lJ i J * 

fA) -6-^*->*A^A-l, 2. 3, 4-f h7tKat7H> 

##W5 5 ( 2 R S) - 6 - > K+v* A-^/l — 2 - 

hAx>x;l^-;L^y^f^-l. 2, 3, 4 --r h v t Kot7 *U 

•H-NMR (CDCi,) 6 : 1. 4 0 - 1. 6 0 ( 1 H, m) , 

1. 4 6 (9H. s) . 1. 9 0-2. 1 0 ( 2 H. m) .. 

2. 50 (1H, dd, J=17. 1, 10. 7Hz), 

2. 70-3. 0 0 ( 3 H, m) , 3. 10-3. 3 0 (2H, m) , 

3. 8 9 ( 3 H. s) . 4. 6 8 (1H, b r) . 

7. 12 ( 1 H. d, J = 7. 8Hz) , 7. 7 0 - 7. 8 0 ( 2 H. m) . 
Ttm^ff : CnH.iNOaiLt, 

ItlW£:C. 67. 69; H. 7. 89: N. 4. 39. 
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##r(I : C. 6 7. 7 8 ; H, 7. 6 1 ; N, 4. 12. 
[##I5»! 60] 1- CC(6RS) - 6- (N-ter t-7l + ->*A tf—ji 
7;;^f/b) -5, 6. 7. 8-f h7bKnt7^l/>-2--</l] 

— a-] - 4- [ ( 6 - ?DDt7? u >- 2 - -ou) e^y> 

#^<5M 8 kmm<DKfc^&<0, (2RS) - 2 - (N- t e r t -7> + -> 
*7L-+:— ;l/T ^ y / f-Jl) - 6 - J h^i/tJJltf— 1 , 2, 3, 4-7^h^ 
fcKa-*-7^H/ % 1 - [ ( 6 - ?DDt7n >- 2 --OU) XA-t-A] t' 

1 H-NMR (CDCis) 6 : 1.-3 0 - 1. 6 0 ( 1 H, m) , 

1 . 4 5 ( 9 H. s ) . 1 . 8 0 - 2. 0 0 ( 2 H. m) , 

2. 4 3 ( 1 H. dd. J =16. 6, 1 0. 7Hz) , 

2. 7 0 - 2. 9 0 ( 3H, m) , 3. 0 0 - 3. 2 0 ( 6 H. m) . 

3. 50-3. 90 (4 H, br), 4. 6 9 ( 1 H, br). 

6. 9 0-7. 1 0 (3H; m) , * A.:*-'. 

7. 5 9 (1H, dd. J=8. 8, 2. 0Hz), ' 
7. 7 5 C1H. d d. J = 8. 8, 2. 0 Hz) . 
7.9 0.- 8. 0 6 ( 3 H, m) , 8 . 3 0 ( 1 H, s ) . 
MS (FAB) m/z r 5 9 8 [ (M + H) + . C£ 3S ] . 
6 0 0 [ (M+H) \ Ci 37 ] . : 

C##(5»J 6 1 ] ( 2 RS) - 2 - (N- t e r t -y h*^£Atf~;l,T $ V X 
fAO -6-hK'o^fA-l, 2, 3. 4-f h7tKot7^l/> 

(2RS) - 2 - (N- t e.r t -~f V )l#-)\s7 I J /f-A) - 6 - 
/ h*>tr>\stf-A— 1 , 2. 3, 4 -f- h7 t H'nt7^U > (0. 4 7 g) 
£->'?aD*£> (i omf) i:MU ^ig-7 8ti:t7Kt{by'fV7'fA 
7;l;-^i>(0. 95M^+-9->^. 3. 6mf) WLt, fOiiO 
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ttfjit; 5 A? h 7'^ 7 - > : ftSxf;i= 3:1) TffirKLT 

(o. 3 1 g, 72%) &m~o —u&^vytmm^sKDi&sm 

1 H - NMR (CDCi 3 ) <5 : 1 . 4 0 —1. 6 0 ( 1 H. m) , 

1. 4 6 (9 H. s) , 1. 6 0 - 1. 7 0 (1 H, m) , 
1.90-2. 00(2 H, m), 

2. 4 5 ( 1 H. dd, J = 1 6 , 6 , 10. 7Hz), 

2 . 7 0 - 2. 9 0 ( 3 H. m) , 3 . 1 0. - 3 . 30 ( 2 H. m) , 
4. 62 (2H. d, J=5. 9Hz), 4. 67 ( 1 H. br), 
7. 00-7. 20(3 H. m). 
jc^Hr:CnH„NO,i:U, 
ft-JM : C, 7 0. 0 7 ; H, 8. 6 5 ; N, 4 . 8 1. 
^«ftt : C, 7 0 . 2 1 ; H. 8 . 4 9 : N, 4 . 7 5 . 
[##0»J6 2] 1 - [ [ (6RS) - 6 - (N- t e r t -7' b*>p Jltf-A 
7;;yf^) -5,6,7, 8-fh7kKnt7^k>-2-^A] / * 
- 4- [ ( 6 - ?uai-7? U>- 2 -V A) v > 

(2 RS) - 2 - (N- t e r t -7 h*'>t> Jltf-JIT I J /^;l) - 6 - 
tKa+.i/^fA-l, 2. 3, 4-fh7tH'ot7^l/ >^II4.t L t, # 
##J4 6. #%#i4 7 tfsJIicDSCc^ck'X WMitSVoZntzo 
1 H - NMR (CDCi,) o: 1. 30 - 1. 50 (1 H, m). 

1. 44 (9 H. s), 1. 80-2. 0 0 ( 2 H, m) . 

2. 4 0 -( 1 H. m) . 2. 5 1 (4 H, b r ) . 

2. 60-2. 9 0 ( 3H, m) , 3. 09 (6 H, br). 

3. 39 (2H. s), 4. 67 (1H, br). 
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6. 90-7. 0 0 ( 3 H, m) , 7. 5 6 ( 1 H. d. J = 8. 8 Hz; . 

7. 77 ( 1 H, d. J = 8. 8Hz), 7. 8 0 - 8. 0 0 ( 3 H. m) , 

8. 2 8 ( 1 H, s) . 

MS (FAB) m/z : 5 8 4 [ (M+H) + . Ci 35 ] . 
5 8 6 [ (M + H) *, C£ 37 ] . 

[##0>J6 3 J (2RS) - 2- (t e r t - y'f-A i^/f ^->'J At+^^f 
A) - 6 - / V^r^fjA^— A— 1 . 2, 3, 4 - f h7 t Kat7? 1/ > 

( 2 R S) - 2 - t Ko + J//f 6 - / h + i/* A-tw/l/- 1 , 2, 3. 
4-fh7tKat7^1/> (.1.. 7 1 g) £N. N-^^fA*A/,7- 
K (5m£) i:?8fJ»U tK^T-T •f/-^ (0..8U), t e r t -7=F-A- 
; j / m ?07^ F(i . 8 r g ) £finx.Tgfic:T l 4 b3pPh1J1# Ltz 0 

7/,? h #5 y j - (^4-9- > :i^if;l;= 5 0:1 ).. "CftS UT., S3* 

(2. -2 0 g. 8 5 9<Hf|t,! ^ ' ;: - 
'H-NMR (CDC is). 6 : 0. 0 6 ( 6 H, s ) , 
6/ ^ i (9 H, s ) , 1^4 0 - 1 . 6 0 ( 1 H. m) . ; 
1.90-2 . : 1 0 ( 2 H. rh) , : .: 
2. 5 3 ( 1 H, dd. J = 1 7:1, 10. 3Hz). 

2. 8 0 - 3. 0 0 ( 3 H. m) . 3. 5 8 ( 2 H. d. J = 5 . 9 H z ) , 

3. 8 9 (3H, s) , 7. 14 ( 1 H. d. J=7. 8Hz), 
7. 7 0 - 7. 8 0 ( 2 H. m) . 

MS (FAB) m/z : 3 3 5 (M+H) \ 
[##0>J6 4] (2RS) - 2- (tert -7"f Ay^f /ly'J Att^Xf 
JU) - 6 - t Ka + -» f-A— 1 . 2. 3. 4-rh7tKnt7;u> 
#^J6 1 t^ltd. (2RS)-2-(tert --ff-A'J/f-Av*) 
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f-A-) - 6 - * h A - 1 , 2, 3. 4-fh7tFat7^ 

'H-NMR (CDC^i) d : 0. 0 7 ( 6 H. s). 

0. 91 (9H. s ) , 1. 30-1. 50 ( 1 H, m), 

1. 50-1. 6 0 ( 1 H. m) . 1. 90-2. 1 0 ( 2 H, m) . 

2. 4 8 ( 1 H, m) , 2. 7 0 - 2. 9 0 ( 3 H, m) , 

3. 5 8 (2H. m). 4. 6 2 ( 2 H, d, J = 5 . 9 Hz), 
7. 0 9 (3 H, m) . 

MS (FAB) m/z : 3 0 7 (M+H) \ 

6 5] (2RS) - 6- (N-t er t-7" b^ist/Jltf—HT i J * 
- 2 - (tert --f&to'J U i/ 1 fvL) -1.2, 3, 

4-rh7t Kaf7^l/> =■"... '-. .- ; • 

(2 RS) - 2 - (tert -7f "J ^t^rv ^ f ^) ;S: 6 - t 

b*a*ri//"f-ti- 1 , 2. 3, 4 -^hv t Knt7^U> X 1.. 0 0g),^y 
^□a/^> (1 Omi) d&IS? U h U xf;l,7 > (0 . 5 m £ ) £An*-"^ 
*k?&Lfco ^>XA*iA?D7^ K (0. 3 9 g) (DiJfnn J ? ^igife ( 

»Hfl:^K» ( 1 . 1 Og, 8 3») *»fc 0 
'H-NMR (CDC £ 3 ) d : 0. 0 6 ( 6 H. s ) . 

0. 9 1 (9H, s) , 1. 4 0 - 1. 6 0 ( 1 H, m) , 

1. 46 (9 H. s). 1. 90-2. 0 0 (2 H, m) , 

2. 45 (1H. m) . 2. 7 0 - 2. 9 0 ( 3 H, m) . 

3. 57(2 H. m), 4. 2 4 (2 H. m) . 4. 7 6 ( 1 H. br), 
7. 0 0-7. 1 0 ( 3 H. m) . 

MS (FAB) m/z : 4 0 6 (M + H) \ 
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[##0iJ6 6] (2RS) - 6- (N-tert - 7' h + i J * 

TJl) - 2 - t Y'u^-y/ 1 . 2. 3. 4-f h7tFot7n> 

(2RS) - 6- (N-tert - 7' h * i/tiHtf—HT I J -2- 

(tert-^f^^WJW-»^) - I, 2. 3, 4-f h7t 
Kot7^U> (1. 0 9 g) £-r h^fc Kd77> (1 Omf) df&l?U tt 

FyT'f AT>*-9A 7^1/^7^ K ( 1 . 0 Mf h 7 t Ko 77 

4 . Omf) *HD>L"CM(rr 2 mmmWLtc 0 SlEj0E«-«cBE»«f U ^ n a 

^ ^ > LTTjcBfefg, *R7jcfflS»-7- bVO AT^itto ;§i^iEg£Lt 

3:1-2:1) t^t, ( 0 . 7 7 g. 9 8 %) *»fc c 

•H-NMR (CDCia)o: 1. 4 0 - 1. 6 0 ( 2 H. m) , 

1. 4 6 (9H, s) . 1. 9 0-2. 10 ( 2 H, m) , ' 

2. 4 8 ( 1 H. d d. J= 1 6. 6. 1 0. 7Hz) ••, 

2. 7 0 - 3. 0 0 ( 3 H,m), 3. 6-3. 7 ( 2 H, m) , 
4. 2 4 (2H, d. J = 5. 4 Hz). 4. 7 8(1 H. br), 
7. 0 0-7. 10( 3 H.' m) . ; 
Ttmftffi : C,7H s5 N0 3 tlT, 

ttfftt':C.'7.0. 0 7 : H, 8. 6 5 : N. 4. "8 1. 

7>Wtt : C. 7 0. 0 2 : H, 8. 6 1 ; N, 4. 4 6. 
[##<5>J6 7] 1 - [ [ (2RS) - 6 - (N- tert -7b*'>tiJl#—fr 
7-;/fA) -1, 2, 3, 4-fF7tKot7^Ux-2-^L] * ^ 
A] - 4- C (6-;oot7; U>-2-< A) J*;L*^;L] 

(2RS) - 6 - (N- tert -7* h*S/#^#-/lT * J tfl) -2- 
tKo+->/fA- 1. 2. 3. 4-fh7hKot7n>(0. 1 7 g) £ 
V9aa * 9 s ( 5 m £ ) di&fi? U N - yf-;ltA.t 'i > N - > K 
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(0. I3g),tl/ + a7- 4 A (S14f!:ri^ 0. 1 8 g) £ 

An*. TK^TEaKYt^-r— f- h -7 7 a t*A-T > U&. (1 Omg) £ 

###14 7 fclBttRCDSfc^O, »g<fc^®J (0. 1 4 g. 4 1%) £$fc 0 
1 H-NMR (CDC £,) <5 : 1 . 2 0 - 1. 4 0 ( 1 H. m) , 

1. 44(9 H, s), 1. 80-2. 0 0 ( 2 H, m) . 

2. 2 0 - 2. 4 0 ( 3 H. m) . 2. 5 0 - 2. 6 0 ( 4 H. m) . 
2. 6 0 - 2.8 0 ( 3 H. m) . 3. 11 ( 4 H, m) . 

4. 20 (2H, d, J=5. 4Hz), 4. 79 (lH.br). 

6. 94 (3H. m) , 7. 57 ( 1 H. d d. J = 8. 8. 1. 5Hz). 

7. 7 9 ( 1 H, d d, J = 8. 8. 1 . 5 Hz) . 

7. 9 0 - 8. 0 0 ( 3 H, m) . 8. 3 L ( 1 H. s) . 
MS (FAB) m/z : 5 8 4 [ (M + H) *. Ci 35 ] , 
5 8 6 C (M+H) V Ci 37 ] . 

[#%0»J6 8] I - [ [ (2RS) - 6- (N- t e r t - 7' h >l tf—jl 

7;;/f^) -1, 2. 3. 4-fh7t'Knt7^l/>-2-^A] 
— A-] - 4- [ ( 6 -i7an + 7^ b >- 2 A) f<7y> 
(2 RS) - 6 - (N- t e r t - 7* Atf— ;U7 ^ > /f-'D - 2 - 

+ 2. 3, 4-f F7hFat7^l^> (0. 2 1 g) £ 

ffltaft^ (2mf) > (2 mi) . ?K (3 mi) <rjg#U & 

30fif h'J^A (0. 4 8 g) , At— *y 1* 7j<M ( 4 

mg) £flDX.T, 9 Ott-FbI^L/co EEmBE£>> ? a a y * > T**? U WOT 

i-f^SD*."^ ^«B*«*L. a«*«ES*Lfco ?f ^n^77/L^">g§ 
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#£ffl^T\ #^01 1 2 i:l^«cDStS^J:0. Umit^m (0. 1 I g. 25 

'H-NMR (CDCi 3 ) 5:1. 4 5 ( 9 H. s) . 

1. 7 0 - 2. 0 0 ( 2 H, m) . 2. 6 0 - 2. 9 0 ( 4 H. m) . 

2 . 9 5 ( 1 H, m) . 3 . 11 ( 4 H. m) , 3 . 6 4 ( 2 H, m) . 

3. 7 6 (2H, m) , 4. 2 2 (2 H, d. J=5. 4 Hz). 

4. 8 2 ( 1 H, br). 6. 90-7. 10 (3H, m) , 
7. 5 9 ( 1 H, d. J= 8. 8 Hz) , 

7. 7 7 ( 1 H, d. J=8. 8 Hz), 7. 9 0 - 8. 0 0 ( 3 H. m) . 

8. 3 1 ( 1 H, s) . 

MS (FD) m/z : 5 9 7 (M + . Ci 35 ) , 
5 9 9 (M\ Ci 57 ) . 

'"C##fW6 9 ] 2 - (N- tert -7 h + S/fc/l/*— ;U7 i J J rf-)V) - 7 - 

#Jt0U6 5 tH^©Sl^(CJ:0. 2- t h 
U > ( 1 . 0 1 g) Ei&tLX* WMit^ty&m-o 
'H-NMR (CDC is) o : 1 . 4 9 ( 9 H. s). 
3. 9 8 ( 3 H, s) . 4. 5 0 ( 2 H. d. J = 5. 4 Hz), 
4 . 9 9 ( 1 H. b r ) . 7 . 5 3 ( 1 H. d . J = 8 . 3 H z ) . 

7. 80-7. 90 ( 3 H, m) , 

8. 0 4 (1H, d d, J = 8. 3. 1 . 6 H z) . 8. 5 7 ( 1 H. s) . 
jtmftfft : C, a H 2 ,N04tLT. 

nnm . c, 6 8. 5 5 ; h. 6 . 7 1 ; n. 4 . 44. 

#flf{£:C. 68. 54: H. 6. 70; N. 4. 46. 
[##0J 70] 1- C [7 - (N-ter t-7h*i/*A tf-Jl 7;^f 
>l) ^-7^U>-2--rA] fj >l ] - 4- [(6-^on^-7^U>-2 
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###]4 8 irleHtK, 2 - (N- tert - 7' h * ;l tf— A T ;7^f 

a) - i - ^ b^yt/^^-jii-y ^ i-y^ntLX, mm<t£®}£'&t- 0 

'H-NMR (CDC i ») o: 1. 46 (9H. s). 

3. 12(4 H, br). 3. 50-4. 0 0 ( 4 H. br), 

4. 45 (2H, d, J = 5. 9Hz), 5. 01 (1H, br). 
7. 3 4 ( 1 H. d, J = 7. 8 Hz) , 

7. 45 (1H, d, J=8. 3Hz). 7. 5 0 - 7. 6 0 ( 1 H, m) , 
7. 66 (1H. s) , 7. 70 -7. 8 0 ( 4 H, m) . 
7. 90-8. 00 (3 H. m).8. 30 (1H. s). 
MS (FAB) m/z : 5 9 4 C (M + H) V C£ 35 1 . 
5 9 6 [ (M+H) f , Ci 37 ] . 

[##0|J7 1 ] 1 - C [7 - (N- tert -7* h*v#A* — = V 
A) U > - 2 - - 4 - [ ( 6 - 7 aa + 7? U > - 2 - -f 

>l/) A] I'^r^ 

2- (N - t e r t:-7>*^A.t:-^7; / ^ f A) -7-> h + i/i^l 

^^;u+7^ u >^*4<bLT, m^me k ##0>j 6 7 tmmo&mi-* o> 

'H-NMR (CDCi,) 6:1. 4 7 ( 9 H, s) , 

2. 50-2. 70 (4 H. m). 3. 10 (4H. br), 

3. 61 (2H, s), 4. 44 (2H. d. J=5. 4Hz), 

4. 9 2 ( 1 H, br). 7. 30-7. 4 0 ( 2 H. m) . 

7. 5 0 - 7. 7 0 ( 3 H. m) . 7. 7 0 - 7. 9 0 ( 3 H. m) . 
7. 9 0 - 8. 0 0 ( 3 H. m) . 8. 29 ( 1 H. s). 
MS (FAB) m/z .5 8 0 [ (M + H) + . Ci is ] . 
5 8 2 [ (M + H) \ C 2 37 ] . 
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[##0»I7 2] 2 - (N- t e r t - ^hty*A^A7; J / TA) - 6 - 
/ h > t> Jl tf—Jl T 7 9 U > 

2. 6 9 U > ^*At->iv ^;l/£J|C*4<!: LT. ##fl|4 5. 
6 5 <t(5l#CDSC&llJ;0, ^ft^^f/co 
'H-NMR (CDCi 3 ) o:l. 4 8 (9 H, s) . 

3. 98 (3H. s) . 4. 50 ( 2 H, d. J=5. 4Hz). 

4. 9 9 ( 1 H. br). 7. 4 7 (1H, d. J = 8. 3Hz). 
7. 7 5 ( 1 H, s), 7. 8 4 ( 1 H, d. J=8. 8Hz). 

7. 9 2 ( 1 H. d. J = 8 . ,8 Hz) . 

8. 06(1 H. d, J = 8. 3 Hz) , 8. 58(1 H. s ) . 
jmftVr : C 1 8H41NO4 b LT, 

tf-S-ffl:C, 6 8. 5 5 ; H, 6. 7 1 : N, 4. 4 4. 
^ffiVC. 6 8. 9 3 ; H, 6. 7 0 ; N, 4 . 2 9. 
[#^e»j'"7 3 ] : 4 - [ C (3 S) -1- t ert - 7' K4=- S/fc X tf-A - 3 - f 

4-tKa^i/$.f.ti/f;Kl. Olg), (3R) - l- ter.t-7' 
h + -> * A^ A - 3 - h*a "J - A ( 1 . 3 6 g ) . h'J7i-A*X7y 
> (1. "7 3 g)%f h7h Ko77> (5 Qm£) {zmmLtco CiD^i:, 
*»T, 4 0 9<7 , /y*;Lt:>ii>if^ h;U>M (2. 8 7mf) .^ 

tu ifif:t2 0B#TO^uyc o &.i&miznm^i-jit i o^g^u^/^k 

A7D7^77-f - (^^"9-> : Wm^^= 2 : 1) Tit S2 U flU^^ 
( 1 . 6 0 g. 7 6%) &'&t~o 
'H-NMR (CDC£ 3 ) 0 : ( 9 H. s) . 

2. 0 0 - 2. 2 0 ( 2 H. m) . 3. 4 0 - 3. 7 0 ( 4 H. m) . 
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3. 89 (3 H. s) . 4. 96 (1H, br s). 

6. 88 ( 2 H. d. J=8. 8Hz), 7. 9 0 - 8. 0 0 ( 2 H, m) . 

74] 4 - [ [ ( 3 S ) -l-tert-7'h + y*A tf-Jl - 3 - f 
□ y %&-gm 

m^m i i tmm<DfrfcAz&<o, 4 - c c (3 s) - 1 - t. e r t -7>+y 

'H-NMR (CD30D) 5 : 1. 45 and 

1. 47(9 H, each s) , 2. 10-2. 20 (2H. m), 

3. 40-3. 70(4 H, m), 5. 00-5. 10(1 H. m), 

6. 9 8 ( 2 H, d, J= 8. 8 Hz) , 

7. 9 7 (2H, d. J=8. 8Hz) . 

[##0*J7 5] 1 - [4 - [ [ ( 3 S) - 1 - t e r t -^h + i/^^/lf 
n »J i?>-3 -OWA] -4- [ (6-?oa + 7n>- 

2--r;u) ;u] ^7^> 

#^0»J 1 2 <td#CDKJ£Uck9> 4 - [ [ (3 S) - 1 - t e r t 

3 - fa >J i^r.^] 1 - C ( 6 - 7 a a 

v > - 2 - 4 jv) f ^ 7 'j y ism^fw.mt Lxmm<t& 

'H-NMR (CDC^) o : 1. 4 6 ( 9 H. s) . 

2. 0 0 - 2. 2 0 ( 2 H. m) , 3. 00-3. 2 0 ( 4 H. m). 

3. 40-3. 8 0 (8 H, m), 4. 8 8 ( 1 H. br s). 

6. 82 (2 H. d, J=8. 3Hz), 7. 20-7. 3 0 ( 2 H. m) , 

7. 6 0 ( 1 H. d d, J= 8. 7. 1 . 9 Hz) . 
7. 76C1H. dd. J=S. 5. 1. 7Hz). 

7. 90-7. 9 5 ( 3 H. m) . 8. 3 0 ( 1 H. s). 
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7t^#?/r : C,oH 3 4C£N 3 OsS£LT, 
MfW-iH :C. 60. 0 4; H. 5. 71; N, 7. 00. 
#0ffit:C. 60. 05; H. 5. 69: N, 6. 80. 
[##0»J 7 6] 3 - [ C ( 3 S) - !- tert-7h + y*A^-/l-3-t' 

'H-NMR (CDC£,) o : 1. 45 and 

1. 47 (9H. each s). 2. 0 5 - 2. 2 5 ( 2 H, m), 

3 . 4 0 - 3. 7 0 ( 4 H. m) , 3 . 9 2 ( 3 H, s ) , 

4. 96 (lH. br s) , 7. 0 7,(1 H, d. J= 7. 8Hz). 

7. 3 0 - 7. 4 0 ( 1 H. m) . 7. 5 3 ( 1 H, d. J = 2. 0Hz). 

7. 6 5 ( 1 H. m) . 

MS (FAB) m/z : : 3 2 2 (M+H) V ■! 
[##^7 7] 3 - [ C (3 S) - 1 - t e r t -7 h*->tJ )ltf->l- 3 - f 

##M7 4 f £|5J8r<C,i 3 - [ [ ( 3 S) - I - t e r t -7 b*->tiJltf-Jl 

'H-NMR (GDsOD) 6 : 1. 4 5 and. . 
1. 47 (9H, each s) ,2 . 05-2. 25 (2 H, m), 
3 . 3 5 - 3. 6 5 ( 4 H, m) , 5 . 04 (lH.br s ) , 
7. 05-7. 15 (1H. m) . 7. 3 0 - 7. 4 0 ( 1 H. rn) . 
7. 53 (1H, s) . 7. 62 (1H. d. J=7. 3Hz). 
MS (FAB) m/z : 3 0 8 (M + H) + . 

[#%#J7 8] I - [3 - [ [ (3 S) - 1 - t e r t -7 b *ist> Aji-Jl f 
□ 'J ■>'> - 3 -4 Jl] 'O W->U] - 4 - [ ( 6 - 9 a a 1-7 9 U > - 
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###J7 5 tmmi~, 3 - [[(3S) -1-tert -y' >lX->l 
- 3 - h'a 'j -^a] ^SSS€-JS*»f t LT, SSSg{fc£ft£#fco 

'H-NMR (CDCij) 6 : 1. 45 and 

1. 46 (9 H, each s), 2. 00-2. 2 0 ( 2H, m) , 

2. 9 5 - 3. 2 5 ( 4 H, m) , 3. 4 0 - 3. 9 0 ( 8 H, m) . 
4. 8 4 ( 1 H, br s), 6. 8 0 - 6. 9 0 ( 3 H. m) , 

7. 20-7. 30 (1 H, m), 

7. 6 0 ( 1 H, d d, J= 8. .8, 1 . 5 Hz) , 

7. 76 (1H, dd, J = 8 . 5, 1. 7Hz), 

7. 90-7. 9 5 ( 3 H. m) , 8. 3 0 - 8. 3 5 ( 1 H, m) . 

MS (FAB) m/z : 6 0 0 [ (M + H) + . Ci 55 ] , 

6 0 2 [ (M+H) *. Ci 37 ] . 

[###J7 9] 4 - C [ (3R) - 1 - t er t -7 h *yp)l#-)l - 3 - f 
###1 7 3 irlUtif::. 4 - h Kci + is^BWEk J ( 3 S ) - 1 - t . e r 

t-7h + ^;i 3 - fa u ^ y - ;u£H*4<b br, MHYk-S-l^ff/co 

1 H-NMR ; (C D C £ 3 ) o: 1. 4 7 ( 9 H. s), 

2. 0 5 - 2. 2 5 ( 2 H. m) . 3. 4- 3. 7 (4H, m) . 

3 . 8 9 ( 3 H, s ) , 4 . 9 6 ( 1 H. b r s ) . 

6. 88 (2 H. d, J=8. 8Hz), 7. 90-8. 0 0 (2 H, m) . 
MS (FAB) m/z : 3 2 2 (M+H) + . 
[##ffl8 0] 4 - C[(3R) -1-tert -7' HX-H - 3 - fc* 

#^J7 4 £PHt(-. 4 - [ [ (3R) - l- tert - 7 h *-ist! Jltf->1 
- 3 - fa 'J ^^;L] ++>] gc.f.#K ^ *K-&m&t UT. f£Hffc£$)£f#A; c 
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'H-NMR (CDiOD) 6 : 1. 47 and 

1 . 4 8 ( 9 H. each s ) . 2. 10-2. 25 ( 2 H. m) , 
3. 40-3. 70 (4 H, m), 4. 9 8 ( 1 H, br s). 

6. 91 (2H. d. J=8. 8Hz), 8. 00-8. 10 (2 H. m). 
MS (FAB) m/z : 3 0 8 (M + H) \ 

[##0*18 1 ] 1- [4 - [ [ (3R) -1-ter t -yh + ^At^tf 
o"jy>-3 Jll sO'SJJl] - 4- [(6-?oDt7n>- 

##ffl7 5 <b|5]«C 4 - [[.(3R) -1-tert -7'h^->*A^-A 
-3-t'a'Jy-;l] + ^SS^^tLT. WMlt&VB&mco 
'H-NMR (CDC -0 3 ) 5:1. 46(9 H, s), 

2. 0 0 - 2. 2 0 ( 2 H, m) , 3. 0 0 - 3. 2 0 ( 4 H, m) . 

3. 40-3. 80 (8 H, m) , 4. 8 9 ( 1 H. b r s). 

6. 8 2 (2H. d. J=8. 3 Hz) . '7. 2 0 - 7. 3 0 ( 2H. m):. 

7. 5 8 ( 1 H, dd, J=8. 8. 2-0 Hz)-, 
7. 7 4 ( 1 H. d d, J = 8 . 5.1 . 7 Hz) . 

7. 9 0 - 7. 9 5 ( 3 H, m) , 8. 30 ( 1 H. s) . 
MS (FAB) m/z : 6 0 0 [ (M+H) \ Ci 15 ] , 
6 0 2 [ ( M + H) Ci 3 7 ] ^ <r ; 

[###] 82] 3 - [ [(3R) -1-tert - ^^v* 3 - f 

###J 7 3 <bI^#«r N 3-tKD + ->$Ifiyf/k (3S)-1- 
t er t -^'h^i/*^^'— Jl- 3- foij 'Jj-il^PttLXWMit-k^ 

'H-NMR (CDC£,) o : 1. 4 7 ( 9 H. s) . 

2. 05-2. 25 (2 H, m). 3. 40-3. 7 0 ( 4 H. m) . 
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3. 92 (3 H, s). 4. 9 5 ( 1 H, br s), 

7. 07 ( 1 H. d, J = 7. 8Hz), 7. 3 0 - 7. 4 0 ( 1 H, m) . 
7. 5 0 - 7. 5 5 ( 1 H, m) . 7. 6 0 - 7. 7 0 ( 1 H. m) . 
MS (FAB) m/z : 3 2 2 (M + H) \ 

[#^J 8 3] 3 - [ [ ( 3 R) -1-t er + A -tf—Jl - 3 - f 

a ij v^-^] 

##ffl7 4 ir^filf-. 3 - [ [ ( 3 R) - 1 - t e r t - 7 K * ■> £ A, ^ A- 

'H-NMR (CD30D) <5: 1. 48 (9H, s). 

2. 0 5 - 2. 2 5 (2H, m) . 3. 4 5 - 3. 7 0 ( 4 H, m) , 

4. 9 7 (1H, br s) , 7. 10-7. 1 5 ( 1 H, m) , 
7. 3 5 - 7.. 4 5 ( 1 H. m) . 7. 5 8 (1H, s), 

7. 7 0 - 7. 7 5 ( 1 H. m) . 
MS (FAB) m/z : 3 0 8 (M+H) \ 

[###J8 4] 1 - [3 - C [ (3 R) - 1 - t e r t + 
o 3 --TA] ■'OV-frt/] - 4-.['(6-;aat7^.U>- 

2--f;l/) xa*— tr^7f^> 

##0>j 7 5 fcraasic 3 - c c cs r> . - 1 - t e r t - y h z-jstuitf-ji 

- 3 - fa ij -^A] £&S»£JE*4tLTpgffc#ft£»fco 
1 H-NMR: (C D C i j) d : 1. 45 and 

1. 46 (9H, each s). 2. 0 0 - 2. 2 0 ( 2 H, m) , 

2. 9 5 - 3. 2 5 ( 4 H, m). 3. 4 0 - 3. 9 0 ( 8 H, m) . 
4. 8 4 ( 1 H. br s). 6. 80-6. 9 0 ( 3 H, m) , 

7. 2 0 - 7. 3 0 ( 1 H. m) . 

7. 60 (1H, dd, J = 8. 5, 1. 7Hz) , 

7. 76 (1H, dd. J = 8. 5. 2. 0Hz), 
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7. 90-7. 9 5 ( 3 H. m) , 8. 30-8. 3 5 ( 1 H. m) . 
MS (FAB) m/z : 6 0 0 [ (M + H) *. C£ 3S ] . 
6 0 2 [ (M + H) Ci 17 ] . 
[#%#J 85] 4 - (2-7;y-5-h , U ; J A) 

###J2 km&XD&J&KjiQ^ 2 -T J J - 5 $ iSsZWMk L 

1 H-NMR (DMSO- d.) 6 : 

7. 81 ( 2 H , d, J=8. 8 H z ) . 

8. 0 0 (2H, d. J=8. 8 Hz-). 8. 84 (2 H. s). 
MS (FAB) m/z": 2 1 6 (M+H) ■ 

[###18 6] 1 - t e r t -zT b*-isfiJl#— Jl— 4 - [ (y h+->*^- 
Jl) X^U >] fc'^'J 

i? y'^*x'*>/jftgM (1: 8mi) F7hKo77> ( 4 0 m & ) 
Ci£8?U t}c#T\ ■6-'0%att7jc*fl:+'h 'J^A. (4-5 Omg) ZtiQ^XZOZ 
*m&Ltz 0 1 - (t e r t -7"h + ->77;u^-;u) - 4 - f^'J K> (2. 0 
g) ©f F5t Ko7 7>M (f K5t Ko77>l Omi) ^-finx/C^SfC 
T3 0#flW#ffc. Kttx^;u-«MRU 2^fM^JaX.^ 0 ^S^JRL 

77^- CMr-tf> : 6:1) TfitSSU fRSft^ft (2. 3 5 g, 

9 2%) £»fc„ 

'H-NMR (CDCij) 6:1. 4 7 ( 9 H. s) . 

2. 2 8 (2H. t. J = 5. 9 H z) . 

2. 94 (2H, t, J = 5. 9Hz). 

3. 4 8 (2H. t, J= 5. 9 Hz) . 

3. 50 (2H. t. J=5. 9Hz). 3. 70 ( 3 H. s). 
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5. 7 2 ( 1 H. s ) . 
7c&#Vr : C 13 H 2l N04<bLT. 

frEtt : C. 61. 16; H. 8. 29; N, 5. 49. 

#tfrffi : C. 61. 14; H, 8. 34; N. 5. 20. 
[#%#J8 7] ( 1 - t e r t - 7' h * i/t>Jl,tf-J\, f-^ <) Jy- 4 - -< )l) It 

l - t e r t -Z>' h^ristmtf— )l- 4 - [ (J h + y^A-^A) / ^ U 
>] h'^'J ^> ( 8 7 5mg) 2ri^y-;U ( l Omi) IC^8?U I 0 

(ft 5 0*57^^. 7 3 Omg) ^Sn^T. MKT 3 BPamEEfg 
Mil7t£ffo^ 0 fefe^^*^ &&£tf£i±®:feLT. flHSYt^ft (8 7 lmg, 
9 9 %) ^#/Co 

1 H -NMR (CDCi 3 ) o:l. 16 (2H, m) . 

1. 4 5 (9H, s) . 1. 6 5 (2H. m) . 1. 9 3 ( 1 H, m) . 

2. 2 5 (2H, d. J = 6. 8 Hz) ... 2. 7 2. ( 2 H, b r) , 

3. 6 8 (3 H, . S) , 4.. 0.8 ( 2 H. br). 
MS (FAB) m/z : 2 5 8 (M + H) + . 

C##M 8 80 . ( 1 - t e ri t -~f V^i/tiJl^ti e^U v>- 4 -A )l) Mi 
S£ v. ■ . 
##tfd 1 1 tTOd. '(l-.te-rt-.rh * yh Jl#~Jl 'J ^ > - 4 - 

1 H - NMR (CDCi,) o : 1. 1 8 (2H, m) . 

1 . 4 5 ( 9 H, s ) , 1 . 7 3 ( 2 H. m) . 1 . 9 4 ( 1 H. m) , 

2. 29 (2H. d. J=6. 8Hz). 2. 72 ( 2 H. m) , 
4 . 10 ( 2 H, br). 

MS (EI) m/z : 2 4 3 M + . 

[#%0i]8 9] 1- [(1-tert -7' h Jltf-Jl f^'J v> - 4 - 



1 6 0 



WO 99/16747 



PCT/JP98/0441 1 



A) T-bf-A] -4 - C (6-7oot7H>-2-^A) J2.A*— a) 

##01 1 2 t mWi(DfcfZll J:0, (1-tert-^h + y^A-^/L t'-^ V 
i>>- 4 1- [(6-^ODt7n>-2-^A) — 

'H-NMR (CDC £ 3 ) 6 : 1 . 0 5 ( 2 H, m) , 

1. 4 3 (9H, s) . 1. 63 (2H, -m) , 1. 9 1 ( 1 H, m) . 

2. 14 (2H, d, J=6. 8Hz), 2. 6 6 ( 2 H. m) . 

3 . 0 7 ( 4 H, b r s ) , 3 .... 5 6 ( 2 H, b r s ) , 
3. 67 (2 H. br s ) , 4. 02 (2 H, br). . 
7. 5 8 ( 1 H. dd. J = 8. 8. 2. 0Hz). 

7. 7 5 (1 H. d, J=8. 8Hz) , 
7. 9 1 ( 1 H, d, J = 8. 8 Hz) . 

7. 9 3 (1H. d, J = 8. -8Hz). 7. 9 2..C 1 H. s), 
8 . 3 0 ( 1 H. s ) . 

MS (FAB) m/z : 5 3 6 [ (M+H) V. Ci 35 ] . 
5 3 8 [ (M + H) *. Ci 17 ] . 

[##0»J9 0] 3 - (1-tert — ^h^ri/fJ Jl/tf—Jl t ,y < 'J > - 4 — f 
A) 7*a f^->^ 

1-tert h^i/^;U^-A-f 7^-^r3f->^x^;L^JE*4iLT. # 
##J6 1 t^OSC&{^J:0> T;U;rb Ki**f#fc^ ##0»J8 6. ##0J8 7. 

'H-NMR (CDCi,) o:l. 10 ( 2 H. m) . 
1. 4 1 ( 1 H. m) . 1. 4 5 (9H. s) . 

1. 60 (2H. q. J = 7. 8Hz). 1. 66 ( 2 H. m) . 

2. 39 (2 H. t. J = 7. 8Hz). 2. 6 7 ( 2 H. m) . 
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4. 0 9 (2H. b r) . 

MS (FAB) m/z : 2 5 8 (M + H) \ 

[#%^J 91] 1- [3 - (l-tert-7'h is* f< 'J ^ > - 4 

7D^i^] - 4- [(6-^DQ-f7^U> - 2--f^) XA* — 
A] f^v-^y 

2 tmm(D&fc\~£'0. 3- (l-tert-7'^->*M:-Ab' 
^'Jy>H — -f A) f;f >g£. 1- [(6-?aat7H>-2-^ 

'H-NMR (CDC & 3 ) <5 : 1 ... 0 4 ( 2 H, m) . 

1 . 3 5 ( 1 H. m) , 1 . 4 4 ( 9 H. s ) . 

1 . 4 7 (2H. q, J= 7. 8 Hz) , 1 . 5 7 ( 2 H, m) , 

2. 24 (2H, t, J=7. 8Hz). 2. 61 ( 2 H, m) . 

3 . 0 7 ( 4 H, b r s ) . 3 . 5 ( 2 H, b r s ) , 
3 . 7 1 ( 2 H, b r s ) . 4 . 0 4 ( 2 H, b r ) , 
7. 5 8 ( 1 H, d d, J = 8. 8, 2. 0 Hz) . 

7. 7 5 ( 1 H, d d, J= 8. 8, 2. 0 Hz) . 

7 . 9 0 ( 1 H. d , J = 8 . 8 H z ) , 7 . 9 1 ( 1 H. s ) . 

7. 9 2 ( 1 H. d, J=8. 8 Hz) , 8. 3 0 (1H, s) . 

MS (FAB) m/z : 5 5 0 [ (M + H) + , Ci 35 ] . 

5 5 2 [ (M + H) *. C e 3 '] . 

#J 92] (E) - 3 - ( 4 - t* 'J iSflO T ? <J ^Wl 

'H-NMR (DMSO-d s ) <5 : 

6. 79 (1H. d, J=16. 6Hz), 

7. 5 6 ( 1 H. d. J= 1 6. 6Hz) . 
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7. 66 (2H. d. J =5. 9Hz). 

8. 62 (2 H. d. J= 5. 9Hz). 12. 7 2 ( 1 H. br s). 
MS (EI) m/z : 1 4 9M + . 

9 3] 1 - / 3 - fa 'J > 

3-foiJ> (l. lmf) Z'JZau * 9y ( 2 Omi) C^PL, 7fc#T 
h'JifA7;>(2. 6mi), 7an^|/H(I. 2m£) ?-teT, 

muizr i 7 ^Faim^ l/^ 0 K\z^m£m^Lxn^ntcm^^^ >) t> yji* 

=yU>Ju-?Y>/=7V 4- CM=-tJ-> : »fA= 4 : 1) "CftS U- fRSffc^ 

«3 (0. 9 5 g. 5 2 96) £#/i 0 

'H-NMR (C D C i j) d : 3. 73 ( 3 H, s). 

4 . 0 0-4 . • 2 0 (4 H. m) 5. 7 0 - 5. 9 0 ( 2 H, m) . 

[#^J 9 4 ] 4 - h U -7;U>t-a * ? y^JU^-J^^riy^MM^/^Jl 
■ '■-A - b Ko^^jfJSIfc*^ ( 1 . 9 9 g) ^•^^□d^^> (2 0mi) 
d&P U tK^bT* f U y ( 2 . 4 m £ ) , » h U 7 A* a A* >XA * >^ 

( 3 . 0m£) ^fin&fcb MT? 6 l$fBNft&3U £ «s> (C f U > ( 1 .5mf), 
ftETk h 'J / 9 i/*Jl*y§k ( 1 . Omi) : 5 tfflBflK^Lfco 

v ? a □ y * > N ifcS*3R-f- h U * ^^^m^LX^^m^W U I 0 96 9 

«CT»S!LT*fiYb'£4& (3. 2 2 g. 8 6%) £»fco 
'H-NMR (CDCi 3 )d:3. 9 5 (3 H, s), 

7. 3 6 (2H. d, J=8. 8Hz) , 

8. 1 5 (2H, d, J = 8. 8Hz) . 
MS (FAB) m/z : 2 8 5 (M+H) V 

[##$19 5] 4- ( 1 - * h + S/fc^stf— >l t*o 'J yy~ 3 -4 A) fffiSS 
X -f- 'I 
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4-b , )7Jl*a/?yxn,*—Aj r *is ! £S.&&**-'\s(.l. 0 5g) , 1 
- J Y^risti A— 3 - fa 'J > ( l . Og) . igftUf 1 )/. (0. 5 1 

g ) , y^A (I I) (53mg) , h 'J ( 2 - 7 >J A) 7 * > 

( 1 0 Omg) £N. N-y/f^t»M7 • F(2 5mi) (CjggfU ^-T 7 
t'/laf ; > (2. 8ra^) T/b=f>#jag||^T\ 9 0 *CT 

1 lNFffl. 0 0°Ct'7tWU; o ®tt«-Sc£ETS*LTf#t>tlfc« 

£ (C s ^ a a ^ ^ > t7K«rflnx.'CWiaH€-^ U 7jc8HSL «7]cg£^^ MJ 

7-f - : ft»xf;l/= 9 : 1 ~ 5 .: 1 ) T'lt^L^o ;n*^/- 

;K3 0nu«) i:»»U 1 0 is^ (ft 5 0 %7kft$ft, 186 

mg) „ A (1 9 7mg) ^JDX.. 2B*lffltD«felS(EL/Co; 

7^7 H - (1 0*ftgM.*-yl,->;i/X» T?flHRb<. -rWMtt&to (2 4 lmg, 

'H-NMR (CDC4 3 ) 5 : 1 . - 9 5 -2.-/1 0 (l H; m) , 

2. 2 5 - 2. 3 5 ( 1 H, m) . 3. 3 0 - 3. 3 5 ( 4 H, m) . 

3. 5 5 - 3. 7 5 (IE ra), 3. 72 and 

3.7 3 (3H, each s) . 3, 8 0-3. 9 0 ( I H. m) . 

3. 9 1 (3H. s) , 7. 3 0 (2H, d. J= 8. 3 Hz) . 

8. 0 0 (2H. d. J =8. 3 Hz) . 
MS (FAB) m/z : 2 6 4 (M+H) *. 

[##<5>J 96] 4 - (l-tert-7'h ^ -ytJ A ;U fo >) J > - 3 - -f 
'(-) 

4 - ( 1 - / h * ;u £a ') - 3 - 4 A) $B#gj J ^f- A 

(0. 2 4 g) £y *y -;t •( 1 Omi) IC*gg?U 8 «^ifegE ( 3 0 m £ ) & 

flnxT4 oBfiBjjnsfeasscLfco »a*«QE®*Lr»«iti/iSS*«-N. n-^/ 
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f;it.;^7; K (3 Omi) l«U 2- ( t e r t )-*->±> AtfnA 
**>-f - 2 - 7x^7t f-^. h 'J A ( 0 . 3 0 g) £fln;L> $ 

-(7 7u t'Ax-fA? ~ > ( 0 . 4 0 m £ ) £finx.. tSt 1 5 mfflmWLtz 0 

?>~1 0«^;-^-^^dd^» -CfiHKU HSffc'&fcl ( 2 3 4 mg) 

' H-NMR (CDCi 3 ) o : 1. 4 8 ( 9 H, m) . 

1. 9 0 - 2. 0 0 ( 1 H, m), 2. 2 0 - 2. 3 0 ( 1 H. m) . 
3. 2 0 - 3. 9 0 ( 5 H. m) , 7. 2 0 - 7. 3 0 ( 2 H. m) , 
8. 0 0-8. 1 0 (2H, m) . 
MS (EI) m/z : 2 9 1 M* . 

[##fi*l 9 7 ] ' 1 - " C 4 - C (3 RS) - I - t e r t - 7" h * v * A jK— 
A- fa 'J i>y- 3 --TAJ OWA] - 4- [ C6:-?.DDt7^l/>-2 
--f A) XA*zlA] h'^^^^ 

##Wr2 -tK»!©.RJCKi:*)^ 4 - ( 1 - t e r t - T'h + ^^At^t' 
o >J 3 ->T A) §£BWL 1 - [ (6-?o.at7H >- 2 - A) X 

'H-NMR (CDCi.) <5: 1. 47 and 

1. 6 0 (9H. e a c h s) , 1 . 8 0 - 2. 0 0 ( 1 H, m) , 

2. 10-2. 20 ( 1 H, m) , 3. 0 0 - 4. 0 0 ( 1 3 H, m) , 
7. 10-7. 3 0 (4 H. m) . 7. 55-7. 6 5 ( 1 H. m) . 

7. 7 0 - 7. 8 0 ( 1 H. m) , 7. 8 5 - 8. 0 0 ( 3 H. m) . 

8. 3 0 ( 1 H. s ) . 



1 6 5 



WO 99/16747 



PCT/JP98/0441 1 



■H-NMR (DMSO-dj 6:3. 9 3 ( 3 H. s) , 

7. 9 6 ( 1 H, d, J= 8. 8 Hz) . 

8. 12 (I H, d. J=8. 8Hz). 8. 4 0 ( 1 H, s), 

9. 6 6 ( 1 H, s) . 

7C^#f/f : CjHsNjOj • HCiiLT. 

If^firC. 50. 84; H, 4. 27; N, 13. 17; 

Ci, 16. 6 7. 
##ffif:C. 50. 64; H. 4. 22; N, 13. 12; 

Ci, 16. 5 9. 

[##M9 9] N- h 'J 7 /J-Jl- 5 -^>^< $ y-/-;W;lt:>i!^ 

'H-NMR (CDCi 3 ) d ; 3. 75(2 H. s). 

3. 89 (1H. s). 6. 4 9 (1/3H, d, J = 8 . 8 H z ) , 

7. 1-7. 4(16 H. m) . - 

7. 6 1 (1/3H, dd, J = 8. 8. 1. 5 Hz), ' 
7. 7 8 (2/3H, d, J= 8. 8Hz) . 
7. 87 (2/3H, dd. J=8. 8, 1. 5Hz). 
7. 96 (1/3H, s) . 8. 02 (2/3H, s). 
MS (FAB) m/z : 4 1 9 (M + H) 
[HSfMl 0 0] f77o [5. 4 - c ] f'J 2 ^MJ^ 

fTV'a [5, 4 - c ] b'M v*>- 2 -#/U*">^aLf-;i ( o. 6 I g) 
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h7kKQ77> (1 2 m i ) izmm U 1 m^7KKft^- h ') t /^JcigjflE ( 3 

'H-NMR (DMSO— d s ) 6 : 

7. 9 5 C I H, d, J= 5. 9 Hz) . 

8. 57 ( 1 H, d, J = 5. 9Hz). 9. 27 ( 1 H. s). 
[##0»J1O1] 1 - C (5 - t e r t -7 h^is* Jltf-'l- 4. 5, 6, 7 

-rh7t Kofx; [3. 2-c] f 'J S> > - 2 - -T A) JTJl~\-i- [( 

###J4 7 t^»<OSEE(iJ:0N 5 - t e r t -7 h*->*^-i-*-A - 2 - * 
JllJl-A, 5. 6. 7-fh7k Ka'fiV [3, 2-c]. f'J.v ? >. 1. - 
[ (6-^nat7^1/>-2-^)- ^;t*-A] f^7y> *SISt5£fl£*4 

'H-NMR (CD C^s) <5 : 1. 4 7 ( 9 H, s) , H 

2. 5 3 - 2. 6 2 ( 4 H. m) , 2; 7 2(2 H, b r i s )■'.: ■ ? 

3. 1 0 (4 H. b r s ) , 3 . 5 9 ( 2 H, s ) , 
3. 6 6 (2H. br s ) 4 . 3 8 ( 2 H. s) . 

6. 5 4 ( 1 H. s ) . 7. 5 7 (1 H. d d, J = 8. 8. 2. 0 Hz) .. 

7. 7 6 ( i H. : d d, J = 8: 8, 2. 0 Hz) , 

7. 8 7 - 7 : 9 4 ( 3 H. m) , 8. 29 ( 1 H, s ) . 
MS (FAB) m/z : 5 6 2 [ (M + H) *. Ci' 5 ] . 
5 6 4 [ (M + H) *. C £ 31 1 . 

[##I5>J10 2] 3 - (5 - t e r t -7 h*->*;l#-/l- 4. 5, 6. 7- 
fh7tF'afxy [3, 2-c] f'J v>- 2 - -f 40 7'at't>l 

#%#J8 6. #^#J8 7, ###18 8 kf5\fik<Dfcfcl~£ 0, 5-tert-T* 
h + ->*At'-/t-2-t4;^-4. 5, 6. 7-fh7th'afx; [3. 
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2 - c ] f 'J > tit, fl^rt:-£$j£?#/.:„ 

'H-NMR (CDCij) d: 1. 48 ( 9 H. s). 

2. 70 (2H, t. J=7. 3Hz), 2. 76 ( 2 H, br s). 

3.09C2H. t. J =7. 3 Hz). 3. 70 (2H, s) . 

4. 40 (2H, s), 6. 51 (1H, s). 

MS (FD) m/z : 3 1 1 M* . 

[###110 3] (E) - 3- (5-tert-7'h + y*A*'-/L-4, 5. 
6. 7-fh7kh'afx; [3. 2-c] f 'J ^ > - 2 - -f A) T 7 'J 

8 6 „ ###J 8 8 bWimv>Km\~& 0> 5-tert -7 h*i/*J\,# 
2 -*KiJl- 4, 5. 6. 7-fh7kKofx; [3,-2-c] f'J 

1 H-NMR (CDC £ 3) 0 : 1 . 4 9 OH, s) , . 
2. 85 (2H, br s) , 3. 7 3 (2H, b r , s ) -, 

4. 4 7 ( 2 H, s ) , . 6 .. 1 .2 r ( 1 H, ;. d , J = 1 5. 4 H z ) , ; , , 
6 . 9 8 ( I.H.: s ) : , 7,7 7 C 1 H. d. J = 1 5 . 4 Hz) . 
MS (FD) m/z : 3 0 9 M* . 

[#%0>J 10 4] 1 - [(E) - 3- ,( 5-tert -zT b*is*> — 4 , 

5, 6, 7 -f- h 7 t Kofx/ [3... 2-c] f'J v?> r 2 — -f A ) T/o^y 

A ] - 4 - [ (6-^ant7^l/>-2- <;U) ^ A ^ ] t* ^ ^ > ' 
###1 1 2 <bli]^©£)£cJ:9. (E) - 3 - (5 - t.ert - 7bfi/*Jl 
5, 6, 7-fh7bKnfxy [3, 2 - c ] b° 'J i/> - 2 —4 
;L) 7J"j ;Ug£. 1 - [ ( 6 - ? a a 7" 7 9 U > - 2 - -f A) ^U*^ ] 

'H-NMR (CDCi,) d : 1. 4 7 (9H, s) , 

2. 80 (2 H. br s). 3. 12 (4 H. t. J = 4. 9Hz), 

3. 46-3. 86 (6 H. m), 4. 41 (2H. s). 
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6. 3 9 ( 1 H. d. J = 1 5. 1Hz). 6. 8 3 ( 1 H, s), 

7. 5 5 - 7. 7 8 ( 3 H. m) . 7. 8 9 - 7. 9 2 ( 3 H. m) , 

8. 3 0 ( 1 H. s) . 

MS (FD) m/z : 6 0 1 (M* . C£ ss ) , 
6 0 3 (M* , Ci 37 ) . 

[##0»JIO5] 1 - [3- (5- t e r t - 7'h + y*A^-4, 5, 6. 
7-fh7tKafx; [3. 2 - c ] t* U S> y - 2 - >T A) f^Aj - 
4 - [ (6-^oDt7^i/>-2—f^) t*^7^> 
3 - ( 5 - t e : r t' : -7* h + 4, 5, 6, 7-fHhH'af 

[3, 2-c] f'J^>-2-'f^) 7*n tf3f->fij? ( 4 4 5 mg) £-7- 
h 7h K d'y 7 > (fOmi) -t*\ - 2 0 "CT'N - / ^;U^;L * »J > 

( 1 7 Out) ;-;ongi-f v7f;l (21 0 ^-JlI^TL^o - 20 
°C-e 1 "0#dlS8f^bfc-O'6, ^^nn (l Omi) fC-?a6?S8?£-t±^ 

1 - C (6 - ? via + 7? U > - 2 A) ->V>l/!h— A<] h'^v > 
( 6' 0 ; 7 m g ) £injx./c 0 - 2 0 °CT' 1 0 #IHJ*ffc Lfc© ^KlEiflteM £.Tr# 

- :ft»Jt^-yU= 4 : 1 ~2 : 1 ) T'ffgtU mM<t<&® (625 

mg. 7 2%) £*#*i 0 

1 H-N'MR (CDCi 3 ) 6:1. 47(9 H,s), 

2. 53 (2H, t, J=7. 5Hz), 2. 68 ( 2 H. br s). . 

2 . 9 9-3. I 0 ( 6 H, m) , 3 . 51-3. 5 5 ( 2 H. m) . 

3. 64 (2 H. br s), 3. 72-3. 7 7 ( 2 H. m) , 

4. 34 (2H. s), 6. 43 (1H. s), 

7. 59(1 H. dd. J = 8. 8. 2. 0Hz).. 
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7. 74 (1H, dd. J = 8. 8. 2. 0Hz). 
7. 88-7. 9 4 ( 3 H, m) . 8. 3 0 ( 1 H, s). 
MS (FAB) m/z : 6 0 4 [ (M + H) *, C £ 35 ] . 
6 0 6 [ (M + H) \ Ci"] . 

1 0 6 ] 3 - ( 5 - t e r t -7' h Jltf—K - 4, 5, 6. 7- 

fF7tKofx; [3, 2-c] f'J 2 ;U) -?a;<-)--)i 

1 0 2 -Vffl^ 3 - (5-tert-7' h + 4 . 5 , 6 , 

7-fh7t Kafx; [3, 2-c] £ U i> > - 2 - -f A) 7° a >Sfif 
( 1 . 6 8 g) ^^?du^> ( l 0 0m£) d*g8?$-fc!\ - 7 8 °CT* 1 0 
ft&WLtzG)^ 7&&<t t J4'J'7 s f-)\,Y)\,l—'5L. (0. 9 8M^+t>*ft, 
7. 5 Omi) < 9»nFLfco - 7 8 °CT' 1 0 Ltz<D*>, * 2 J - 

)V ( 5 0 m £ ) ^JOX.lfiit'#filfc 0 J£j£&£igEET^l^ a a 

•*Lfc, :»J *M*7WD7 F?'77^- (^It- > : ftfifcx.f; = 

5 : l).-{r<fc.O»SU-fUH<k^tt ( 9 3 5 mg, 5 5 96) . 
'H-NMR (C DC £ 3 ) d : 1. 4 8 ( 9 H. s), 

2. 7 6 ( 2 H. b r s) , 2. 8 1 ( 2 H, t. J= 7. 3 Hz) . 

3 . 0 9 ( 2 H. t . J=7. 3Hz), 3. 69 (2H.br s). 

4. 39 (2H, s) . 6. 4 9 ( 1 H, s) , 9. 8 1 ,( 1 H, s.) . 
MS (FD) m/z : 2 9 5 M + . 

[##0UO7] 1- [3 - (5-ter t-7*h#J/*A-.f^-4, 5, 6. 
7-f h7tKafx; [3. 2-c] fcT 'J i> > - 2 - 4 Jl) 7 a f;l j -4- 

[ (6-70Dt7;U>-2-^fA) X;t*Jx;l ] \f<=7'J > 
##ffl4 7 tffim<D&mz&<0, 3 - (5 - t e r t - 7' /t *-vt — 

4. 5, 6. 7-fh7tKofxy [3. 2-c] f 'J > > - 2 - W A ) 7* a 
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> tLx. mmit^VB&mco 

'H-NMR (CDC£ 5 ) d: I. 4 7 ( 9 H. s) . 

1. 69-1. 7 9 ( 2 H. m). 2. 36 (2 H, t. J=7. 3 Hz).' 

2. 49-2. 5 4 ( 4 H, m) , 2. 65-2. 7 5 ( 4 H. m) . 

3 . 1 0 ( 4 H. b r s), 3. 67 (2H, br s), 

4. 37(2 H. s) . 6. 3 9 ( 1 H. s), 

7. 57 (1H. d d. J = 8. 8. 2. 0Hz). 
7. 78 ( 1 H. dd. J=8. .8, 2. 0Hz). 
7. 8 8 - 7. 9 5 ( 3 H. m) . 8. 3 0 ( i H. s) . 
MS (FD) m/z : 5 8 9 (M + , Ci 35 ) . 
5 9 1 (M* . C £ 17 ) . 

' [###J 1 0 8 3 2 -T i J /=f-A— 5-tert -7'h + ^*A^-'l- 4, 
"5 ", 6 , 7 — t- ' h 7 t K o.fxv [ 3 , ■ 2 - c ] .f M S> > ; 

5 - t V "r Y- 7* > 4 s - ♦> 7> 2 - t Kn + i/^f^t/ - 4. 5. 6. 7 
-9- F5b Kofx; [3. 2-c] fc*V ^>(2. 1.0g> 4xh7kKn7 
5> CI 0 0m£) h U 7xiA^7 > ( 2 . 6 6 g) . 

7M-f;K(l. 15 g) *flD^.fcO^T'/i?*-;UsK>»^x^;l- ( 1 ? 2 8 
m£) MT?5l*IB!il^Lfco ^»#«E*#Ufc©^ 

U 77 y;U77 7A'?07hr77^- Cv+lJ- > : ffffiftjif - A =4:1) TftiS U 
*fe@(*«:»f:o C©t>CD^JC^y-;U (40m£) CfgP£-g\ t K^v>7j< 
fttt (0. 39m£) &tiax.5 9mtBl&&1&£tto #fttJ Lfc@{*£a3; Lfc© 
/IfS^aETIil> ^^->iJ*W7i>?Dv h?77^- (>?7a 
ay ?>~- v^aa/^> : y*y-/u=2 5:1) dJiOfllSU tUSKk^ 
( 4 4 8mg. 2 1 96) £?#fc 0 

'H-NMR (DMSO-d«) o : 1. 4 2 ( 9 H. s) . 
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2. 7 2 (2H. m) . 3. 6 0 ( 2 H. m) . 3. 80(2 H. s). 
4. 3 2 (2H, s) , 6. 6 4 ( I H. s) . 
MS (FD) m/z : 2 6 8 M* . 
[##0fl 109] l-[N-[(5-tert-7* VJ-^ti - A , 5. 

6, 7-f f7bF'Dfx; [3, 2 - c] f»J 2 --f A) y^A] i?A 
/<^-fA] - 4- [ (6-?not7^b>-2-^^) ^tob] 

> 

5 - t e r t -y'hjrisftJbtf— A,- 2 -T ^ J /^-Ji- 4, 5, 6, 7-f- 
h7t Ka^iy [3. 2 - c] t'U i^Xl 5 Omg) ^fh7t Ka7?> 
(lflOmi) JC»»U 7K*TF\ A^ ^ y/-A (1 3 6mg) £• 

JOililTM HrlBHJI#3-&fco KE6ift£«EETS»U ?t££hAx> (5 0 
m^' K»»3#fc 0 fcfcTr h U^^UTS > (0. 2 3m£)> 1 - [ ( 6 
- 5ua-}-?9 U >- 2 --r;u) A-] laii (3 5 6mg) 

A*7i?DVhjr77^- : ft»if"7U= 3 : 1-1.: 1 ) T-fiHS 

'H-NMR (CDCia) <5 : 1. 4 6 ( 9 H, s), 

2. 7 0 (2H, br s), 3. 0 7 (4H, t . J = 4. 9H.z) . 

3. 4 8 (4H. t, J = 4. 9Hz), 3. 66 ( 2 H, b r s) . 

4. 36 (2H. br s). 4. 39 ( 2 H, d. J=5. 4Hz). 
4. 6 9 ( 1 H. t, J = 5. 4 Hz), 6. 5 8 ( 1 H, s). 

7. 5 8 ( 1 H. d d. J = 8. 8, 2. 0 Hz) . 
7. 74 (1H. dd. J = 8. 8. 2. OHz). 

7. 87-7. 93 (3 H,m), 8. 3 0 ( 1 H. s). 
MS (FD) m/z : 6 0 4 (M* . Ci is ) . 
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6 0 6 (M* . C£ 37 ) . 

[#^01110] 1 - [ ( 5 - t e r t -y' 4. 5. 6. 7 

-fh7tKpfxy C3, 2-c] f'J <Jy- 2 -4 A) - 4- 

m^mi2tmmiz^ 5- 1 e r t s+i/^^^-A— 4. 5. 6. 7- 

f h7bKafx; [3, 2-c] £'J 5>>- 2 I - [ ( 6 - ? 
a a 7- 7^ U > - 2 - -OU) x;u*— A] f^v^> f&^i&£Jim<t LT. fl 

■H-NMR (CDC£ 3 ) <5 : l,. 4 7 ( 9 H, s) . 

2. 79 (2 H, br s), 3. I 2 ( 4 H, t . J = 4 . 9 H z ) . 

3. 6 8 ( 2 H, br s). 3. 84 (4 H, t. J=4. 9 H z > . 

4 . 4 2 ( 2 H. b r s ) . 6 . 9. I ( 1 H, . s ) . 
7. 5 9 ( 1 H, dd, J =8. 8, 2. 0 Hz),: 
7. 7 5 ( 1 H. d d. J= 8. 8, 2.:. OHz) . 
7.9 0 - 7. 9 7 (3 H, m). 8. 3 0(1 H. s) . 
MS (FD) m/z : 5 7 5 (M* . C^ 35 ) . ' 

5 7 7 (M* . Ci ,7 )\ • 

C#^0>ii 1 i] : 1 - [ (5 - t e r t -Zf h*isti Jltf^Jl — 4. 5, 6, 7 
-fBtKofx; [3,'S-c] t?y 2 tja-^/l] -4- 

#%#J 1 2 tlBHfir, 5-t er t-^h+->*;t"K-^-4. 5. 6, 7- 
fFHKDfxy [3, 2-c] f'J 2 -77^H-'>^ l-[(6-? 

aDt7^l/>-2--f^) XA-*— A] - 3 - X- V * A f^-? i? > 

1 H-NMR (CDCi ») 5 : 1 . 32 (3 H. t. J=7. 3Hz), 
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1. 47 (9 H, s), 2. 35-2. 4 6 ( 1 H, m) . 

2. 5 5 - 2. 6 4 ( 1 H. m) , 2. 80 ( 2 H, br s), 

3. 15-3. 2 0 ( 1 H, m) , 3. 69 (2 H, br s). 

3. 75-3. 8 5 ( 1 H. m). 4. 12 (2 H. q, J = 7. 3 Hz). 

4. 20-4. 36 (2 H. m). 4. 39-4. 48 (3 H, m), 

6. 9 6 ( 1 H. s), 7. 5 9 ( 1 H, dd, J=8. 8. 2. 0Hz), 

7. 75 (1H, dd, J = 8. 8, 2. 0Hz), 

7. 88-7. 9 4 ( 3 H. m) , 8. 3 2 ( 1 H. s). 
MS (FAB) m/z : 6 4 8 [ (M + H) Cf 3S ] . 
6 5 0 [ (M+H) + , C£ ?T ] . 

112] 1 - [ ( 6 an^?^ U > - 2 ^) >UU*-=.;l] - 4 
- [ (5 -S/7V - 4, 5.. 6. 7-fh7tKnfi; [3, 2 - c ] t* U 
> - 2 - -r ^1/) * y > 

1 - C (6 -^an^7^b>- 2--r^l/) ^Jl^~ /U] . - 4 — [ (4, 5, 
6, 7-fh7tFnfx; [3, 2 - c ] f >J S> >- 2 - -f ;lO 
f^<v>?> iStfid 9 5mg)\ h 'Jxf/1,7 > > (0. 2mi). ft»t 
HJ^A (1 1 8rng) J -JUZBffiZi*:, m<tfT> (1 1 4mg) £■ 

W:i$^y'J*y^*7^^a7 h?*^? ^ - (>?^aa/^> : / ? J - 
)l= 1 0 0 : 1 ) CiOftlSU Slfllrt^fc) (5 1 mg, 2 8%) £»fc 0 
'H-NMR (CDCfi) d : 2. 9 3 - 2. 9 8 (2 H, m) , 
3. 11-3. 1 4 ( 4 H. m) . 3. 49-3. 5 5 ( 2 H, m) , 
3. 81-3. 8 4 (4 H, m) . 4. 2 9 (2 H, s), 

6. 89 ( 1 H. s). 7. 59 (1H, d d, J=8. 8. 2. 0Hz), 

7. 7 5 ( 1 H. d d. J = 8. 8. 2. 0 Hz) , 
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7. 9 0 - 7. 9 4 ( 3 H, m) , 8. 30 ( 1 H. s). 
MS (FAB) m/z : 5 0 1 [ (M + H) + . Ci ,s ] . 
5 0 3 C (M + H) *, C£ 37 ] . 

[#^0»J1 I 3] 1- [N- (5-t er t-^h + f*^t:-A-4. 5, 6, 
7-fF7tFofi; [3. 2-c] tr»J 2 »;u/<*-fA] - 

4 - [ (6-7aot7^u>-2-^^) 4>] t" / ^v> > > 

S-tert-^h + i/*^-^-^, 5. 6, 7-fh7tKofx; 
[3, 2-c] fcT'J S>>- 2 -*;UsK>» ( 2 8 3mg) ^>-tf> (1 Omi) 
USb, >iJx^-;UT5 > (0.. 1 4m£) . T ^7x^At<^^ 'J A 
( 0 . 2 1 g) 2 NFlBJnJfeiSac^-frfco E^iian'PU:®^, 

1 - L ( 6 - ^ a a +-7 * U > - 2 - ■< A) ;ul/?fc — /H v v > i£g£*M 
( 3 4 7 m g) 0% 'J xf;l/7 ^ > ( 0 . : 2 8 m £ ) £flB*.— lftfinfi«aE$ti:/Co 

'K^££fi*'T#*p l/ccd^. ? o □ / ? y&zas m&k&iti- h ') *> 
7K^^ira^€^M^M{±} u/Ho : - jssb ufcWM*- 0.5 stj©ra&^ i&weaa* 

U mETX-mm^ Lfc 0 - 853 £ S"J # ¥ A-77 =7U?w* h ?? 7 : J- 
f-HSSi*-/U= 3 : 1— 2 : 1) (rj: U- SKHffc^ft (2 8 4 
mg. 4 8*>) £Wco " . • 

'H-NMR (CDCis) 5 : 1 . 4 5 ( 9 H. S ) . : 

2 . 6 5 ( 2 H. b r s ) . 3 . 10 ( 4 H, t , J = 4 . 9 H z ) . ■ 

3. 5 7 (4 H, t, J = 4. 9Hz), 3. 6 4 ■_( 2 H, br s ) ,. 

4. 27(2 H, s), 6. 1 5 ( 1 H, b r s). , 
7. 5 8 ( 1 H, d d, J= 8. .8. 2. 0 Hz) . 
7. 73 (1H. dd. J=8. 8, 2. 0Hz), 

7. 8 7 - 7. 9 3 ( 3 H. m) . 8. 28 ( 1 H. s). 
MS (FAB) m/z : 5 9 1 [ (M+H) \ C£ 3S ] . 
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5 9 3 [ (M + H) C£ 37 ] . 

[#^J114] 1— [N — (5 - t e r t -7'h + -yfi — 4 , 5, 6. 

7-f h7tK°fx; [3, 2-c] fc'V 2 --f )l) - N - J * tul 

'<^-fA] - 4- [ (6-?ant7^U>-2--fA) f<7 is 

1- [N- (5-ter t-^h + i/*^f-;l/-4, 5, 6, 7-rF7t 
Kofxy [3. 2-c] e'jy>-2--fA) - 4- [ (6- 

^□Dt7^l/>-2-^;i/) X^U^— ;U] (14 7mg) £N. 

N-^m«UT; K (1 Omi) (C^P^-fr, 6 0 %i±^E7hm<t± b 
(2 2mg) &mz.TmUV3 OfrMftLtco Kfc%UZ3 t><t/ * )l 
( 0. 0 2 3mi) *HDX.TSfit-9 0#JHm ^«£ttEEflMSL:t»<3ft 

- (^+-9- >..:|»if;i,= 2 ■ : 1 ) \Z& VmWL b. : mm<t£V8 ( 4 ; 3m,g ) 

"H-NMR" (CDC i a) 6 : 1. 4 9 ( 9 H. s), ; -;r;/ - ; 

2.63 ( 2 H.' b r s) . 3. 0 1 ( 4 H. t . J = 4 9 H z) , 

3. 13 (3 H. s) , 3. 4 0 (4 H, t, J= 4. 9 Hz) , 

3. 6 7 (2H. br s ) , 4 . 3 1 ( 2 H. s), 

6. 2 1 01 H, b r s) , 

7. 5 8 ( 1 H, d d, J = 8. 8. 2. OHz), 
7. 7 2 ( 1 H. dd, J = 8. 8, 2. OHz) . 

7. 88-7. 9 5 ( 3H, m) , 8. 2 7 ( 1 H, s). 
MS (FAB) m/z : 6 0 5 [ (M+H) \ C£ 3S ] . 
6 0 7 [ (M+H) *. C^ 7 ] . 

[#%0J115] 1- [(6-tert-7h + i/»u:-A-4. 5. 6. 7 
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~=t Y=> t Knf7-/o [5, 4-c] t'J i>>- 2 t>Jl>tf-Jl] -4 

*MhW 1 2 fcl^fi&C 6- t e r t -T/h + i/*^-*— A-4. 5. 6. 7- 
fh7tKDf7V'o [5, 4-c] t''J^>-2-*M>i, 1- [(6- 

1 H-NMR (CDCi,) 5:1. 4 7 ( 9 H, s) . 

2 . 8 4 ( 2 H. b r s), 3. 19 (4H. br), 

3. 72 (2 H. t, J=5. 4 Hz), 3. 87 (2 H, br s), 

4. 54 (2H, s ) , 4 . 63 (2 H. br s). 
7. 5 7(1 H, dd, J=8. 8, 2. 0Hz) . 
7. 76 (1H. dd, J=8. 8, 2. OHz). 

7, 8 7 - 7. 9 4 ( 3 H. m) , 8. 30 ( 1 H, - s ) 
MS (FAB) m/z : 5 7 7 [ (M + H) + . C 2. JS ] . •, 

5 7 9 C (M + H) *. C £ 37 ] . 

1 1 6] 1- [ ( 6 - t e r t h + i/AA-f-A-.i 5, 6, 7 
-f Krth'Df-Tyn [5, 4-c] f'J^>-2--fA) ^;tt-A] -4 
- [ ( 6-?DDf7^ 1/ > - 2 - XMv-A] -2-xh+->A^f- 

6-teT t-^ + i/MtwA-4, 5, 6, 7.-f HtKofT/n 
[5, 4-c] f'J^>-2-*At:>i( 7 4 2mg), 1- [(6-?dd 
^-7^U>-2-'<>'l/) XJlfc—Jl] - 3 -if 4=- ^ # yUd?— >U i? > J£ 
^is ( 1 . 0 0 g) ; ^>'/h'J77-^- 1 --JA,-**?/- h U7L (fa >j 
SV) ^t7;i/tn*77x-f h (PyBOP ([$□"□£)) 

(1. 5 0 g) ^N, N-^y^^-t^^T; K(3 0mf) t:^^ h 'J 
jc^/lt~ > (0. 40m£) £lffl*£fi"e— Iftlgfl^-frfc. SCEffi*«ET» 
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- (^+-9-> : itSfcx^ = 4:1) C<fc<9fif52U WMIt^®} ( 5 0 5 mg, 

3 0%) &ntz 0 

'H-NMR (CDC f s ) 5 : 1 . 24-1. 37 (3 H. m) . 

1. 4 7(9 H. s), 2 . 45-2. 6 0 ( 1 H, m) , 

2. 62-2. 71 ( 1 H, m) , 2. 75-2. 9 0 (2 H, m) , 

3. 65-3. 94 (3 H, m), 4. 19-4. 31 (2H. m), 

4. 45-4. 72 (4 H, m), 5. 35 (1/2 H. br s), 

5. 71-5. 77 (1/2H. m) , 6. 7 2 ( 1 H. br s), 
7. 58 (1H, dd, J = 8. 8, 2, OHz), 

7. 7 7 ( 1 H, d d, J=8. 8, 2. OHz) . 

7. 8 8 - 7. 9 2 (3H, m) . 8. 3 3 ( 1 H. s ) 

MS (FAB) m/z :1 6 4 9 [ (M+H) + . C£ 35 ] , ; . ; 

6 5 1 [ (M + H) + , Ci 37 ] . 

1 1-7] 1 - [ (6 - t e r t -7h+y*;^'-^-4, 5.. 6. 7 
-fh^tFofT'/D [5. 4-c] £'J S>>- 2-rf A-) ;t] -2 

>u— 4 - [ ( 6 - ? DPt7^ U >- 2 A) XJl*—Jl] tf-S 

1 ~ C (6 - tert -7*h^^7^;U^;|,-4, 5, 6. 7-f>7h Fa 
f7 7a [5, 4 — c ] t* 'J > — 2 — ( ;U) A] - 4- [(6-?o 

^> (487mg) Jfh7tFD77> (5 mi) C*gJ3?U t 9 J — ^ (5 
mi). 1 &£7kg&fl:^ h »J ^ ATkigjg ( 3 m £ ) ^Jo^tSigt 4 L 
tz 0 1 &^t&g?£-JJlJ;cT> p H l~2Cl3!!Uc©^ Wm^r ^^JlD^tfi 



1 7 8 



WO 99/16747 



PCT/JP98/0441 1 



tzmZ&T hy t Ka77> (5 mi) CSJBU -2 OtTN-yf 
M>(0. 0 9mf) , ^an^v^f;!/ (0. 1 lm^) ^TL/:„ - 
2 0°CT'l OfrfflmWLtz(Dt>^ T >±—T - J ? a a J ? sigm (0. 50 

mi) 2 o°ct- l o#ra#L^<£>*>. x^;-;HtlS^i 

(1 Omi) £Jn*T^ffi£kg£TPHBLA: 0 £JJS££«EET£»Ufc©^ 

77^ - (itpaa/ ?>~iS9aa* ?y : / 9 J -A = 1 0 0 : I ) d J: 0 

SfiU WM<t&® (3 1 7mg, 6 8%) ^#/c c 

1 H-NMR (DMSO-d s ) 5:1. 4 1 ( 9 H, s) , 

2. 3 9 - 2. 8 6 ( 4 H. m) . 3 . 6 0 - 3 . 8 0 ( 4 H, m) , 

4. 2 5 - 4. 3 4 ( 1 H, m) . 4.3 6 - 4.4 4 ( 1 /2 H, m) . 

4. 6 2 (2H. b r s). 4. 97 (1/2 H, br s) , 

5. 4 4 - 5. 5 2 ( 1 /2 H, m) . 6,. 1:9 (1/2H, b r s) . 

7. 3 0 - 7. 3 9 ( 1 H. m) . 7. 6 3 - 7. 8 5 ( 3 H. m) , 

8. 15 (1H. d. J=8. 8Hz), 8. 2 0 - 8. 2 9 ( 2 H, m) , 
8. 4 8 ( 1 H, s) . 

MS (FAB) m/z : 6 2 0 [ (M + H) + , Ci 3S ] , ' 
6 2 2 [ (M+H) *. Ci 37 ] . 

[##Mir8] 1 - [ (6 - t e r t - 7' h * > # ;U*\=- A,- 4 . 5 , . 6 ; 7 
-fh7hKaf77d [ 5 , 4 - e ] t? ') 5* > - 2 - -if A) fj J\,tf—Jl ] -.4 
- [ (E) - 4 -^aa^^<J;Ux;U^— ;U] fc'^^> 

##I5>J 1 2 <b Infill 6 - t e r t h + ^357^—^-4. 5, 6, 7- 
fh7tKof7'/o [5, 4 -c] bf'j >- 2 -*A-4?>K % 1 - C (E) 
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'H-NMR (CDCi,) 6 : 1 . 4 8 ( 9 H. s) . 

2. 8 7 (2H. b r s ) . 3 . 3 1 ( 4 H. m) . 

3. 7 5 (2H. b r s), 3. 90 (2H, br s), 

4. 5 7(2 H. br s), 4. 68(2 H. s). 

6. 64 (1H. d. J= I 5. 6 Hz) . 

7. 2 8 - 7. 3 5 ( 5 H. m) . 

MS (FAB) m/z : 5 5 3 [ (M + H) + , C£"] . 
5 5 5 [ (M+H) + , C i 37 ] . 

l&mm 119] ( 3 S) - 3- 7; y - 1 - t e r t - yh + '>*;l-,f_Af 
a ij > 

##0»J5 9 tl^tOKlEKcfctu (3R) - 1 - t e r t - 7'h + y*A-f- 
^-3-.X^>^^^-;^ + i/eaij>»> (i. 5 0g) ^tLt, US 

'H-NMR (CDC i 3 ) 6 : .1 . 4 6 ( 9 H, ; s ) , 

1. 9 8-2. i:i (2H, m) , 2. 9 5-3. 1.0 ( 1 H. m) . 

3. 2 6 - 3. 6 0 ( 4 H, m) . 

MS (FAB) m/z : 1 8 7 (M+H) *. 

[##15*11 2 0] (3S) - 3- [ (6-^DD-t-^^U>- 2-^A) 

##091 tra«OSlCtCj;»J % - (3S) - 3 -7 ; y - 1 — t ert -7'> + 
~> * * f a > «-JK*4 1 LT, IRjBfk^^Sfco 

•H-NMR (DMS0-d s ) 5:1,6 9 - 1. 8 0 ( 1 H. m) , 
1. 8 8 - 1. 9 9 ( 1 H. m) . 2. 9 5 - 3. 2 8 ( 4 H. m) . 
3. 7 5 - 3. 8 4 ( 1 H. m) , 7. 7 1 ( 1 H. m) . 

7. 9 1 ( 1 H. m) . 8. 1 0 - 8. 3 0 (4 H, m) . 

8. 53 ( 1 H, s ) , 8. 91 (1H, br s) , 
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9. 0 6 ( 1 H. b r s) . 

[#%0»J 121] (3S) -1- [(5-tert-7> * >*> iltf-K - 4 , 

5. 6. 7-f h7tKofx; [3, 2-c] t* 'J > — 2 — ( A ) /^A] 
-3- [ (6-?oot7^U>-2-f^) 7/lt>>7; K].t*D'Ji/> 

#%0iH 7 iP!1£<Z>&J£(r«J:9. 5 - t e r t -7' h*^27 A*-A - 2 -* 
5, 6. 7-fh7tKofi; [3, 2-c] t*'Jv>, (3S) 
-3- [ (6-^oot75'l/>-2-fA) XJl*>Ti K] t'DiJy> N 

■H-NMR (CDCi 3 ) 5 : 1. 49 (9H, s), 

I . 5 2 - 1. 6 3 ( 1 H. m) . 2 . 03-2. 1 2 ( 1 H, m) , 

2 . 19-2; 27 ( 1 H. m) . 2 . 3 5 - 2. 5 4 (.2 H, m) , 

2. 7 3 - 2. 8 5 (3 H, m) . 

3. 5 9 ( 1 H. d, J=l 3. 9Hz) . 

3. 6 6 C I H, d, J = 1 :3^:9 Hz.) ^ i3: w7 0i( 2 Hv b r s ) , 

3. 8 8 -Z: 9 5: ( 1 H. -m) ,4. 3 9 . ( 2 H, s) . 

4. 9 9 (1/2H, s ) . 5, 0 2 (1/2 H, s ) . . 

6. 4 9 ( 1 H, s). 7. 5 5 ( 1 H. dd. J=8. 8, 2; 0 Hz) . 

7. 8 2 - 7. 9 0 ( 4 H, m) . 8. 4 0 ( 1 H. s) . 
MS (F D) m/z i: .5 6 1 (M + , Ci 35 ) , 

5 6 3 CM* , Ci") . 

[##<$tj 12 2] (3S) -1- [(5-tert -7* b *i;t> )l*->l - 4 , 

5. 6. 7-fh7tFafx; [3. 2-c] t* 'J >' — 2 — -f A) fJ A rH— 
A] - 3 - [ ( 6 - ? aai-y? u >- 2 — A) XA*>T ^ K] fa 'J v> 

#^0>J 1 2 irlsI^K^ 5-tert-7'h + i'*^-;l-4, 5. 6, 7- 
rh^tKafx; [3, 2 - c ] f'J >>> - 2 -/? (3S)-3- 
[(6-?DDt7n>-2--fA) XA*>7; K] h'aij y> h 'J "7 A 
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'H-NMR (CDCi,) 6 : 1. 50 (9H. s), 

1. 8 0 - 2. 0 8 C 2 H, m) , 2. 75 ( 2 H, br s), 

3. 4 8 - 3. 8 7 ( 6 H, m) , 3. 8 8 - 4. 0 5 ( 1 H. m) . 

4. 3 7 ( 2 H, b r s), 6. 09 (1H, br s), 
7. 0 5-7. 15 ( 1 H. m) . 

7. 5 5 ( 1 H, d d. J = 8. 8, 1 . 5 Hz) , 
7. 7 9 - 7. 9 1 (4 H, m) , 8. 4 1 ( 1 H. s) . 
MS (FAB) m/z : 5 7 6 [ (M+H) + , C£ 35 ] , 
5 7 8 [ (M + H) *. C . 

[##tf'J 123] (3S) - 3-7U-1- [( 6-^nDt7n>- 2 - 
■1)1) ;*;u*— ;U] h'a>)'Jy 

( 3 R) -1-tert -7'h + ->*A--f-^- Z-J ^VXA^-At+y 

•H-NMR (DMSO-d s ) 6:1. 3 8 - 1. 5 3 ( 3 H, m) , 
1 . 7 2 - 1. 8 3 ( 1 H, m) , 2.81-2. 89 ( 1 H, m) . 
3. 20-3. 39 (4 H. m). 
7. 6 9 ( 1 H, d d, J = 8. 8. 1. 9 Hz) . 

7. 87 (1H, d, J= 8. 8 Hz) . 

8. 12 (I H. d, J = 8. 8 Hz). 8. 21 (1H, s), 
8. 2 6 ( 1 H. d. J = 8 . 8 H z ) . 8. 39 (1H, s). 
MS (FAB) m/z : 3 I 1 [ (M + H) *. C£ 3S ] . 

3 1 3 [ (M + H) C i 57 ] . 
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[##{*J 124] (3S) - 3- [[(5-tert-7'F + y*A-.f-/L- 4 . 

5. 6. 7-rh7th"'Dfiy [3. 2-c] f'J : J > - 2 - 4 A) 
7 £ / ] -1- [(6-?ant7^1/>-2-'fA) ^At>- A] fa U ^ > 
###J 4 7 i:l5]#©Sct(r J: 0 N 5-tert-^h + ^*A.fiA-2-* 
Jl- i A— 4 , 5, 6. 7-f^7b Kofx; [3. 2-c] t*'Jy>, (3S) 
-3-7 - - [(6 - ? b > - 2 A-) x;l--t>-A] fn »J 

1 H-NMR (CDCf 3 ) 5:1. 4 8 ( 9 H. s) , 

1 . 6 0 - 1. 6 9 ( 1 H, m) , 1 . 9 5 — 2.0 5 ( 1 H. m) , 

2 . 7 2 ( 2 H. b r s ) , 

3. 1 1 ( 1 H. : d d.: J= 1 0. 3. 4. 4 Hz) , 

3. 3 0 - 3. 4 6 (4H m) , 3. 68 ( 2 H, b r s ) . 
3. 7 2 (2 H. s). 4. 3 6 ( 2 H, s ) . . 6 . 4 4 ( 1 H.v s ) , 
7. 5 6 (1 H. dd. J=8. 8. 2. 0Hz) , : :• ; 

7.86-7. 9 1 ( 4 H. m) . 8. 3 6 ( 1 H, s) . ../ - " 

MS (FD)m/z : 5 6 i (M* , C £ 3S ) , 5 6 3 ; - . , 

(M* , C £'~') . ■" 

[##0>J 12 5] ( 3 S) - 3— [ (5 - t e r t h*^#;U**^vi -4 . 
5, 6. 7-fh7tKafiy [3, 2 - c] t a U 2 -WA) 

^■7-;] - 1 - [ (6-?nnt7^U>-2-f ;u) ^A^—A]- fa ,M i? 

1 2 tl^K, 5-ter 5. 6. 7- 

f F7tKafxy [3. 2-c] ¥ ') iJ > - 2 - tr J\,tf>m. (3S) -3- 
7; / - 1 - [ ( 6 - ?oot7n>- 2 --f;lO XA^ — A] h'a 'J > 

'H-NMR (CDC £ 3 ) o: 1. 48 (9H. s). 
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1. 90-2. 0 0 ( 1 H, m) , 2. 11-2. 2 2 ( 1 H, m) . 

2. 80 (2H. br s), 3. 3 2 - 3. 4 2 ( 1 H. m) . 

3. 44-3. 5 7 ( 3 H, m) , 3. 71 (2H, br s), 

4. 38 (2H, d, J=l. 5Hz). 4. 4 0 - 4. 4 9 ( 1 H. m) , 

5. 80-5. .8 7 ( 1 H, m) , 6. 96 (1H, s), 
7. 5 4 (1H, d d, J = 8. 8, 1 . 5 Hz) . 

7. 8 3 - 7. 8 9 ( 3 H, m) , 7. 90 ( 1 H. d, J=8. 8Hz), 

8. 3 7 ( 1 H. s) . 

MS (FD) m/z : 5 7 6 [ (M + H) + . Ci ls ] , , 
5 7 8 [ (M+H) + , Ci ,T ] . 

[##0dl2 6] 1- [(5-t ert-yh + ^^W>-/L-4, 5. 6, 7 
-fh7tKofx/ [3, 2-c] f'J ; Jy- 2 --TA-) 77;l/*"^;l] - 4- 

##0J 1 2 5 - t e r t -7 is 4. 5, 6. 7- 

f h7tKofx; [3, 2 - c] f»J 2 -7j;U4f>^ 1 — C C 6 — ^ 

! H-NMR (CDC f,) 5:1. 4 7 ( 9 H. s ) , 

( 

2, 0 L ( 2 H, b r s) . 2. 7 8 ( 2 H, b r s). 

3 ; 3 7 - 3 . 5 4 ( 4 H, m) , 3 . 6 8 ( 2 H, b r s ) . 

3. 7 8 ( 2 H, t, J = 6. 1 Hz) , 

3. 86 (2H, t, J = 6. 1Hz). 4. 39 ( 2 H, s), 

6. 8 8 ( 1 H, b r s) . 

7. 5 5 ( 1 H. d d, J= 8. 8. 2. 0 Hz) , 

7. 75-7. 80 C1H, m). 7. 83-7. 9 0 ( 3 H. m) . 

8. 3 3 ( 1 H. s) . 
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MS (FD) m/z : 5 8 9 (tVT . CS 1 ' 9 ) . 
5 9 1 CM* . C S 31 ) . 

1 2 7] 4 -^y-J)lT i;-l-tert Y*^1j t'K 

M >>> 

„ I - t e r t -T'hi 1 ^^-^- K> (7. 0 0 g) 

oy^> (5 0 0mi) C^t, ^>^l/7;> (4. 03m£)\ h'J7 
■t h + ^7jc^{t--f^^ h'J^A (l l. 9lg) ^Otrij&T'-WUfco 

7/,)o7h/77^- (^-y-> : wmi---f-&= i .• i) dd^fit^u mm 

<t&® ( 7 . 4 6 g, 7 6%) £»/Co 

'H-NMR (C D C £ a) 6 : l . 2 4 — I . 3 7 ( 2 H. m) , 

1. 4 5 ( 9 H, s) V I . 8 0 - l . 9 0 (2 H, m) , 

2. 6 2 - 2'; 7 0 ( 1 ; H, m)~. 2 : . 7 5 - 2 . 8 5 ( l H, m) , 

2. 9 8 - 3. 0 7 (lH, m)' 3. 78- 3. 90 ( 3 H, m) , 

3. 9 5-4. I 0 ( 1 H, m) , 7 , 2 1 - 7 . 3 4 ( 5 H, m) . 
MS (FD) m/z : 2 9 0 M* . 

128] 4-7;y-l-tert -T'h + ^^t'iAf'OJ ^> 

Splits 

4 - O ;U T i J - 1 - t e r t - ~* h 4- i/ t> A # ; — >>U U. > 
(4. 0 4g) & t 9 J —)l (2mi) N ItIS? (3 Omf ) 10^ 
^ ytf^mm (ft 5 0 %7jc#1^ 3. 0 6 g) ^fin^^E (3^EE) KTigM 

^TlirfcU f£Sfl:-£t&) (2. 2 3g. 5 7%) ^f#/Co 
•H-NMR (DMSO- d 8 ) 5:1. 10-1. 2 3 ( 2 H. m) . 
1. 39 (9 H. s). 1. 69-1. 7 7 ( 2 H. m) , 



1 8 5 



WO 99/16747 



PCT/JP98/04411 



1. 80 (3H. s). 2. 50 (2H. s). 

2. 6 7 - 2. 8 8 ( 2 H. m) . 3. 8 0 - 3. 9 0 ( 1 H, m) . 
MS (FAB) m/z : 20 1 (M + H) *. 

7Z£ftVr : C,oH 20 N 2 0 2 • CH,COtHiUT 
Itffffi : C, 53. 16: H. 9. 37; N, 10. 33. 
#tffffi : C. 53. 51; H, 9. 10; N, 9. 93. 
[##0<i 1 2 9] 4 - C (6-?DDt7^U>-2-'f^) XAt>>7; K] 

#%#J 1 4-7;;-l-t e r t -7'h + >'*;tt:-AtXiJy 

> ftiMS, 6 - ^ a d - 2 - 1 7 f -t-A ; d 7 ^- F»t L i 

'H-NMR (DMS.O- d s ) 6 : 1 . 4 7 - 1 . 6 0 ( 2 H, m) . 

1. 6 8 - 1. 78 (2 H, . m) . ; 2. 8 1-2. 9 5 ( 2 H, m) , 

3. 10-3. 2 0 (2,H. m) , 3. 2 9 - 3. 4 0 ( 1 H, m) . 
7. 70 (lH/ dd. J=8. 8, 2. 0Hz) . 

7. 9 1 • ( 1 H. id d. J= 8. 8, 2. 0Hz). 

8. 11-8. 1 5 ( 2 H. m) . 8. 21 (1 H, s ) , 
8. 3 1 (1 H. b r s ) , 8. 5 0 ( 1 H, s ) , 

8. 5 5 ( 1 H. b r s) . 

MS (FAB), m/z : 3 2 5 [ (M + H) ■*. C , 
3 2 7 [ (M+H) \ Ci 17 ] . 

[##0H 3 0] 1- [ (6-^DDt7^l^>-2-^l) X/L-t-'L] -4 
- [.(G-->77 / <//77>-2-^l) tiJl^—Jl} t'^i^ 

#^ffll 2 kmm<D&fclZjziO^ 6-->7;^>777>-2-A^-t;>^ 
1- [ (6-?oDt7^i/>-2-^b) x;u*^;u] £g£ig£ 
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'H-NMR (CDC £3) 6 : 3. 2 1. ( 4 H. s ) . 

3. 9 5 (4 H. s) . 7. 3 2 ( 1 H. d. J=l. 0Hz), 

7. 5 5 (I H, d d. J= 8. 3, 1 . 0 Hz) . 

7. 59 (1H. dd, J = 8. 8, 2. 0Hz), 

7. 7 2 ( 1 H. d. J= 8. 3Hz), 

7. 7 7 ( 1 H. dd. J=8. 8, 2. 0Hz). 7. 81 (1H. s). 
7. 88-7. 9 5 ( 3 H. m) , 8. 3 2 ( 1 H. s). 
MS (FAB) m/z : 4 8 0 [ (M+H) \ Ci 3S ] . 
4 8 2 C (M + H).*, C£ 31 l . . 

[#%0H 3 1] 1 - [ (6-;DDt7^l/>-2--fA) 4] -4 

"St 1 - [ (6-'j'OD-t7^l/>-2-'f^) ^;l/+x^;L] t*^7y> 

'H-NMR (CDCi,) 6 : 3. 18 ( 4 H. s) , 

3. 8 9 ( 4 H. s) . 7. 4 3 ( 1 H. d. J =2. 0Hz). - 

7. 6 0 ( 1 H. d, J = 8. 8 Hz) . 7. 7 3 - 7. 8 0 ( 2 H. m) , 

7. 8 5 - 7v 9 5 ( 4 H. m) . 8. 10 ( 1 H. s) . 

8. 3 2(1 H. s) . 

MS (FAB) m/z : 4 9 6 [ (M + H) C £ 1S ] . 
4 9 8 [ (M + H) *. Ci 37 ] .' 

[###113 2] (IRS) - 4 - h 'J 7Jl*a./ 9 y XJi fr—Jl** is - 3 - 

^77Dt';b7 $ > (0. 9 9mi) ^fh7h Kd77> (5 Omf) (Z 
?S8?U - 7 8*C(CTn -z^f-JlVf-II* ( 1 . 59M^-+>&$, 3. 70 
m£) «TLf: 0 fh7bFo77> (5m£) {zmm^^tzA -**J'y? 
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a/s++|->^A^>ffifxf-^ (1. OOg) ^TUl Sftfflmffik. rh7 
t Ko77> (5raf) i;g|?$t/:N-7i-;i. h 'J 7Wd^ ^ >x/t^> 

-r i k (2. i o g) $iTi, o'cs-cfm^-tt^®*. i ^mmwir- 0 m.m 

gi^Jl-=9 : 1) (CkOfilKLTfiRBYfc^ ( 8 3 8mg, 4 7%) 
1 H-NMR (CDCi 3 ) 5:1. 27 ( 3 H, t, J = 7. 3Hz). 

1 . 8 8 - 1. 9 9 ( I H, m) , 2. 10-2. 18 ( 1 H, m) , 

2. 3 8 - 2. 5 0 ( 4 H, m) , 2. 5 5 - 2. 6 4 ( 1 H, m) . 
4. 16 (2H. q, J = 7. 3Hz). 5. 77 ( 1 H. br s). 
MS (FAB) m/z : 3 0 3 (M + H) \ 

[#%#J 13 3] (1 RS) - 4 - U- f'J - 3 - :> 7 o^-t >#;U 

7 <b mm<£>&.mz xo, (irs) - 4 - km -> a,* oy^>^ 

fco , . . ,, /y ,.. 

'H-NMR (CDCi 3 ) <5- : 1. 2 8 ( 3 H, t, J=,7.. 3Hz), 

1. 8 0-1. 9 1 ( 1 H, m) . 2. 19-2. 2 5 (1H, m) , 

2 . 4 0 - 2. 5 7 ( 4 H. m) . 2. 5 9 - 2 ; 6 7 ( 1 H. m) .... 
4. 17 (2H, q. J=7. 3Hz), 6. 36 ( l.H, b r s) , 

7. 2 6 (2H. dd. J = 4. 9. 1 . 5 Hz) . . 

8. 5 3 (2H, d d, J = 4. 9, 1 . 5 Hz) . 
MS (FAB) m/z : 2 3 2 (M + H) ♦. 

13 4] (IRS) - 4- (4-t"'J v'A) - 3 - is ? a^-b yfs )l 

##M8 tlel^l-^ (IRS) -4 - (4-t ,, J^A) - 3-^^o / \^-ir> 
* ;L > g£x A £Hr*4 <t L WMit^ty £ #*: 0 
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'H-NMR (DMSO-ds) d : 1. 7 0 - 1. 8 2 ( 1 H. m) ■ 
2. 10-2. 1 9 ( 1 H. m) , 2. 42-2. 6 5 ( 5 H. m) , 
6. 99 ( 1 H, br s), 8. 02 ( 2 H. d. J = 6. 8Hz). 
8. 80 (2H, d. J=6. 8 Hz) . 
MS (FAB) m/z : 2 0 4 (M + H) + . 

[##0»J 135] cis- trans-4 - (4-f'J ifJl) • i/9 

#%#J8 7 .blUtd, (IRS) - 4 - (4 - f'J ~J )l) - 3 -i^o^-tr 

MS (FAB) m/z : 2 0 6 (M + H) \ 
[##M13 6] 6-^h + i/-3„ + y 'J > 

3-y h+->7x?f;i7; > (7 5. Og) *f K?t Ka77> (1 0 0 
mi) (CigPU *teT£» (6 Omi) . &7kme-(l 0 8mi) ^fiDX."CM 

■fcJRS^'O-tf:/ (2 0 Omi) CS/PPU Tfc^T^^^fgft'J > (.1 4 Omi) 
■ *»Tlfc, 7 0°CT1 5«-IB«mft, 7K^-flnx.^©*>(-2^fI^fin^T7K 
#T 1 0#ffl«#Lfco im&ftWLLXffiBt* 0 ^A^Jn^fUU v^n a / . * 

tcmcZ-y V ti >f =5 W? b7>777^- (v>? na / ? > — >??aa y * 
> : y 9J-Jl= l 0 0 : I ) KJcOflfSU .flRHflS^B ( l 3. 5 g, 17%) 

'H-NMR (CDCi,) <5 : 2. 72 (2 H. t. J = 7, 3Hz). 
3. 72 (2 H. t. J = 7. 3Hz). 3. 8 3 (3 H, s), 
6. 68 (1H, d. J = 2. 4Hz). 
6. 7 9 ( I H. d d. J = 8. 3. 2. 4 Hz) . 



1 8 9 



WO 99/16747 



PCT/JP98/0441 1 



7. 22 ( I H. d. J = 8. 3Hz), 8. 25 ( I H, s). 
MS (FAB) m/z : 1 6 2 (M + H) \ 

[##ffU 1 3 7 ] 6 - ^ h^r-y- I . 2. 3. 4 -f h? t Kd^ v + 7 'J > 
6-/h + ->-3, + y 'J> (10. 4g) ^^7-^ 

(1 00m^) iJiU 7K ( 1 Omi) £JjDx.^©-£. jfc^ffc*^^- HJ ^ 
A (6. 1 Og) ^iD^tf fiCt 1 5#ffii«8iLA:o Sl£?££$l±T2i*iff U 

(y?DD^>y?aD^>. : y^y-;u= i o 0 : 15) <C«i:9ttfiU 
«H{fc-&& (7. 9 5 g, 7 6%) £-f#fc 0 

•H-NMR (CDC/.) <5 : 2. 7 9 ( 2 H, t. J=5. 9 Hz),- ■ 

3. 1 2 ( 2H, t, J- 5. 9 Hz) , 3. 7 6 ( 3 H. s ) , 

3. 9 6 (2H. s) ; 6.. 6 2 ( 1 H, s) . 

6. 7 0 ( 1 H. : d d , J=8. 3. 2. 4 Hz) . 

6: 9 2 ( 1 H. d, J= 8. 3 Hz) . 

MS (FAB) m/z : 1 6 4 (M + H) \ 

C#^l5»i 1 "3-8 •]> 6'"- t. Ka^^- 1 , 2. 3 , 4 - t- h 5 t Ko -< 7 + / V > 
" f£®Ei& '•: " • <r ■■■ 
' -'■ 6 - * h 4- > t ; - 2 . 3 , ,4-fi7t Kn-f:7 + ; U > ( 7 . 7 5 g ) £• 
yyf/lXA7-{- K (2.0 mi) (Cjg«PU ft&T&itT )l i —V U (19. 0 

g) ^fin^T^ST-3B$Hm^L7to i>9uu ^^yt^mk^m^xim^ 

zmamtz-? ; -}\> (i oom£) staffs* lt#£*ia:«i 

zizsmts-m-zmx.. tix&Ltzmfr&^nLxmmit^ty (7. 9 1 g, 90 

%) £f#fc 0 
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1 H - NMR (DMSO-d 8 ) 6 : 

3. 06 (2 H. t, J=5. 9Hz). 3. 4 3 ( 2 H. m) . 

4. 25 (2H. s) . 6. 76 ( 1 H. d. J=2. 0Hz). 

6. 8 3 ( 1 H, d d. J = 8. 3, 2. 0 Hz) . 

7. 15 (1H, d, J=8. 3Hz), 9. 71 ( 3 H. br s). 
MS (FAB) m/z : 15 0 (M + H) + . 

[##0fJl3 9] 2 - t e r t - ^ h + 6 - k Ko + i/- l , 2. 

3, 4-fh7tKo>fv + ; i J> 

'6-tKn + yl, 2. 3, 4 -.-r t KW 7*7 'J >. iS»*S (7. 8 
7g) ^y^;-;Kl 0 0m£) Cii^t, h'JxfA7;> (4. 6 7 
m£) % 'y-t-er t —zf^Jl -J±r-#*-b (1 3. 9 5 g) &1iax.~C&& 

10 : 1 - 3 : 1) {Z± U ( 9 :': 9 6g, 9 4 %) £»fc 0 

' H-NMR (G D C i a) 5:1. 4 9 (9H, s), 

2. 7 5 ( 2 H. t . J = 5. 9 Hz). 

3. 61 (2H. t, J = 5. 9 Hz) , 4.- 4 8 ( 2 H. s) , 

6. 2 5 ( 1 H. br s), 6. 6 4 ( 1 H, d."J=2. 4 Hz). 
6. 7 0 (1H, br s). 6. 93(1 H. d. J = 7. 8 Hz) . 

1 4 0 ] .2 - t e r t -7 h^ri/trAtf—Jl- 6 - h 'J 7AtD * 
x;^W->-l, 2. 3, 4-fh7bKD^7*;'J> 
#%#J 9 4 fclTOd, 2 - t e r t -7 )V#—H- 6 - fc h'o + y- 

1. 2. 3. 4 h?t Ka-fv + y U >£Hi*4i:LT. §5&fiIfl:-&ft*f#fco 
'H-NMR (CDC£ 3 ) o: 1. 49 (9H. s). 

2. 87 ( 2 H. t. J = 5. 9 H z) . 
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3. 66 (2 H. t. J = 5. 9Hz). 4. 59 (2 H. s), 
7. 0 6 ( 1 H. br s), 7 . 0 8 ( 1 H, d, J = 8 . 3Hz). 
7. 17 (1H. d, J = 8. 3 Hz) . 
5c*#0f : C.»H,.F,NO.Si:LT 
frJM&:C. 47. 24; H, 4. 76; F. 14. 94; N, 3. 67: 
S, 8.4 1. 

7>tfHtt:C. 47. 34; H, 4. 72; F. 15. 25: N. 3. 42; 
S. 8. 65. 

[#^0»J 1 4.1 ] 2-tert - 7' h *->77 A*^-A - 6 - / h * i/77 A ;f^-A 
-1. 2, 3. 4-fh7tKn-rv*;iJ> 

2-tert -y b^-yfiJltf—Jb- 6 - Ml 7Ata ^ ^ >xA^-A-t+ 
^-1,-2, 3, 4 -f- h.7 b KoW V + 7 'J> (I. 3 4 g) ^.^y- 
A(5 0ml> K»I¥U h U xf;b7 ~ > ( 0 . 7 3 m i ) , 'J^ t- 

(II) (4 0mg)\ 1. 3- i— ^ 7 ) 7*o^-> (14 5 

mg). -»fk«*SlS6T. 7 O'CT- lfe«#L3fco KE£i££»ffiT»tt 

U 1^ ^ i/ 'J * y;l/i7 7A^avh?77^-. > : I^if = 1 5 

: 1) KcfcOmiSU mfc&m C 6 6 5mg. 6 5%) 
1 H-NMR (CDCi,) 5:1. 5 0 (9H, s) , 

2 . 8 8 ( 2 H, m) . 3 . 6 6 ( 2 H, b r s ) . 

3. 9 1 (3 H, s) . 4. 6 2 ( 2 H, s) , 

7. 17 ( 1 H. d, J= 7. 8Hz), 7. 8 3 ( 1 H, s), 
7. 8 4 ( 1 H. d. J= 7. 8 Hz) . 

14 2] 1- [(2-tert -7 A#—H- 1 , 2. 3. 4 

-fh7h Kb-fv + y »J >- 6 — -f A ) 77A*^-A] - 4 - [ ( 6 - ?DDt 
7^U>-2--fA) XA*— A] f^5i/> 
#^I5>J4 8 2-tert —7' f- + > 77 A-.-K— A- — 6 - / h*£/*7 A 
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.-tfjr./1-i, 2. 3. 4-fh7tKo'fV*; i J a | - [(6-?oot7 
* U > - 2 - -f A-> A*^-A] 5 ^ > lififcii€-iS*4i: LT. SKffi 

1 H-NMR (CDC £ 3 ) o : 1. 48 (9H. s), 

2. 7 6 (2 H. t, J = 5 . 4 H z ) . 3. 09 (4 H, br). 

3. 60 (2H. t. J = 5. 4 Hz). 3. 7 7 (4H, br), 

4. 52 (2 H. s), 7. 12-7. 2 5 ( 3 H. m) . 
7. 5 9 ( 1 H. d d, J = 8. 8. 2. 0 Hz) . 

7. 7 5 ( 1 H, dd. J = 8. 8. 2. 0Hz). 
7 . 8 8 - 7. 9 5 ( 3 H, m) . 8 . 3 0 ( 1 H. s ) . • 
MS (FAB) m/z : 5 7 0 [.(M+H) + , Ci 35 ] , 
5 7 2 C (M+H) C£ 37 ] . 

[WMI.4 3] 4r (l-tert-7h*i/*At:-^-l, 2, 3, 6 - 
f h7kKnt , 'J^>-4-^^)$,|fi : - 
4 - ( 1 - t e r t -yF + ^^-yl'- 4 - MJ 7Wo^ >xa*x 
1 , 2, 3, 6 -T- h 7 t Ko f'J ( 3 . 5,9 g) *1, 2 
.->^ h^->i;>,(3>mi) (c&JBU" 4 
(3. 6 0g) , A (1. 3 8g)\ f h7+Xh'J7if.'L.t^7 

^'<rm(0. 6 2 g) . N 'J t7A7jc^ (2M. 16. 3mi) 

ao y ^> : /^y-;u= 10 0:1) {CcfcO?Hi2L> > fcR^x^U© 

Zg£f£l& ■*-•*-> : gfc®EX^A = 5:1) 4>§fi=^^Lt, S?Hft£1& 
( 4 6 2mg, 14%) &m~o 
'H-NMR (CDCi,) d : 1 . 5 0 ( 9 H, s) . 
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2. 5 6 (2 H. b r s ) . 3 . 6 6 ( 2 H, m) , 

4. 1 2 (2H, b r s) . 6. 1 9 ( 1 H, b r s). 

7. 47 (2H. d. J = 8. 3Hz). 

8. 07 (2 H. d, J=8. 3 Hz). 
MS (FAB) m/z 3 0 4 (M + H) *. 

[#%0>J 144] 4 - (l-tert-7' h + Jltf—H h'^ l Jy>-4--f 

a) 

##M8 7 4- (l-tert-yh + ^A-f-A-l, 2. 3, 

'H-NMR (CDCi,) 5:1. 4 8 ( 9 H. s) , 

1. 60-1. 71 (2H, m) , 1. 8 0 - 1. 8 9 ( 2H. m), 

2 . 6 9 — 2 . 9 0 ( 3 H. m) , 4. 2 0 - 4.3 5 ( 2 H, m) . 

7. 3 1 (2H. d, J= 8. 3 Hz) . - 

8. 0 5 (2H, d, : J= 8. 3 Hz) . 
MS (FAB) ; 'm/z : 3 0 6 (M+H) *. 

1 4 5] 1 - ; [4 - ( 1 - t e r t -7 b^-ytiA^—Jl - 1 . 2, 3, 
6-f^7hKa t*'J ~J > - 4 - -f Jl~) W Jl] - 4 - [ (6-?oat7 
* l> > - 2 - << Jl) XA*— Jl] V V 

##0JT 2 tfslltOJSColCcfcO. 4 - ( 1 - t e r t -7^^H«- 

1 . 2. - 3. 6 b =y t-Ko L*'J s> v- 4 A) 1 - C ( 6 - ? 

'H-NMR (CDC is) 6 : I. 4 9 ( 9 H. s) , 

2. 4 8 (2H. b r s), 3. 10 (4H, br), 

3. 62 (2 H. t, J = 5. 9Hz), 3. 70 (4 H. br). 
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4. 08 (2H, br s), 6. 05 (1H, br s). 

7. 25 (2H. d. J = 8. 3Hz), 

7. 3 4 (2 H. d. J=8. 3Hz). 

7. 59 (1H. dd. J= 8. 8. 2. 0 Hz) . 

7. 7 5 ( 1 H. d d, J= 8. 8. 2. 0 Hz) . 

7. 9 0 - 7. 9 6 ( 3 H, m) . 8. 30 (1H, s). 

MS (FAB) m/z : 5 9 6 [ (M + H) + . Ci 35 ] , 

5 9 8 C (M+H) + , CJ"] . 
[##0H 14 6] 

1 - [ 4 - (1 - t e r t -7*h ist> Jltf—A- fc'^ 'J ^ > - 4 - ■< A ) ^ > V 
-f;U] -4 - [ ( 6 - ?nnt7? U >- 2 - -T A) XA<t-^] Wi?> 

###J 1 2 tll&CD&CSCck'K 4 - (1-tert -ZT h *->t> Jl*-Jl -f 
^■jv>-4--r^) ££§BL : ' 1 [ (6-^at7yi/>-'2-YA) X 

'H-NMR (CDCij) d : 1. 4 7 ( 9 H, s); 

1. 4 9 - 1. 6 3 ( 2 H. m) . 1. 7 2 - 1. 8 0 (2H, m) , 

2. 5 9- 2; 6*8 ( I E m) . 2. 71-2. 86 ( 2 H, m) . 
2. 9 2 - 3. 3 0 ( 4 H. m), 3. 4 5 - 4. 9 5 ( 4 H, m) . 

4. 16-4.31 (2 H, m) . 7. 1 8. ( 2 H, d. J = 8. 3 Hz) , 

7 . 2 4 ( 2 H. d , J = 8 . 3 H z ) . 

7. 5 9 ( 1 H. d d. J = 8. 8. 2. 0Hz). 

7. 7 5 ( I H, dd, J=8. 8, 2. 0Hz) , 

7. 9 0 - 7. 9 4 ( 3H. m), 8. 3 0 ( 1 H. s). 

MS (FAB) m/z : 5 9 8 [ (M + H) \ C£ 3i ] . 

6 0 0 [ (M+H) \ Ci' 7 ] . 

[##{911 4 7] (3RS) - 3-7; y - 1 - t e r t -7' h*>*.'L * 
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7fa£T3 - 7;,/1: , d'J^> (0. 5 4 g) % t 9 J - 1\. (3 0m£) dig*? 
U y-f77 , ot , ;lxfA7;>(7 2 0tf^) , 2 - (tert-7h*y* 
AtwAt + y-T;;) - 2 - 7 x — yUT tr h — h U > ( 0 . 8 4 g) ^SlJX.. 

"Cffiffi U SfKrt;#«B ( 0 . 5 9 g. 9 4%) £?#A:o 
1 H - NMR (CDCi 3 ) 5 : 1. 4 5 (9H. s) . 
2: 00-2. 30 ( 2 H. m) . .3. 10-4. 0 0(5 H, m). 



C##15dl 48] (3RS) -1-tert -7' h*^* A^"-A- 3 - [ (6 

•03Zmi.tmm^ (3RS) - 3-7-y - l-ter ,t-7^^*^' 
-A fo 'J y > LT, liftmilfco 

'H-NMR (CD C i 3) (5: :- 1 . 3 7 ( 9 H. s ) , 
1 . 6 0-2. 10 (2H, m) , 3. 0.0-3. 50 ( 4 H. m) , 
3 . 8 8 ( 1 H, b r ) , 4 . 9 6 ( 1 H. b r ) , 

7. 50-7; 60 (1H, m) . 7. 8 0 - 7. 9 0 < 4 H. m)., 

8. 4 3 ( 1 H. s) . . 
MS(FAB)m/z:4 1-l. [(M + H) Cf' 5 ], 
4 1 3 [ (M + H) *. C£ 37 ] . 

[###J 149] (3RS) -1-tert -7 A-tf— 3 - [4 - 

( 4 - t? »J ~J )l) ^>77; K] £ □ ') v 5 > 

##(5»I1 2tmmz^ (3RS) - 3-7;;-l-tert - + 
/I b'a'Jy> s 4 - ( 4 - f 'J £j&SS£Jgi**£: LT, «g{b£8l£ 

'H-NMR (CDC£ 3 ) o : 1. 48 (9H, s). 
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1 . 9 0-2. 10 ( 1 H. m) . 2 . 2 0 - 2. 3 0 ( 1 H, m) . 
3.3 0- 3. 4 0 ( 1 H. m) . 3. 40-3. 6 0 ( 2 H. m) . 
3. 7 0 - 3. 8 0 ( 1 H, m) . 4. 6 5 - 4. 75 ( 1 H. m) . 

6. 25-6. 3 5 ( 1 H, m). 7. 52 (2 H, d, J = 5. 9 Hz). 

7. 7 1 (2H. d. J= 8. 3 Hz) , 

7. 88(2 H. d, J=8. 3Hz) , 

8. 7 0 ( 2 H, d, J= 5. 4 Hz) . 
MS (FAB) m/z : 3 6 8 (M + H) *. 

[###J 1 5 0] 6 ->7uu-N-./ h + ix-N- /J-Jl — a + yr I K 
tKHTF. 6 -?au^a^>^ (5, 0 0 g) $y?ciD ( 1-5 0 ) 

- k (5." 3omi) &Mz-tz&, M^zx2 zmi\mwLtco ^m^mmLx 

' l "'&t>fttzmfi££:V?n° J ? > (l 0 Omi) (C*gj$?U xk^pTV N. O- 

- ;btKnf^ >i/T =• ^ !i Jg^JM ( 6 . 1 8 g ) ; & J; C>'> 'JxfAT;/ 
" < 13. 3 ml')-^fiD^feo :mSP7t: 6 B^^^^> . i> 7 a □ ; y 9 > .( 15.0 

^^J'ovh^^-f - (^+-t> : I^i^>l/.== 2 : 1 ) Tit £JU MJUfc 
-frtt (6. 0 8 g, 9 6%) &m~o ' 
1 H - NMR ( CDC i 3 ) 5:3. 3 9 ( 3 H; s).. 
3. 56 (3 H. s), 7. 39 ( 1 H; .d. J=8. 3 Hz). 
8. 0 3 ( 1 H. d d. J= 8. 3. 2. 4 Hz) . 
8 . 7 8 (1H, d , J = 2 . 4 H z ) . 
[##0H 5 1 ] 6-?oo^3f>7;lftK 

6-?od-N-./ h^^-N- *"f-)l— >T i I-" ( 5 0 0 m g ) €-f- h 
7tFo77> (8mi) (3iU T;m'>^fflmT. - 7 8 °CX^m<t"J -f 
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77'f-n.TA ■ z-^u ( 0. 9 5MM-t>ig^ 2. 8 8m£)£n£TU 3 
B$Mlg#U ^>tlj&T2iff B WL/:o 2 0°Cc:#£flU &fcJ1§- 

f^7jc (2m£) £&]X.T3 O^FbIJI^. ^i^I* l«xf ;lt^^L 

*Lr»fflE€-«EE9*LT. flGBffc^ (346mg, 98%) -£fi£J&$&j£:L 

1 H-NMR (CDCf,) d : 7. 5 2 ( 1 H, d, J = 8. 3 H z) . 

8. 1 4 ( 1 H, d d. J = 8. 3, 2. 2 Hz) . 

8. 8 7 ( 1 H. d. J=2. 2 Hz), 10. 10 ( 1 H. s). 

152] l-tert-7'h 4 s - A -ft—H - 4 - * ? > x /t *—>l £ 

N-ter t -7'> + y*vt^^tX7^> (2. ^ ■ 0 0g),^y?cio^ 
y ( 4 0 ni £ ) ICiiU ■ h 'J -C^^T i > ( 1 . 7 8 m jO *IHIX.fcSL fctfi 
TV y * >x A ^-A- ?U7^K (0. 9 1 m i ) £i&T L tK&T 1 

? aa> ( 2 0 m :0 'X'^ U ?5 % -^X»?jcSfflc. 7k, ISfQ 

£ ft gS8££ffcife:x-*-A £ ^ fM?^<OiR.£\»*£^. ^IgS Ltv §RSffc<£# 
(2. 5 8 g. 9 1 5K>) ^T^r-h . • 
'H-NMR (CDCi 5 ) <?•: 1. 4 7 ( 9 H, s) , 

2. 7 9 (3H, s), 3. 1 9 (4H. t. J = 5 . 1 H z ) , 

3. 55 (4H, t . J = 5 . 1H z ) ; 

15 3] 1 - t e r t -y V^-i/ti 4 - [ C ( 2 RS) - 2 

- ( 6 - ? on t"»J :>'>- 3 - -< A) -2-th'o + i/XfA-] ^At-A] t* 

l-tert-yh^-V^A — A — 4 -y^!/XA-t>- 71 f< 7 v > 
(838mg) ^fh7th'o77> ( 8 m£) CgiU T;U=T>g|B£nV 
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-78'CCtt er t-7'f A'Jf^/. (1. 7M^>^>i§fK, I. 12m£) 
^m^tc'ik, 2tiffflMWLtz 0 6 -^□□-^^>T7Lf : t F (346mg) O 
fhH Ka7v>^fS (f F7bFo77>4mi) ^iTts - 7 S'CCt 
3B#rs1}f^^ -T V^a/V-A (lm£) £Sa*.> ISSTifiLtltii^ 

^E®*LT?#^n^aS^fc^^ckO^ H B BL. WMit&VD ( 5 3 2mg. 
5 4%) £#fc 0 

1 H-NMR (CDCij) o:l. 4 6 ( 9 H. s) . 

3 . 1 1 ( 1 H. dd, J=l 4. .1, 2. 2 H z ) . 

3 . 2 1 ( 1 H, d d , J = 1 4 . 1 , 9 . 8 H z ) . 

3 . 2 3 - 3. 3 3 ( 4 H. m) . 3 . 5 2 - 3. 5 7 ( 4 H. m) , 

3. 7 0 < 1 H. b r s), 5. 37 (1H, br), 

7. 3 6 ( 1 H, d, J= 8. 3 Hz). 

7. 7 2 ( 1 H. dd, J = 8. 3. 2. 4 Hz). 

8. 4 1 ( 1 H. d. J= 2. 4 Hz) . 

MS (FAB) m/z : 4 0 5 (M + H) \ ' 
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im^m 15 4] 1 - t e r t - 7' h * is*/ Jltf- Ji - 4 - [[(E) - 2 - 
( 6 - 9 o a t* ') "J y - 3 - -f ^) if L- >] ;U] > 

l-tert-7'h + >* A>*^.;U - 4- [ [ (2RS) - 2- C 6 - ? 

Dot'^>-3--fA) + XA+^A] t'<^y> 

( 4 6 5mg) ^•> > ^na^^> (l Omi) fl?&8?U N-^f AtAt.'J > 
(0. 1 5 2mi) s fcctO'N, N-^^f^-4-7;;f'J^> (1 4. 1 

mg) £JP;t. r;U3'>#ffl^T> TfcftTFCTp- hAi>x;^a;i?oij K 
( 2 6 3mg) ^:fln^.^ 0 ^fiT 2 Wit ^bCN, N - >>y f-A - 4 - 

7;yf'J^> (1 4 lmg) ^fin^TMiaT'3B#Hm^L^o ^^aD/^> 

•J # y/l # 7A?nvF/77^ - (> ? i7any^>:/^y-;u=l 0 0 : 
1) -effiiS*L-C^<t/£$J (4 1 4mg. 9 3 %) &m~o 
' H-NMR (CDC £z ) 8 : 1 . 4 5 ( 9 H, s ) . 
3. 19 (4 H. br), 3. 55 (4H, br), 

6. 73 (1H, d, J=l 5. 6Hz) , 

7. 4 0 ( 1 H, d, J=8. 3Hz) , 
7. 4 3 ( 1 H, d, J= 1 5. 6Hz) , 

7. 7 6 ( 1 H, d d, J= 8. 3. 2. 5 Hz) . 

8. 5 0 ( 1 H, d, J= 2. 5 Hz) . 
jc*$Ht : C.Ht.CeN.OaSirLT. 

ffjttft : C. '4 9. 54; H, 5. 72; N, 10. 83; 

C £, 9. 1 4 ; S. 8. 2 7. 
frtitm : C, 49. 54; H. 5. 73; N, 10. 63: 
C £, 9. 44. S. 8. 15. 
[#%#J 15 5] 1 - ( 4 -^at- 2 - / f^yvV/l) - 4 - ~ ( 6 - ? 
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#%0»J 1 2 <!:l5j*£©£l£Kj;9, 4 2 - > T A^gMW*; 1 - 

[ (6-?ont7^l/>-2-'f^) 7,)l*—Jl} f / <7> 5 > f^^l^*4 

'H-NMR (CDCi* ) d : 2. 13 ( 3 H. s) . 

2. 80-4. 10 (8H. m) , 6. 89 ( 1 H. d. J=8. 3Hz). 

7. 30 (1H. dd. J=8. 3, 2. 0 Hz) , 

7. 3 5(1 H. d, J=2. 0Hz) . 

7. 6 0 (1H. d d. ,J= 8. . 8. 2. 0 Hz). 

7.74 ( 1 H. dd, J=8. 8. 2. 0Hz), . 

7 . 9 0-7 .:\ 9 5 ( 3 H. m) , : 8 . 3 0 ( 1 H, b r s ) . 

MS (FAB) m/z : 5 0 7 [ (M+H) ♦. B r 7 ?] , 

5 0 9 [ (M + H) :Br"]-; ;: _.. - 

- [##0»J I 5 6 ] . 3 - / frJl - 4 - .( 4 - f U V>)V) 

s tmm<DKmiz£ o . 4 - 3 - * ^A^ms^^^t u-c. 

'H-NMR (DMSO-d 5 ) 6:2. 3 6 ( 3 H, s) , 
7. 5 0 ( 1 H, d. J = 7. 8 Hz) , 

7. 9 2 ( 1 H,: d. J= 7. 8 Hz). 7. 9 7 ( 1 H. s) , 
8 . 0 8 ( 2 H. d , J= 6. 4 Hz) . 

8. 9 9 (2H. d. J= 6. 4Hz) . 
MS (FAB) m/z : 2 1 4 (M + H) *. 

1 57] 4 - ( 2 - ^ f-^U- 4 - tT 'J 

'H-NMR (DMSO-d«) 6:2. 8 1 ( 3 H. s) , 
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8. 10-8. 1 6 ( 4 H. m) . 

8. 23 (1H. dd. J = 6. 4. 1. 5 Hz) . 

8. 36 (1H. d. J = 1 . 5 Hz) . 

8. 8 5 ( 1 H. d, J= 6. 4 Hz) . 

MS (FAB) m/z : 2 1 4 (M + H) + . 

[###ll 5 8] 1, 4-^>^l/-2-n + ->A;H-i^MtX7y 
y 

N. N' -V<y\>)\,3- f-U yVT iy C 1 2mf) ts£U b 'JifA7; > 
(12m£) *h;H> ( 2 5 0mi) CS#U' tK^T3 -7ot?D h >^ 
(7. Omf) *«TU Mt?2 4i¥IBI8I^UA: 0 S^irMJi-^T 
$ > ( 2 . Oml) SD^TmST' 7 1 tZMti&m* ^ft^-HSe U jg&£2$I± 
S*Lfco flbn^Cl 0%^1 (3 0 Oml) £50^ flrffl H 1£a* Lfc c 

?o^h^;7^- t^**ry : ra?i^-;U= 4 : 1) Tfffi U- fUSfrfc^ 
(10. 7g, 6 2%) Srfffco 

'H-NMR (CDCi, ) d : 2. 3 0 - 2. 7 0 (8 H. ni), 
3. 11 ( 1 H. b r s) . 3. 4 0- 3. 8 0 ( 4 H, m) , 
3. 60 (3H, s) . 7. 20-7. 40 ( 1 0 H. m). 
MS (FAB) m/z : 3 3 9 (M+H) + . 
[##0tJ 15 9] 1- [ (6-?ont7^i/>-2-^fA) XA*-A] - 3 
-/ Y^'siiiltf—h* =f-)\y\i^ : Jy 

I. 4 -iS^yiSJl- 2 - J hti'AA-f-A^f;!, f^7^> (2. 04 
g) £Sfegfc (4 Oml) JrJg*?U 1 O96'<7^^0^ (&5 0 Xikftltft, 
2 . 0 0 g ) S-ftlx.. SSKT 4 MET 4 l#IBH^«a7c€-mi: o fc 0 
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^^od^^> ( 3 Omi) i:^SU 6 - ? - 2 -t7fA^A*-A 7 
d^F ( 7 8 2mg) 0"CT2B#IHHf#U h'Jxf;t-7;> 

(4 1 Oxii) ^T0'CT'$^i:3W^U;o ig»*iSBEa*U £££ 
'J *fM7^^ n7^77^ - (i??bny^>-3«y^;-^-^ 
?dd^» -cf9« LrSSYfc^«S' ( 7 5 9 m g, 3 3%) £»/c 0 
'H-NMR (CDCi 3 ) 6 : 1 . 7 1 ( I H, b r s) , 
2. 15-2. 55 (4H. m). 2. 90-3. 0 5 ( 2 H. m) . . 
3: 15-3. 2 5 ( 1 H. m) . 3. 6 0 - 3. 7 0 ( 5 H. m) . 
7. 5 5 - 7. 6 0 ( 1 H, m) , 7. 7 5 -7. 8 0 ( 1 H. m) . 
7. 8 5 - 7: 9 5: ( 3H. m) : , 8 . 3 0 ( 1 H. s ) . 
MS (iF A B) : : 3 8 f 3' C CM+H) >• Gi"]^: , : ^ : 
3 : 8 5''[ (M+H) + . C e 37 i ? ; ' " • 7 • - : - n -- • - : •■■ 

(4^M 16 0 f4 - t e r t - 7' h *i/t> Jl,tf^Jl - 1- [ (3- ?dd- l 

t ;tu'>#ffl^T; Tfc^rT 1 - t e r t - ^ h +>*VU^— v > 
( 3/ 0 ; lgfl h U 3J?Wr i r y-K-2~ 2 4 mi) £-^7 a cry * > ( 4 0 
m £ ) izfeffi 3 -^^oa- ■F-T'n^yXyl/^^SI^ a 'J K ( 1: 9 6 g) 
' ZbUz.. 2 0 7>W. £ ^:ffiT 1 0#feHf#Lfc o M^v?dd^ 

&m<t&&] (4. 3 6 g. 8 3%) ^?f/-o 

'H-NMR (CDCis ) 6 : 1. 4 1 (9H, s) . 

2. 2 7-2. 3 3 ( 2 H, m) . 3. 08 (2 H. t. J=7. 3Hz) , 
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3. 26 (4H. t, J = 4. 9Hz), 
3. 53 (4H. t, J=4. 9Hz), 
3. 69 (2H. t. J=6. 1Hz). 
MS (FAB) m/z : 3 2 7 (M + H) * 
KMfttir : C 12 H JS CiN 2 0 4 Si:tT, 

ff-£ffi:C. 44. 10; H, 7. 0 9 ; Ci, 10. 85; 

N, 8 . 5 7 : S, 9 . 8 1. 
frtirffi. : C, 4 4. 1 8 ; H. 7. 1 I ; C£ . 10. 6 9; 

N, 8 . 2 3. S. 9.76. 
[###!1 6 1] 4 - t e r t -7 h*->#;M*->U- 1 - C (3 - t Ka + y 
-l-^Dfc'A) 7;i,t-;H 

4 - t e r t - yY^Ut>)l^—)l- 1 — [(3-?ao-l t'A) ^. 

f^^i^V (1. 1 8g) $N, N-^7^A^A7; K ( 10 

mi) i:i§iu i^^ 'J^a (i..o 6 g ) ^.sn^T^iir 2 nf Faim 

iLT?lbn^^fh7h Kn77> (2 Omi) C^SP-U.* ;( 5 m & ) 
fc^tfrj^ffc'J^ J^—tY-WR (2 2,1 mg) £fiP/U 1 8 B#F«&<~-cm# U 

SMb b bLT, mmit&VB (944mg. 8 4 H) £»fco 
'H-NMR (CDCij ) 5 : 1. 4 7 ( 9 H, s ) . 

2. 0 4-2. 1 1 ( 2 H, m) , 

3. 0 6 ( 2 H. t , J = 7. 6 Hz). 
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3. 25 (4H. t. J=4. 9Hz). 
3. 53(4 H. t. J=4. 9 Hz) . 
3.8 0 (2H. q, J=5. 4Hz) . 
MS (FAB) m/z : 3 0 9 (M + H) ♦. 
7C%am : C, 2 H 2 <N z 0 5 S<bLT. 
fl-JMt : C. 4 6. 7 4 : H, 7. 8 4 ; N, 9. 0 8 ; S. 10. 4 0. 
##rffi : C, 4 6. 8 0 ; H, 7. 9 2 : N, 9 . 0 5, S. 10. 5 9. 
[##0»l 1 62] 4-tert-7*h + ist> ;U*\r-A — l-[(3-/N + S/^ 
f-;t-^-4->- 1 -7d tvio x;u<}->— A] f^7^> 

4-t er t-^h + i'* A - 1 - [ (3-t Ko^y- 1 - 7*Df 

A) ^A^A-] t*^<-7 y > (3. OOg) ^^^na^^> ( 6 0 m £ ) izm 
8? U *J4 V y nr tVl'Xf-^T ^ > ( 2 . 7 2 m £ ) £in*., tK^T * 
■>A?D7'fKO. 1 lm£) £fin*fco MClT 2 0 Bf ffiffift. L fcfft, i> ? 

any* y-e^u-Tkv 5 % o'^A^Kt'Sfe^- 

# (3. 3 2 g. 9 7%) 

1 H - N MR (CDCf i )(J : 1. 4 7 (9H, s) . 

2 . 0 6 - 2 . 1 3 ( 2 H. m) . 3 . 0 3 ( 2 H, m) . , 

3. 2 5 (4H, t. J=4. 9Hz), 3. 36 (3H. s). 
3. 5 2 (4H. t, J=4. 9Hz) . 

3. 63 (2 H, t, J=5. 4Hz), 4. 61 (2H, s). 
MS (FAB) m/z : 3 5 3 (M+H) \ 
Kmftffi : C.4H«,N«O.S 

ItM : C. 4 7. 7 1 ; H, 8. 0 1 : N, 7. 9 5 ; S. 9. 10. 

7>tfffi:C. 4 7. 7 7 : H. 8. 1 8 : N. 7. 9 7. S. 9. 16. 
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[###J 16 3] 4 - t e r t - ^h + i/A^-A- 1 - [(E) - 4 - ? o 
a-£- [2- (^h + y^fWy) xf-A] -jS-Xf 
t's<vs>b 4 - tert -7' h *-->#;l"-K— ;U- 1- C (Z) - 4 - ? a o - 
&- [2- h + ^/^A^-^» i^A] - J 8-Xf l J;UA+-A] t*^ 
5 y > 

TAa'>fiIT, 4 - t e r t -^h + y*;^-^- 1 - C (3 - * 
i/^fWy- 1 -7*dW) x;t,*^;u] f^i?> (8 0 Omg) £r- h 
7 t Ko77> ( 1 Omi) CMU - 7 8°C(rT tert -rfA'jfOZ. 
(1. 7M^+t>jg«, 1. 4 7mi) ^TL> - 7 8*CT- 1 B#r B 1«^Lfc 0 
h'J^fA-i/'JA?D7YK(0. 3 1 7 m i ) £tin;t. - 7 8 °CT 9 0 t3TbJJI 
W&> tert-yfA'JfiA (1. 7M^>»fi, 1. 4 7m£) 
TU - 7 8'C-C9 O^BUflH^Lfco —78 °C(IT p — y* ddOXTAt t K 
( 3 5 2 m g) ©f- * 5 t K.o'77 >?&fl£ (f F^t Ka77y8mi) £STF 
U '2^B«mt, 1 5«fBB^^-rSfi{:KL-C6«plHai»l>/io tK&T, 5 % 
rx>«(2 0mi) .-ftSfi^^ (1 5 0 mf 0^£fin*TWM*$MfcU 

9*Lt#bftfcas*i";*^»7i»?o7hr.77^ - .cmmj-> : &m 

xf;l=3 : 1-2 : 1) TttSU &m<t£®lEfr ( 3 0 7mg, 2 8%) „ 
Ztt (75 lmg. 7 0%) JH/;, 

'H-NMR (CDCij.) «5:1. 42 (9H, s) , 

2. 87 (2 H. t. J = 7. 3 Hz). 3. 21-3. 2 8 ( 4 H. m) , 

3. 35 (3H, s), 3. 46-3. 5 6 ( 4 H. m) . 

3. 80 (2 H. t. J=7. 3Hz), 4. 60 (2 H, s). 
7. 4 0 (2 H, d. J = 8. 5 Hz) . 

7. 46 (2H. d, J=8. 5Hz), 7. 54 ( 1 H. s). 
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Z# : 

1 H-NMR (CDCii ) 5 : 1. 43 (9H, s). 
2. 7 7 ( 2 H, dt. J = 6. 4. 1. 0Hz), 

2. 91-2. 9 8 ( 4 H, m) , 3. 19-3. 2 5 0 4 H. m) , 

3. 38 (3 H, s), 3. 82 (2 H. t, J=6. 4 Hz). 

4. 66 (2H, s). 7. 07 (1H. s) . 
7. 3 2 (2H. d, J= 8. 6 Hz) , 

7. 3 5 (2H, d. J= 8. 6Hz) . 

[ffcfifefcl 1 ] 1 ~ C ( 6 - faa + yj? U > - 2 ->f x;l/*^A] - 4 - 
[4 - (fU s*>- 4 -i^u) *>'A(7U] v> tag^ta 
MT, 1 - [ 4 - ( 4 - h* 'JVA) "<>*/-f 4>] ^ > . — h 'J 7AtJ- 

bfflSHS '( 1 . '' 1 9g)>^oa^> (1 0 Omi) ClS^ti-, y-rVT" 
tie;L-n.^T ( 1 . 6 8 mi) t 6 - ^DD-2^f ^A«^ 

□ 7V K ( 6 9 1 mg) %finx.^ 0 m:&X'2mMWLtzm ^m^-> >) *.? 
%t> v 2* > qv h - ( 2 % / ^ /- a^'s; ^ a d y * >) Off© U 

W(l. 0 5 g. 8 l %)-<£f#^o 

'H-NMR : (DMSb-ds) o : 2. 9 5 - 3.2 5 ( 4 H. m) . 

3. 4 3 ( 2 H. b r s ) : , 3 . 6 0 ( 2 H, b r s ) . 

7. 5 6 ( 2 H. d, J= 8. 3 Hz) , 

7. 7 4 ( 1 H. d d. J= 8. 8. 2. 5 Hz) . 

7. 8 3 ( 1 H. d d. J= 8. 8. 2. 0 Hz) . 

8. 01 (2H. d, J = 8. 3Hz), 

8. 19 ( 1 H. d. J=8. 8Hz). 8. 2 5 - 8. 4 0 C 4 H, m) . 

8. 51 ( 1 H. s) . 8. 94 (2H. d. J=6. 8Hz). 
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MS (FAB) m/z : 4 9 2 [ (M+H) *, Ci !i ] , 
4 9 4 [ (M + H) *. Cf )7 ] . 

Tc^tfffr : C J6 H 22 N 3 0 3 C 2 S ■ HC £ ■ 0. 5H 2 0ilt, 
S-hJTtt : C. 58. 10; H, 4. 50; N. 7. 82; 

C £, 13. 1 9 ; S. 5. 9 7. 
#tfHS:C. 58. 12: H. 4. 67; N, 7. 66; 

Ci. 13. 1 2 ; S. 6. 10. 
CHM#J2] 4 - [ ( 6 - ?Dnt7^U>-2--fA) XA^^A] - 2 -i 
hf-i/tiJltf—fr- 1 - [4 - (t*«J 4 --f>lO ^>W;l/| t'^^^O 

4-tert-^ h Jristr Jltf—J\s- 2 -i h 4=- i/£ ;l/ ^— - l - [ 4 

- c 4 - e 'J >w r< > y-r ^u] *jy c 5 1 imgn-^no^ 

> ( 3 0m £ ) *^7hU7WoiHI (3 Omf) £j&n*-> 

i:t 4 5 &m®.w u/co UTW^ftfcKs*-*}*"^ ^ .? ° ° /- * > 

( 10 0m£) ll!g?S£.-t*\ i5<7 7'ob , ^if;l7 i y (1.0 2ml) <Jr 6 
-?aa-2 -t7f-A^A*-;^D7^.K ( 3 6,6mg) fcinilfco M"C 

1 HFH!«#-L/c8L £E«j££-£ © £ £ > 'J v A ?.q v 7 <- (I 

% /• ? j -A— Wuutiry) -cn$t U »«?.ftfcB#(::x* y -;H£ 1 3L£ 

(C 0 ft» U a§aa#©fW&£«!l ( 3 0 8 m g , , 4 3,%) £?*fco .. 

'H-NMR (DMSO-de) 5 : 1. 15-1. 30 (3H, m), 

2. 6 0 - 5. 4 0 ( 9 H, m) , 

7. 50 (2/3 H, d, J = 8 . 3 H z ) , 

7.5 7 (4/3H, d. J = 7. 8Hz), 

7. 74 (1H, dd, J=9. 0. 1. 7Hz). 

7. 8 3 ( 1 H. d. J= 8. 8 Hz) , 
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8. 00 (2/3 H. d. J = 7. 8 Hz) . 
8. 04 (4/3 H. d. J=8. 3Hz), 

8. 19 ( 1 H, d. J = 8. 8Hz), 8. 25-8. 3 5 ( 4 H. m) . 
8. 55 ( 1 H, s), 8. 92 ( 2 H. d. J=4. 9Hz). 
MS (FAB) m/z : 5 6 4 [ (M+H) + , Ci a3 ] , 
5 6 6 [ (M + H) \ C £ 37 ] . 

TbmfrVr : C 29 H 2S N 3 O s C£S • HCi • 0. 5H 2 0tU, 
siWW:C. 5 7. 1 5 ; H. 4. 6 3 ; N. 6. 89: 

Ci, 11. 6 3; S. .5. 2 6. 
#tfrfii:C. 56. 95; H, 4. 68; N, 6. 70; 

C £'. 1 1 . 3 6 ; S, 5. 3 0. 
tmt&M 3 ] 4 - C (6-?out7^UV-2-^A) x;U.-h-;L ] - 1 - - 
[4 - (fc*'J i?>- 4 -V A) A1>WA] b'^^^y- 2 r-*A-^>® Js^ 
iH" . \~?Jr. ..• ;r ;V : >. '• c-j ' • - ; ■■ 

'■ HSiM 2 -C'# <btltc 4 - [ -T( 6 - ? -a □ *■ 7 * U > - 2 - . -f A ) X A * - 
A] - 2 - i F+£ Atfl^A 1 - [4 - (f'J - 4 - -f. A)/s > W A] 
f^7>>> Cl 5 2 m g) £*#T V J. - A ( lmik .f- h?t 

•Kd77^ (lrai)v 7jc (1 mi) <DM<&igmi-mmZi£. 1 m^K^itt H 

■jo A7k&j& (3mf) */&t u • ^fiicr 9 o #nsif # l tz a Mm^m±m 

t(li^JSfe@flc©«SYfc^tt (6 2mg. 4 2%) 

1 H-NMR (DMSO - d 6 ) <5 : 2. 65-5. 30 (7 H, m), 

7. 49(4/5 H. d. J=7. 7Hz). 

7. 56 (6/5 H. d, J=8. 3Hz). 

7. 7 4 ( 1 H, d d, J=8. 8, 2. 0Hz) . 

7. 8 2 ( 1 H. d. J = 8. 3Hz), 7. 95-8. 0 5 ( 2 H. m) . 
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8. 19 ( 1 H. d. J = 8 . 3 H z ) . 8. 20-8. 3 5 ( 4 H. m) . 
8. 5 3 ( 1 H. s). 8. 92 (2 H. d, J = 5. 4 Hz) . 
MS (FAB) m/z : 5 3 6 [ (M + H) *, C £ 3i ] , 
5 3 8 [ (M + H) + . Ci 37 ] . 

7C%ftVr : CztH^NjOsC £ S • 0. 9HC£ • I. 2H 2 0tLT, 
?tM:C, 5 4. 9 2 ;H, 4. 3 2 : N. 7. 12: 

C 2, 1 1 . 4 1 : S. 5. 4 3. 
#*fffi:C. 54. 9 4; H. 4. 42; N. 6. 83; 

C£. 11. 3 1 ; S, 5. 3 3. 
[IfcSfiGfl 4] 1- [(6-?DDt7n>-2-f^) ^ A ] - 4 - 

[4- (f'Jy>-4-^^) ^3fz;i] f^v> 5 > 
6- (4 -t*'J^;i/) mmt& (9 6mg) fcitfl - [ (6-? 

(150mg) ^ y?DD^^(iOmi) KSBiH£-li\ 1 
> V MJ7 ( 4 8 ni g) fccfcO'N - / A/? t'JXl 5 5 // f ) £ 

JD^T. SK^T. 1- (3-^yfAT;;7nfA) - 3 )l^J^ ■ 
I K "igflJHS (1 0 2mg) ; ^fiD^fc^ '^fiCTl 6 t*IBHt#Lfco gCS;Wi 
i^£>T\ jElEjftKN. N-^yfA*;lA7 * K ( 1 0m£) *Mt3aSi 

- ( 1 % / ^ / do^» (CTttlSLAio &4&£@5fcU 

RasLriRfeH^cDaieYk^ dosmg, 55%) £»fc 0 

1 H-NMR (DMSO-d 8 ) 5 : 3. 00-3. 2 5 ( 4 H, m) , 
3. 4 6 (2H. br s), 3. 76 (2 H, br s). 
7. 7 4 ( 1 H. d d, J= 8. 5, 1 . 7 Hz) , 
7. 8 3 ( 1 H. d, J= 8. 8 Hz) , 
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8. 0 7 ( 1 H. d d. J = 7. 8. 1 . 5 Hz) , 

8. 19 ( 1 H, d. J = 8. 8Hz), 8. 28 ( 1 H, s). 

8. 29 ( 1 H, d. J = 8. 8Hz). 8. 42 ( 1 H. d. J=8. 3Hz). 

8. 51 (1H, s) . 8. 65C2H. d. J =6. 4 Hz). 

8. 8 0 ( 1 H. m) . 9. 0 1 ( 2 H, d. J=5. 9 Hz). 

MS (FAB) m/z : 4 9 3 [ (M+H) *. C £ i5 l , 

4 9 5 C (M + H) Ci."] . 

f&H&Vr : Ct«H J ,N«OiC4S - HCf • H 2 Oi:Lt> 
K-Jtffi : C. 5 4. -8 5 ; H, 4 . 4 2 : N, 10. 23; 
Ci, 12. 95 ;S, 5. 86. 
: C, 5 4. 5 7 ;H, 4. 5 1 ; N, 1.0. 06 ; 
Ci, 1 3. 0 8 ; S. 5. 8 7. 
[|Q^0«J5] 1 - : [ (6 -7007-7^1/^-2-^^) ] - 4 - 

[4 - (t'U i>y- r-kj\r> ^>*/-r';u] ^m!^. : iM 

m&me£mm® 4 - < 3 :=*sbhs> .1- 

'H-NMR (DMSO-di) 6 : 3. 0 0 - 3. 2 5 : ( 4 H. m) . . 

3. 4 7 (2H; b r s) . 3. 7 3 ( 2 H, br s), 

7. 5 1 ( 2H. d. J= 8. 3 Hz) . 

7. 7 3 ( 1 H. dd. J =8. 8, 2. OHz), 

7. 8-7. 9 (3H, m), 

7. 9 2 ( 1 H, dd. J = 7 . 8. 5. 4Hz). 

8. 19 ( 1 H. d. J=8. 8Hz). 8. 2 5 - 8. 3 0 ( 2 H. m) , 
8. 50(1 H. s) , 8. 5 5 - 8. 6 5 ( 1 H, m), 

8. 7 5 - 8. 8 5 ( 1 H. m) . 9. 14 ( 1 H. d. J = 2. OHz). 
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MS (FAB) m/z : 4 9 2 [ (M + H) \ C£ 35 ] . 
4 9 4 [ (M + H) \ Ci 37 ] . 

Tz^ftVr :C 2B H2 2 N3O 3 CiS-0. 8 5 HC £ • H 2 0 <t IT, 
tfM:C. 57. 72: H. 4. 63; N. 7. 77: 

C £. 1 2. 1 2 : S. 5. 9 3. 
#fffffi:C, 57. 44: H, 4. 62: N, 7. 68; 

CI, 11. 9 9 ; S, 5. 8 3. 

mmms] 4- [4- [ [4- [ (e-^oot 7*u>-2--ta) xa-* 
nitecw 1 T»^n/c 1 - [ (6-^DDt7n>-2-'fA) xA-i-A-] 

- 4 - C 4 - ( k* 'J v > - 4 - -f ;10 'O */-T ;U] v > ( 3 0 0 m g) £ 

y?no^> (10 mi) KJ£JB£;t2\ -2 0tCt, 3-?aafi£.E§gE 
( 3 8 2mg) £tn;t. - 2 0*C"C2 1 V$ffiMft-Ltc 0 WM&i- h 'J ^ATfcjgiK 
£fiD*Tii*JcDii®tft;®j£#P U a a y ^ HJ -5 

S*i 'J ti >f )\,ti?L>? v? h^7 7|- ( 2 - 5 % y * J. — i?t? 
av/?y) «z J; 0 «K L fcb ■ l> fctfc. ^ - r * £iH*T® ft $ -£*i 0 

igJKLT, l»e,@fl:©«jSfl:"&ttl (2 0 Omg. 6 3%) *»fc 0 
'H-NMR (CDCij ) (5 : 2. 9 0 - 3. 4 0 ( 4 H. m) . 
3. 40-4. 2 0 ( 4 H, m) , 7. 43 (2 H. d. J = 8. 3Hz), 
7. 47 (2H. d. J = 7. 3Hz). 7. 5 5 - 7. 6 5 ( 3 H. m) . 
7. 7 6 ( 1 H, d d, J = 8. 8. 1 . 5 Hz) . 

7. 90-8. 0 0 ( 3H, m), 8. 2 6 (2 H. d, J = 7. 3 Hz). 

8. 3 1 ( 1 H. s ) . 

MS (FAB) m/z : 5 0 8 [ (M+H) \ C£ ss ] . 
5 1 0 [ (M + H) C £ 37 ] . 
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Ttmftffi : C 26 H 22 N,04C £ S • 0. 8H 2 0tLt, 
ff-#fit:C. 59. 78: H. 4. 55; N. 8. 04 ;Cf. 6. 79; 
S. 6. 1 4. 

##HS:C, 59. 82; H. 4. 45; N. 7. 9 4 : C £ , 6. 85; 
S, 6. 2 9. 

[|»J7] 1- [4- (2-7;ye^V-5-fA)/<>-/-fA] -4- 

1 - [4 - [2-ter t-7" F + i/*/kt^A7 ~ y ) f'J - 5 --f 
A] OVWA] -4 - [ ( 6 -i7aa^-7^ U>- 2 *A*^-A] tf 

^v^> ( 1 2 8mg) ^?nD/^ (im^ tx^;-;i, (iml).0 
?I£;£$(::j£JS?£-ti\ TK^fia^liS^x^ y -Af (lOmi) £tJD;t. 1ST 

iSL^fe6«i:©«SYk^ (8 8mg. 6 8 %) " £f#Ai 0 

'H-NMR (DMSO-d s ) <5 : 3. 0 0 - 3: 2 0 ( 4 H, m) , 

3. 3 0 - 3. 9 0 ( 4 H, m) . 

7. 0 5 (1/2H, d, J= 8. 8 H z ) . 

7. 06 (1/2H, d, J = 8! 8Hz), 

7. 4 3 (2H. d. J=8. 3 Hz) . 

7. 6 T ( 2 H. d. J= 8. 3 Hz) . 

7 . 7 3 ( 1 H. d , J = 8 . 3 H z ) . 

7. 82(1 H. d . J = 8 . 8 H Z ) . 

7. 90-8. 10(2 H. br). 

8. 18 ( 1 H, d, J =8. 3Hz), 8. 25-8. 3 5 ( 4 H. m) . 
8. 5 0 ( 1 H. s) . 

MS (FAB) m/z : 5 0 7 [ (M+H) *. C £ si ) , 
5 0 9 [ (M+H) + . C£ 11 l . 
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TcMftWr : ChHzjC ^ NjOiS • H C £ • I. 2H 2 O-0. 8iPrOHt 

ItSKSiC. 55. 56; H, 5. 52; N. 9. 13: 

C£, 11. 5 5 ; S. 5. 2 2. 
ti-mm-.C. 5 5. 4 0 ;H, 5. 2 4 ; N, 8. 8 5 ; 

Ci, 11. 7 9 ; S, 5. 5 0. 
[HM15i)8] 1- [4 - 7x-;l-) 'O WA] - 4 - [ ( 6 - 9 

HS£^fI7 tl^^OSl^fCfcO. 1- [4- [4- + 
^./LT i V) 7i-A] ^>'/-f ;U] - 4 - [ ( 6 -?DDt7H>- 2 - -T 

'H-NMR (DMS0-d() o : 2. 9 0 - 3 . 2 0 ( 4 H. m) . 

3. 2 5 - 3. 8 0 ( 4 H., m) , 6. 6 8 ( 2 H. d, J = 8. 3 Hz) , 

7. 32 (2H. d. J = 8. 3Hz), 

7. 3 9 ( 2H. d. J - 8. 3 Hz) . 

7. 5 4 (2H. d. J= 8. 3 Hz) , 

7. 7 3 ( 1 H, d d. J= 8. 8, 2. 0 Hz) , 

7. 8 2 ( 1 H, d d. J= 8. 8, 2. 0Hz) , 

8. 18 ( 1 H. d. J=8. 8 Hz), 8. 2 5 - 8. 4 0 ( 2 H. m) , 
8 . 5 0 ( 1 H. b r s ) . 

MS (FAB) m/z : 5 0 6 C (M+H) *. Ci 55 ] . 
5 0 8 [ (M + H) *. C £ 51 ] . 
tc3I»W : C2-H«*CiN30.S ■ 0. 2HC£tlt> 
imffi:C. 63. 18; H, 4. 7 5 ; N. 8 . 1 9 ; Ci. 8. 29: 
S, 6. 2 5. 

tffftfi :C. 62. 9 3; H. 4. 93; N. 7. 9 1 : C £ . 7. 99: 
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S, 6. 3 6. 

CfSJfifflS] 1- [4- (2-7;;f77-A-4-^A)'<>7V;l] -4 
fl^0M tl^©£j£{lj:0. 4- (2-7.;yf77-;l-4-fA) $|. 

•H-NMR (DMSO-d.) 5:2. 9 0 - 3. 2 0 ( 4 H, m) . 
3. 3 0 - 3. 9 0 ( 4 H. m) , 7. 26 ( 1 H, s). 
C 7. 41(2 H, d, J = 8. 3Hz). 

7. 73 (1H, dd, J=8. 8. 2. 0Hz) , 
7. 7 9 (2H, d, J=8. 3Hz) . 

7. 8 2 (1H, dd, J= 8. 8, 2. 0 Hz) , 

8. 1 8 ( 1 H. d, J=8. 8 Hz) . 8. 2 5 - 8 . 3 0 ( 2 H. m) , 
8. 5 0 ( 1 H. b r s ) . 

MS (FAB) m/z : 5 1 3 [ (M + H) + , C £ 35 ] , . 
5 1 5 C (M + H) + . C-0 37 ] . 

7t^#fff : C^Hz.N.CC'i S 2 • HCl? • 0. 3 HzOt LT. 
fMMft : C. 5 1. 9 5 ; H. 4 . 1 I ; N. 10 . 10: 
Ci. 1 2. 7 8 ; S, 1 1. 5 6. 
'^'WfiS : C. 51 . 9 9 ; H, 4. 1 9 ; N, 1 0. 0 3 : 

C£. 1 2. 6 1 : S, 11. 4 5. 
mmm \ 0] 1 - [ (6-?oat7^1/>-2-^A) XA^-A] - 4- 
[4- [^;^7-;b-4 (5) ^>W;U] f^5> ? > m^W, 

1 - [ ( 6 -?avi-7 ? \s y — 2 — f Jl) A] - 4 - [4 - [ 1 - 

b ') 7 x^;M f-'tW ^ 4 (5) - <>7^A] t'^vv 

> ( 3 0 3 m g ) y?oD^> (5mi) it, fcftT&WsMi- 



2 l 5 



WO 99/16747 



PCT/JP98/0441 1 



fS-Jlfc (3 0ml) &Mx.t- 0 IST3OTffL^ jgMiLx- 
TJl&tiaZ-T&&1t2lt. fiJJRU a«fe®f*©«SYfc"&«&£ ( 3 0 7mg. 7 6 
96) fffco 

1 H-NMR (DMS 0 - d ,) 6:2. 90-3. 20 ( 4 H. m) . 
3. 3 0-3. 9 0 ( 4 H, m). 7. 47 (2 H. d. J=8. 3 Hz). 
7. 7 4 ( 1 H. d d. J = 8. 8, 2. 0Hz), 
7. 8 2 ( 1 H, d d. J = 8. 8, 2. 0 Hz) . 

7. 8 9 (2H, d, J = 8. 3Hz) , 

8. 19 ( 1 H, d. J=8. 8Hz), 

8. 22C1H. d, J=l.. 0Hz). 8. 25-8. 3 0 ( 2 H. m) , 
8 . 5 0 ( 1 H. m) . 9. 2 2 ( 1 H. d. J= 1 . 0 H z) . 
MS (FAB) m/z : 4 8 1 [ (M + H) *. C £>*]'. 
4 8.3 [ (M+H) + , Ci 37 ] . . 

7C*#tff : C»H S , C £N*0,S • HC £ • 0. 4HiOtU ? 
ttJttB : C, 5 4. 9 4 ; H, 4. 38 ; N, 1 ,0 .. 6,8; 

Ci, 13. 5 2; S, 6. I 1. 
#Wffi:C. 5 4. 9.8 :H. 4. 2 9 : N, 1 0 . 62; 

Ci, 13. 5 6; S, 6. 1 4. 
CSH60H 1 1] 1- C4 - (2-7i;Y; 9\f-)V- 4 - ^) 'O W ;H 
-4- [ (6-i , nnt7H>-2-'fA) X/U*— /U] -fc7<7 ; lffiKtS 
HWJ4 tmm(D&fcizJ:t)^ 4- (2-Tiy^iy/-;i-4-^;D f 
.iLSK 1- C (6-?nat73'l/>-2-'fA) fcf< 

'H-NMR (DMSO - d s ) 6:2. 90-3. 20 ( 4 H. m) . 

3. 3 0 - 3. 9 0 ( 4 H. m) , 7. 39 ( 2 H, d, J = 8. 3Hz). 

7. 4 7 ( 1 H, s). 7. 49(2 H. br s). 
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7. 67 (2H. d. J=8. 3Hz). 

7. 7 3 ( 1 H. d d, J= 8. 8. 2. 5 Hz) . 

7. 8 2 ( 1 H, d d, J = 8. 8. 2. 0 Hz) , 

8. 18 ( 1 H. d. J=8. 8Hz). 8. 2 5 - 8. 3 0 ( 2 H. m) . 
8. 5 0 (1H, br s). 

MS (FAB) m/z : 4 9 6 [ (M + H) *. Ci 35 ] . 
4 9 8 [ (M + H) \ Cf ■"] . 
Ttmfttir : C^HnNsCCiS • HC £ t L/T, 
fflttt : C, 5 4. 1 4 ; H. 4 . 3 5 ; N, 1 3 . 15: 

C£. 13. 3 2: S. 6. 02. 
##fffi : C. 53. 94: H. 4. 39 ; N, 12. 82; 

' Cf, 13. 2 7 ; S, 6. 0 7. 
CH»il 2] 4- [4- [ [4- [ (6-?oof7n>-2-^l) ^ 

HSIflJ 1 "C»fc; 1 - [ (6-i?ont7^U>-2-^A) ~ 
4 - [4 - (f»J Vs- 4 - -TA-) -^>*/-f;H tX 7 y> ( 3 0 0 mg) £^ 
j£T\ <>-tf> (1 Omi) t/^y-A (1 Omi) cDfi£i£ifc(CigS¥£-tiv 

* * J - JlX'tftft U iPR. LTi(r€.@#©aSJS<k^l ( 2 2 9 m g . 5 8 

96) ~mc 0 

'H-NMR (DMSO-d 6 ) 5:3. 0 3 (2H, br s) , 
3. 13 (2H. br s). 3. 43 ( 2 H. br s). 
3. 7 5 (2H. b r s).4. 34 (3 H. s). 
7. 5 9 (2 H. d. J = 8. 8 Hz) , 
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7. 7 4 ( 1 H. d d. J = 8. 8. 2. 4 Hz) . 

7. 8 5 ( 1 H. d d. J = 8. 8. 2. 0 Hz) . 

8. 08 (2H. d, J = 8. 8 Hz) , 

8. 19 ( 1 H, d, J=8. 8Hz), 8. 2 5 - 8. 3 0 ( 2 H. m) . 
8. 45-8. 55 (3H, m) , 9. 03 (2 H, d. J = 6. 8Hz). 
TtmftVr ■ C*7H* 5 N 3 0 3 C 2 I S • H,0<b LT. 

ff-JWa.-C. 4 9. 7 4 ; H. 4. 1 7 ; N. 6 . 4 5. 

##Hfi:C. 49. 60; H. 4. 09; N, 6. 23. 
[Mtmi 3] 3- [4- [ [4 - C (6-^onf7^U>-2-^A) XJl 
A] 1 ;U] 7i-A] t* "J > n-**^ 

K 

HSt#!6 tl^»©SlE(C«tO, HMffll 5.T»/c, 1- [(6-;oat7^1/ 

>- 2 --rvu) - 4 - C4 - ce.u 3 --r;u) 

f-< 7 ^ > t LT> ^Sfk^^f^o 

'H-NMR (CDCi.) (5:2. 9 0 - 3. 4 0 ( 4 H. m)... 

3. 4 0 - 4. 2 0 C 4 H, m) . 7. 5 0 - 7. 6 0 ( 1 H.. m) . 

7. 4 0 - 7. 4 5 C3H, m) . 7. .54 ( 2 H, d. J = 8. 3 Hz). 

7. 6 0 ( 1 H. d d. J = 8. 8. 2. 0 Hz). 

7. 7 6 (I H, d d. J= 8. 8. 2. 0 Hz) . 

7. 9 0 - 8. 0 0 ( 3 H. m) . 8. 2 2 ( 1 H, d, J = 5. .9 Hz),. 

8. 3 1 ( 1 H, d. J = 2. 0Hz) . 8. 4 3 (IH, b r s) . 
MS (FAB) m/z ; 5 0 8 [ (M + H) *. C£ 35 ] . 

5 1 0 [ (M+H) + , Ci ,7 3 . 
7t^»m : C 2S H 22 N304Cf S - HiOtLX. 
Itll: C. 59. 37: H. 4. 60: N. 7. 99:C£. 6. 74; 
S. 6. 1 0. 
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SHfHfi:C. 5 9. 48: H. 4. 69; N. 7. 7 4 ; C J?. 6. 73: 
S. 6. 0 7. 

tnmm M] i - [ 2 - turn*!/- 4 - ( fj ^> - 4 - -r a) ^> w 

A] - 4- [(6-?DDt7^l/>-2-'T/0 XA*— A] •>' > 

1 - [2-tert-7" |^->£A*^.A- 4 - ( f'J S>>- 4 — (A) ^> 
WA] - 4- [ (6 U >- 2 A) XA^— A] t'^v^> 
£B!£ (2 5 Omg) *^dd^> (5 0m£) d?§Ji?£-t>\ jfafcT h 'J 
7Atoft» (50mi) ^TU MiSdT 5 BfISI&W U ®m&&£Ltz 0 

9a»LTSSfeHi*CD«Hft-^ai (5 5 0mg. 28%) ^mtz 0 
'H-NMR (DMSO-d s ) 6:2. 9 0 - 3. 4 0- ( 6 H, m) , 
3. 65-3. 75 (2 H. in) . 7.41 (IE d, J = 7. 8 Hz) , 
7. 7 0 - 7. 7 5 (3 H. m) . 

7. 8 2 ( 1 H. d d. J= 8.: 8, 2: 0 Hz) . ; 

8. 0 0 ( 1 H, dd. J = 7. 8, 1. 5 Hz). 

8 . 15 — 8. 30 ( 4 H, m) , 8 . 5 0 ( 1 H. b r s ) , 
8. 6 7 ( 2H, d, J= 5. 9 Hz) . 1 3: ; 2 9 (l .H, b r s ) . 
MS (FAB) m/z : 5 3 6 [ (M + H) .\ C£ 3S ] , 
5 3 8 [ (M+H) C£ 37 l . 
7c3fe£fff : C27Hi»CiN*OsS • 0. .5H.OA:UT. 
§mW:C, 59. 50; H, 4. 25; N, 7. 71 ;Cf, 6. 50; 
S, 5. 88. 

&mt:C. 59. 54: H, 4. 30: N. 7. 3 7 ; C £ . 6. 35; 
S. 5. 8 9. 

mmm 15] 1 - c (6 -?oot7^>- 2--r a) xw-'i] - 4 - 

[ [ 5 - ( f 'J > > - 4 - -T A) ft7x>-2--f^] £ A A ] £^ 



2 t 9 



WO 99/16747 



PCT/JP98/0441 1 



mmm 4 tmm^m^x 0, ttm 2 8 x-vuntz 5 - ( e »j ^ - 4 - << 

A) f+7x>-2-A/Lt:>i 1- [ (6-^oot7.n>-2 

'H-NMR (DMSO-d.) 6:3. 1 1 ( 4 H. b r s), 

3. 74 (4H, br s), 7. 52 (1H. d, J = 3. 9 Hz). 

7. 73 (1H, dd, J = 8 . 8, 2. 5Hz), 

7. 83 (1H. dd, J = 8. 8, 2. 0 Hz) . 

8. 0 3 ( 1 H. d, J=3. 9Hz), 8. 10-8. 1 5 ( 2 H. m) , 
8. 18 ( 1 H, d. J=8. 8Hz). 8. 25-8. 30 (2 H. m). 
8. 51 ( 1 H. s) , 8. 88 (2H, d. J=6. 8Hz). 

MS (FAB) m/ z : 4 9 8 [ (M+H) + , C i 35 ] . 
5 0 0 [ (M + H) *. C £ 37 ] . 

jx&fttt : CmH 2 ,C^N 3 0 3 S 2 • HC£ • H.OtLT. 
Itll : C. 5 2. 1 7 ; H, 4 . 2 0; N. 1 : 61: 

C i, 12. 8 3 ; S. 1 1 . 6 1. 
##rffi : C, 5 2. 0 4 : H. 4. 2 2 ; N. 7. 2 2 : 

C £, 12. 7 4 ; S. 1 1 . 5 7. 
CHJfifll 16] 1- [(6-?DD + 7n>-2-fA) X A *^A j - 4 - 
[ [5- ( tr'J 4 --C;l» 77>-2-Y;l] *7U^— A] f^v.^> 

Hi&ffl 4 tUfilcDSl^lC J: 0 „ #%#J 2 9 T-'&<btltc 5 - ( fc? 'J > - 4 - -T 

A) xA+^A] ^7^> SBfig*^tLr«Bft^ttl«-f»fco 

•H-NMR (DMSO-d,) 6:3. 13(4 H. br s) , 

3. 30-4. 00 (4 H. m) . 7. 21 (1H. d. J = 3. 9Hz), 
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7. 71 (1H. d, J = 8. 8Hz), 7. 75-7. 8 0 ( 1 H, m) , 

7. 83 (1H. d. J = 8. 8Hz). 

8. 10-8. 30 (5H, m), 8. 5 1 ( 1 H. s), 
8. 85-8. 90 (2 H, m). 

MS (FAB) m/z : 4 8 2 [ (M+H) \ C2 3S ] , 
4 8 4 [ (M + H) *. Ci 37 ] . 

TtmfrVr : C 2 4H 20 C £N 3 0«S • HC £ • H 2 OtU, 
ItlMffi:C, 5 3. 7 4 ;H. 4. 3 2 ; N, 7. 8 3; 

C£. 13. 2 2 ; S. 5. 9 8. 
##rffi : C. 5 3. 5 1 ; H. 4. 3 6 ; N, 7. 57; 

Ci, 13. 2 1 ;S. 5. 97. 
CHM0»J 17] 1 - C ( 6 - ?'DDt7^!/>- 2 --f ;U) - 4 - 

[4- (t'U S>>- 2 >U] t^7-^> igffiEifi. 
HSfc0»J4 i:IUfii©£Ci>(Cj;^ ###13 0T»fcv 4 - (f>j - 2 -X 
IcSW ffiRffi. 1- [ (6-^DDt7^i,v-2-Y;i) i^-t-;i 

'H-NMR (DMSO-ds) d : 3. 0 7 ( 4 H, b r ) , 
; 3. 6 0 - 4. 0 0 ( 4 H, br). 7. 4 6' ; ( 3 H. b r) , 

7. 7 3(1 H, : d d, J= 8. 8, 2. 0Hz) , 
7. 8 2 ( 1 H. dd. J=8. 8, 2. 0Hz), 

7. 94-8. 05 (2 H. br), 

8. 0 8 ( 2 H. d. J= 8. 8 Hz) . 
8. 18 ( 1 H. d. J= 8. 8 Hz) . 

8. 28 (2 H. d. J = 8. 8Hz) , 8. 5 0 ( 1 H. s). 
8. 7 0 ( 1 H. b r ) . 

MS (FAB) m/z : 4 9 2 [ (M + H) \ C£ 35 ] , 
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4 9 4 C (M + H) *. C £ 3T ] . 

7c3£#ffr : C t .H tl C iN,0 3 S • 0. 9 HC £ ■ H 2 Ot LT, 
imfit : C. 57. 5 3; H. 4. 62 :Cf. 12. 41; 

N, 7. 7 4 ; S, 5. 9 1. 
#«fte:C. 57. 5 5; H. 4. 52 ;Cf, 12. 64; 

N, 7. 6 1 ; S. 6. 0 3. 
CHWJ1 8] 1 - [ (E) - 4 -?DDXf 'j;^A.t^;H - 4 - [ 4 - 
( f 'J : J > - 2 - -f ^ > W A] > 

mm\ 1 7 t^CDSlSdJ: 13. 4 - ( 2 - £ 'J >>;10 # 
##J3 Itflfc, 1 - C (E) ^> 

'H-NMR (DMSO - d ,) 6 : 3. 1 9 ( 4 H, br), 

3. 46 (2 H. br), 3. 75 (2 H. br), 

7. 3 6 ( 1 H. d. J = 1 5. 6Hz) , 

7. 4 4 ( 1 H. d. J = 1 5. 6 Hz) , 

7. 5 0 - 7. 5 8 ( 1 H. br),' 

7. 5 3 ( 2 H. d. J = 7. 8 H z) , 

7. 5 7 (2H. d. J=7. 8Hz) , 

7. 82 (2H. d. ' J = 7. 8 Hz), 8.13 (2H, m). 

8. 1 5 (2H, d, J =7. 8 Hz) , 
8. 75 (lH; d. J = 4. 9Hz) . 

MS (FAB) m/z : 4 6 8 [ (M+H) + , Ci' 5 ] , 
4 7 0 [ (M + H) \ C e 31 ] . 

TtmftVt : C,aH I2 C £N 3 0 3 S • HC £ • 0. 3EtOH-0. 3H ; 0<tL 
It»fiS:C. 56. 42: H. 4. 89;C£. 13. 54: 
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N. 8. 0 2 ; S. 6. 12. 

#tfHI : C. 5 6. 5 1 ; H. 4. 8 3 : C£. 13. 4 6: 

N. 8. 1 0 : S. 5. 9 9. 

immmi 9] 2 - [4 - [ [4- [(6-?oo-f-7*u>-2-'fA) x;l 

K 

mmm 6 tmmcD&izuzj: 0 „ 1 7 1- 
u>-2--r;u) x;u*^wu] - 4- [4- ( f'j z>>- 2 -J ji) "<>w 

'H-NMR (CDC£ 3 ) 6 : 3. 11 ( 4 H, br) . 

3. 63 (2 H. br), 3. 8 7 (2H, br). 7. 2 7 (1H. m) , 

7. 3 3 ( 1 H. t. J = 8. 8 Hz) . 

7. 39 — 7. 41 (1H, br), 

7. 4 0 (2H, d, J= 7. 8 Hz) . 

7. 6 0 ( 1 H, d. J= 8. 8 Hz) . 

7. 7 7 ( 1 H. d. J= 8. 8 Hz) . 

7 . 8 3 ( 2 H. d , J = 7 . 8 H z ) . 

7. 9 3(1 H, d, J= 3. 8 Hz) , 7. 9 4 ( 1 H, s) , 

8. 31 (1H. s), 8. 3 3(1 H, d, J=5. 9Hz). ' m 
MS (FAB) m/z : 5 0 "8 [ (M+H) *, C£ 5S ] , 

5 1 0 [ (M + H) *. C£ 3i y. 
jn^ffr : C 2 «H 22 C Z N,0<S t LT. 
SfJfffi : C. 61. 4 7 ; H, 4. 37;Ci. 6. 98: N. 8. 27: 
S, 6. 3 1. 

SHffffi :C. 61. 32: H. 4. 4 6 : C£. 7. 21: N. 8. 13: 
S. 6.0 2. 
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[USt&flfl 2 0] 2 - [4 - [[4 - [(6-?nat7H>-2-'f1) XA 

nmm \ 2 tmm^mz^io, nt&mi i- c (6-?oat7 

'H-NMR (DMSO-ds) <5 : 2. 9 3 - 3. 2 3 ( 4 H. br), 

3. 54 (2H, br), 3. 8 2 (2 H, br), 4. 3 0 (3H, s). 

7. 50 (2H, d. J = 8. 8 Hz), 7. 53 ( l H. m) . 

7. 70 (2H, d. J = 8. 8Hz). 7. 70 ( l H, br), 

7. 84-7. 9 2 ( 4 H, m) , 8. 15 ( 1 H, t, J = 6 . 8Hz). 

8. 2 6 ( 1 H, s), 8. 5 2 ( 1 H. t, J = 6 . 8Hz), 

9. 2 9 ( 1 H, d, J= 5. 9 Hz) . 

Tt^RfrVt : Cz-HjsCi I NsOjS • 1 . 6H 2 0tlt v 

frJHftrC. 48. 93: H. 4. 2 9 : N, 6. 34. 

##fffi :C, 4 8. 8 1 ;H, .4. 0 6 ;N, 6. 3 1. 
CflJfcftl 2 1] 1- [(6-?nD7-7^l/>-2-^M * A,jfc.=.A ] - 4 - 
[4- (2, 4 - yj; y fj i 6 ^>y-f;H b'^7y> 

f£S£0»l 4 tf^SlOSJCtc «fc 0 . ###J 3 2 4 - ( 2 . A- : JT*J- 

6 - t? U $ S> A) ^Ifi iSSig, l - [ (6-.7ont7;i/>-2-Y 
A) ^££Jgifti:LTaSSffc£«bt»fco- 
' H-NMR (DMSO-dJ (5:3. 14 (4H, br). 
3. 45(2H„ br s), 3. 73 (2H, br s). 

6. 36 (1H, s) , 7. 54 ( 2 H, d. J=7. 8Hz). 

7. 7 4 ( 1 H. d d. J= 8. 8. 2. 0 Hz) , 
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7. 8 2 ( 1 H. d. J=8. 8Hz). 7. 83 (I H. s). 

7. 84 (2H. d. J=7. 8Hz). 

8. 18 (I H. J = 8. 8Hz), 8. 18-8. 35 (3 H. br), 
8. 2 7 ( 1 H. s), 8. 2 8 ( 1 H. d. J=8. 8 Hz). 

8. 5 0 ( 1 H. s) , 1 2. 6 4 ( 1 H, b r s) . 
MS (FAB) m/z : 5 2 3 [ (M + H) + , Ci 35 ] . 
5 2 5 [ (M + H) Cr 7 ] . 

Ttmfttif : CasHjiC i NtO»S • HC f ■ 1 . 4 H 2 0<!: LT, 
Steffi : C. 5 i . 3 6 ; H. 4 . 6 2 ; C £, 12. 13; 

N. 14. 3 7 ; S. 5. 4 8. 
frVrm : C,'5 1. 38 ;H, 4 . 5 4 ; Ci, 12.24; 
N. 14. 2 3 : S. 5; 5 5. 

immm 2 21 1 - t (e> - i-?DDXfj;^jt*-i] - 4 - c 4 - 

(2, 4 - >>Tt jr\£*y 6 -.w/u) jp] ^ .fg8*& 

nmM2 1 £ffi»©EJ£(::'«fcO % ###J3 2T»£ttfc4 - (2, 4 - i^T $ 

y - 6 - 1* u $ ^>u) ' 3 1 T-^t>ti^ 1 - c (e> - 

'H-NMR (DMSO-d,) <5 : 3. 1 8 ( 4 H, br). 

3. 43 (2 H. br), 3. 7 6 ( 2 H, b r ) . 4 . 0 ( 2 H. br), 

6. 3 7 ( 1 H. s) , 7. 8 4 (2H. d. J=15. 6Hz). 

7. 44(1 H. J=l 5. 6 H z ) . 
7. 5 3 (2H, d, J=8. 8Hz) . 
7. 6 3 (2H. d, J=8. 8 Hz) . 
7. 8 2 ( 1 H. d. J= 8. 8 Hz) . 

7. 8 8 ( 1 H. d, J=8. 8Hz). 8. 2 3 ( 1 H. br s). 
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8. 32(1 H. br s). 12. 58(1 H. br s) . 
MS (FAB) m/z : 4 9 9 [ (M + H) \ Ci 35 ] , 
5 0 1 [ (M + H) + , C £ 31 ] . 

TvmftVr : C 23 H 2 ,C iN 8 0,S • 1 . 2HCI • 1. 4H 2 0£LT. 
9f-Jttft:C. 48. 64; H, 4. 79 ;Ci, 13. 73; 

N, 1 4. 8 0 ; S. 5. 6 5. 
#flT<fi:C. 48. 46; H. 4. 5 6 ; Ci, 13. 53; 
N, 14. 5 4 ; S, 5. 7 2. 
LMMM2 3] 2 - [4 - [[4- [(E)- 4-?Doxf'JUA*i;L-] 

Hffiftl 1 il^WOKlSc: J: 0. ###J 3 5 T*»t»tl/c 2 - [ 4 - [ ( 1 - fcf ^ 
7vA) fiAtf-J^ 7xiA] fcT»; ^ > N-^^K ,ig»JS. ( E) - 4 

1 H — NMR (CDC i, ) o : 3. 1 0 - 3 : 4 0 ( 4 H. b r ) , 
3.66 ( 2 H, b r ) :, 3. 8 9 ( 2 H. br) „, ;■ . ^ ■;, ..• 

6, * 6 5 ( 1 H, d. ■ J = 1 5. 6Hz) ..: 7. V2 8 ( 1 H. m) ... 

7. 3 4 ( 1 H, t, J= 7. , 8 Hz) , 7. 3.9 -7.: 4 8 ( 6 H. m) . 
7. 50 (2 H. d, J = 7. 8Hz). 

7. 8 8 (2H. d. J= 7. 8 Hz) . 
8 . 3 4 ( 1 H. d . J = 5 . 9 H z ) . 
MS (FD) m/z : 4 8 3 (M* , Ci 3S ) , 
4 8 5 (M*. C £ 31 ) . 

7tm^9r : C 24 H 22 C £ N,0 4 S • 0. 5H,0£LT\ 
StJttl:C. 58. 47; H. 4. 70 ; Ci, 7. 19; N. 8. 52; 
S, 6. 5 0. 

:C, 58. 49; H, 4. 8 0: C £, 7. 29; N. 8. 31; 
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S. 6. 3 4. 

mmm2 4 ] l - [ (E) - 4- ?aDXf'J J\,*)l*-Jl~\ - 4 - [ 4 - 
( £ 'J "J > - 4 - -f A-) ^ > V-T A] y > 

tK#T\ b'^i^ (.7 2 7mg) £S>?uu/*> (1 0m£) CiiU 
(E) - 4 -;dd^');^W-;^07^ K (5 0 Omg) £KDo < 
*.fc 0 1 B$IBIM(CTif # Ltc'&, iJfau ./ ?y (l 0 0 m £ ) X'tiffi. U IS 

^^f;^;I/A7 * K ( 1 0 mi). ###J 2T*f#£ftfc 4 - .( 4 - 

f 'J ( 4 2 0 m g ) > N, N-i^y ^ A - 4-7- 7 f'Jy> 

( 3 0 9mg) Ztotto *#T\ 1 - (3-iJ^fA7 * JZfn f;L) - 3 - 
xHM-t^-f ; F £ftffi-(4-0 5mg)-*JD^, SfiCT6 8l$IH«t$L 

B B B (1 8 5mg) tLT?#-5-^ ttttU'^DijgBft-i.^y .--/!>..( 4 m-£) £tJIJ 
m<t&%a (2 0 0mg) .^f|fc, 

'H-NMR (DMSO-d«) 5: 3.17. (2 H, b r s ) , 

3 . 2 3 ( 2 H, b r s), 3. 4 8 (2 H, b.r s ) . 

3. 77 (2 H, br s) , 7. 3 6 ( 1 H. d. -J = 1 5. 3 Hz), 

7. 4 4 ( 1 H. d. J=l 5. 3 Hz) . 

7. 5 3 (2H, d. J=8. 8Hz) , 

7. 6 4 (2H, d. J = 8. 3Hz) . 

7. 82 (2H, d, J = 8. 3Hz) . 

8. 0 6 (2H, d. J = 8. 8Hz) . 
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8. 32 (2 H, d, J = 6. 6 Hz). 

8. 95 ( 2 H. d, J = 6. 6Hz). 

MS (FAB) m/z : 4 6 8 [ (M+H) C£ 3S ] , 

4 7 0 [ (M+H) \ Ci 37 ] . 

jzMftft : C 24 H 22 C 2 N,0 3 S • HC 2 • 0. 2H 2 O-0. 22CH 3 C0 2 
CHaCHjttt, 
tUfffi : C. 56. 66: H, 4. 8 1 ; Ci, 13. 44; 

N. 7 . 9 7 : S, 6. 0 8. 
#0MS:C. 5 6. 6 8 :H, .4. 7 9 ; Cf, 13. 43; 

N, 8. 0 4 ; S, 6. 1 4. 
CHWJ2 5] 4 - [4 - [[4 - [(E) - 

• . ■ 

mmrni ^tmmomsz-^x'o, mmmi 4Ti#£>n/- 1 - c ce) - 4 -9 

od^'J^/^-^] ~A.- [4- (t*'J 4 .--f A) O-Z-f^] h° 

'H-NMR!(DMSO-d s ) 5: 3. 0 4 - 3. 8 7 ( 8 H. br). 

4. 3 5 (3H, s) , 7. 3 5 ( 1 H. d. J= 1 5. 6 Hz) . 

7. 4 4 ( 1 H, d. . J= 1 5. 6 Hz) . 

7. 5 3 (2H. d. J ==8. 3 Hz) , 

7; 6 7 (2H. d, J = 8. 3 Hz) , 

7. 8 2 (2H. d. J= 8. 8Hz) , 

8. 1 3 (2H, d. J = 8. 3Hz) , 

8. 53 (2H, d. J = 6. 8Hz), 

9. 0 5 (2H, d. J = 7. 3Hz) . 

TtmfrVr :CijH»Ci INsOjS- 0. 5 H 2 0iLT, 
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SUMtiC. 48. 52; H. 4. 23; N, 6. 79. 
#&HS:C. 48. 68: H. 4. 13; N, 6. 41. 
[£Mm2 6] 3 - [4 - [[4 - [(E) - 4 -^oa^f' J;U;L.f^] 
MKyiSy- l -JJl] 7j;U^'zi;U] 7i— ;U] f 'J 2> > N-^-+> K 

iH#©g£K<fcO«S££lfc*Ltf:SL »2 3t[^ii: (E) 

'H-NMR (CDC£ 3 ) 6:3. 26(4 H.br). 
3. 5 2 - 4. 0 0 ( 4 H, b r) , 

6. 6 4 ( 1 H. d, J= 1 5. 6 Hz) . 

7. 4 5 - 7. 5 2 ( 7 H. m) . 7. 52 ( 2 H, d, J = 2. 0Hz). 

7. 5 7 (2H, d. J= 2. 0 Hz) . 

8. 2 2 ( 1 H. d t, J= 6. 3, 1. 6 Hz) . 
8. 4 4 ( 1 H, t, J = 1 . 6 Hz) . 

MS (FAB) m/z ; : 4 8 4 [-(M + H) + . C£ 3S l. 
4 8 6 [ (M + H) \ Cr 7 ] . 

TC^tf : Ci4H 22 C i NaOaS - 0. 5 H s OtLt, : 
ff-JWB : C, 5 8. 4 7 ; H. 4 . 7 0 ; C £ . 7 . 1 9 : N, 8 . 5 2: 
S, 6. 50.. 

##Hi :C. 5 8. 4 9 ; H, 4. 6 6 : C£, 7. 4 0 ; N, 8. 5 4 ; 
S. 6. 5 6. 

[H^J2 7] 1- [(E) - 4- ?dd^U^*-A-] -4 - [4- 
( t* 'J v > — 3 — -f ;U) ^ > W /U] S> > iMSEiM 

flJIflJ 1 7 <hlW^©&fSl::J: ^ ###J 8 -Cf*«=>ttfc 4 - ( 3 - f 'J S> ^) 3c 
###J3 1 r» t>tltz 1 - [ (E) - 4 -?nn^»J 

'H-NMR (DMSO-d s ) 6:3. 08-3. 29 (4 H. br). 
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3. 42-3. 85 C 4 H, br). 

7. 3 5 ( 1 H. d, J= 1 5. 6 Hz) , 
7. 4 3 ( 1 H. d. J =15. 6Hz), 
7. 5 2 (2H, d, J = 8. 3Hz) , 

7. 59 (2H. d. J = 8. 3Hz). 7. 8 0 - 7. 9 3 ( 5 H. m) . 

8. 54 ( 1 H. d, J = 6. 8 Hz) . 

8. 7 8 ( 1 H, d, J = 4. 5 Hz) . 

9. 13 ( 1 H, d. J = 2. 0 Hz) . 

MS (FAB) m/z : 4 6 8 [ CM + H) ♦. Ci 3S ] , 
4 7 0 [ (M+H) *, C S 3 "] . 

TtmftVt : C24H22C iN 3 0,S • HC £ • 1 . 3 H 2 0 <b LT> 
ftgffi : C 5 4. 6 1 ; H, 4. 8 9 ; N. 7. 9 6: 

C£, 13. 4 3 : S, 6. 0 7. • ■ 

ftffiW : C. 5 4. 8 2 ; H, 4. 8 0 ; N, 7. 9 1; 
Ci, 13. 1 4 ;S. 6. 14. - 
2 8 ] 3- [4- [[4 - [(6-?ont7M/X-2-^D ^ 
*— A] i?>- 1 --fA] £A-*'— A] 7i-i] - 1 - * f-.l t'U ; J — 

«0d 1 2 tra»<z>scEtr j: 0. mmm 5 T»en^ 1 - t. ( 6 - *o a+? 

9 u > - 2 - -f a) ^ a^j=-a] - 4 - C 4 - ( f »; >> > - 3 - -r a) o w 

A] tX7^>^tltIIM^: 0 

1 H-NMR (DMS0-d 5 ) 5:2. 50-3. 80 (8 H, m). 

4. 44 (3 H, s), 7. 57 (2 H. d. J = 8. 3 Hz). 
7. 7 4 ( 1 H, d d. J= 8: 8. 2. 0 Hz) . 

7. 8 4 (1H, d d. J = 8. 8. 1 . 5 Hz) . 

7. 94 (2H. d. J = 8. 3Hz). 8. 10-8. 30 ( 4 H. m) . 
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8. 51 (1H. s). 8. 9 0 ( 1 H. d. J =7. 8Hz), 

9. 01 ( 1 H. d. J = 5. 9Hz). 9. 45 (1H, s). 
MS (FAB) m/z : 5 0 6 [ (M + H) \ C£ 3S ] . 

5 0 8 [ (M + H) \ Cr ; ] . 

mmm2 9] 1 - [ ( 6 -?oDt7^>- 2 a) - 4 - 

$£S£f#J 4 traaSOKJ^C-J: 0. ##0>J 3 8 -Cf#£*lfc 2-tF'o + y4- 
( 4 - f >W $J&S9, 1- [(6-'?DDt73'l'>-2-'fA) 

•H-NMR (DMS0-d s ) d : 2. 9 0 - 3. 4 0 ( 8 H. m) , 

7. 2 5 - 7. 40 (3H, m) , 7. 7 0 - 7. 8 0 ( 1 H, m) . 

7 . 8 0 - 7. 9 0 ( I H. m) . 8.15-8. 25 ( 3 H, m) . . 

8 . 2 5 - 8. 3 5 ( 2 H. m) . 8 . 5 0 — 8.6 0 ( 1 H. m) . 

8. 9 1 (2H, d, : J= 6. 4 Hz) , 10. 4 1 (lH.br s) .v 
MS (FAB) m/z : 5 3 5 C (M+H) *, Ci 9$ ]-< 
5 3 7 [ (M + H) \ Ci 37 ] . 

tzMKVt : C 26 H2 2 C ^NjChS • 1. lHCi-1. 7H 4 0-tLT, 
irltffi : C. 5 3. 9 6 : H, 4. 6 2 ; N, 7. 2 6: 
C i, 1 2. 8 .6 ; S, 5. 5 4. - 
M:C, 5 3. 6 2 ;H, .4. 5 8 ; N. 7: 34 ; 

CI.. 13. 1 0 ;S, 5. 94. 
[*Jfc0J3 0] 1 - [ (6-?ont7^1/>- 2 - 4 - 

H»J 4 £ffi«©Kl&«::«fc 0> 4 1 T'ft"btltz 3-*h*->-4- (4 

- f '■} <J)l) 1- [ (6-?oat7^l/^-2-'fA) t>- 
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1 H-NMR (DMSO-di) fi : 3. 00-4. 00 (8 H. m) . 
3. 81 (3H, s). 7. 0 8 ( 1 H. d. J = 8. 8 Hz). 
7. 17 ( 1 H. s), 7. 5 5 ( 1 H. d. J = 8. 8 Hz), 
7. 7 4 ( 1 H, d d, J = 8. 8, 2. 0 Hz). 

7. 8 3 ( 1 H. d. J= 8. 3 Hz) . 

8. 0 4 ( 2 H. d. J= 6. 3 Hz) . 

8. 19 ( 1 H. d, J=8. 8Hz). 8. 2 5 - 8. 3 0 ( 2 H, m) , 
8. 5 2 ( 1 H. s), 8. 85 (2H. d, J=6. 3Hz). 
MS (FAB) m/z : 5 2 2 [ (M+H) *. C£ 35 ] , 
5 2 4 [ (M + H) + . C£ 31 1 -. 

j£*^«f : CtH.^Cf N,0 4 S • 0. 8HC£ • 1. 7H 2 0ilT, 
MM* : G. 5 5. 7 4 ; H, 4 . 8 9 ; N, 7 . 22; 

C£, 1 0. 9 7 ; S. 5. 5 1. 
#0Mfi : C, 5 5. 5 9 ; H. 4. 9 0 ; N. 7. 2 3: 

C £. 10.90; S. 5. 52. 
[HfifeM 3 1] 1- [ (6-^an^-7^U>-2--f/U) X A ^ ; - 4 - 
[3-t'Ka + y-4- ( f'J 4 - -f >U) ^>*/-f^] t'^^i>> Jts$? 

>TTTI 

Hlfb^^t ( 1 1 5 u£) *y?noy^ (lmi) JCjglBU fl-fift- 
7 8 'CCZT. Hi£0>J 3 0 T1# ^tlfe 1- [(6-?DDt7^1/.>- 2 - -T A) 
- 4- C3-^h + ->-4- (t ,| J^>-4-'fA) K>7V;l] 
t'^y^ (1 0 5mg) cD^^aa^ 9 >i&f& (y^oo^ximf) 
TU $ * cifii:#g U"^b2 3 H8I# Lfco ^ ? o d / 9 > *> t>'*£ 
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07-7 >irjg8?U ^i^y-^^-fln/tr@fb^-a:Tj!gS?L^o ~n^7Kt^ 
M(3 6mg, 3 0%)» 

'H-NMR (DMSO-d s ) o : 3. 0 0 —3. 8 0 ( 8 H, m) . 

6. 85-6. 9 5 ( 1 H, m), 7. 01 (1H. d, J = 1 . 4Hz), 

7. 4 9 ( 1 H, d. J= 8. 8 Hz) . 

7. 72 ( 1 H. dd. J = 8. 8, 2. 0Hz), 
7. 8 1 (IH, dd, J = 8. 5, 1. 7Hz) , 

7. 9 4 (2H. d, J= 6. 4Hz) .. 

8. 1 9 ( 1 H. d. J = 8. 8 Hz) , 8 . 2 5 - 8. 3 0 ( 2 H, m) . 
8. 51 ( I H. s) , 8. 7 5 (2H. d. J=5. 9 Hz) , 

1 0. 6 7 ( 1 H. i) . - ^ , 

MS (FAB) m/z : 5 0 8 [ (M + H) + , Ci 35 ] , 
5 1 0 C (M+H) \ C£ ai ~] . 

mmm 3 2 ] l - C ( 6 - ? □ a + 7 9 V > - 2 - J A) XJl*-Jll -2- 
xh + -/*;^i,-4- [4- ( f 'J 'J > - 4 - < ;U) O V'-r JlJ 'J 

> • -V. .-. : 

HiR50iJ7 tmm<D&fclz£ 0. 4 - t e r t -V h*-># ;Utfr.;i,- i - 

t*^7 ^>^tu mmm&fe&Ltzik^ mmm 4 4 - ( 4 - e 

' H-NMR (CDC£ 3 )<5:0. 80-1. 1 0 ( 3 H. m) , 
3. 00-4. 0 0 ( 8 H. m) , 4. 60-4. 8 0 ( I H, m) . 
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7. 42 (2H, d, J= 7. 8Hz), 

7. 47 C2H. d. J = 5. 9Hz). 7. 5 0 - 7. 6 0 ( 1 H. m) . 
7. 64 (2H, d. J=8. 3Hz), 7. 7 0 - 7. 8 0 ( 1 H. m) . 

7. 85-7. 95 (3 H,m). 8. 3 3 ( 1 H. s). 

8. 6 9 (2 H, s) . 

MS (FAB) m/z : 5 6 4 [ (M + H) + , C£ 3S ] , 
5 6 6 [ (M + H) \ Ci J7 ] . 
7c3WHff : C2.Hf.C£NaO«S ■ 0. 3H 2 0<bLT. 
ftJtt£:C. 6 0. 7 8 ; H. 4. 7 0 ; N, 7. 33 ;C£, 6. 80; 
S, 5.6 0. 

##Htt : C, 60. 84; H, 4. 8 4 ; N. 6 . 9 8 ; C £ . 7. 03; 
S, 5. 7 0. 

[$t£feffll 3 3] 1- [(6-?ODt7^l/>-2-'f^) ^^.-f^;L] - 4 - 
[4- ( t*U ^> - 4 . "OW A] 2 

f£S£0iJ 3 il^d, 1- [(6-?Dat7;i/>-2--f^) X/L.t--i] 

-2-xh + ^*A.f-'^-4- [4- ( fj yy- 4 --rvu) 'O'/a] f 

'H-NMR (DMSO-d«) <5 : 2. 7 0 - 5. 0 0 ( 7 H, m) . 

7. 4 0 - 7. 5 0 (2H. m) . 7. 6 5 - 7. 7 5 ( 2 H, m) , 

7. 85-8. 25 (8 H, m) , 8. 50-8. 60 (2 H, m). 

8. 80-8. 95(2 H, m). 

MS (FAB) m/z : 5 3 6 [ (M+H) + , C£ ss ] , 
5 3 8 [ (M + H) + . Ci 37 ] . 

7c3fc#flf : C 2 -H 22 C iN 3 0 5 S • 0. 3HC£ • HjOtLT, 
-ftJHfi : C. 57. 4 0: H. 4. 34; N. 7. 4 4 ; C£, 8. 16; 
S, 5. 6 8. 
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frffife-.C. 57. 1 6 : H. 4. 3 5 ; N, 7. 36 ;Ci, 7. 92; 
S. 6. 0 8 

[HMflJ 3 4] 4 - [ (6-?aiut-7*U>-2-Y;U) *;i,*.=.A] - 2 - 
xh + ^a'-/L-l- [4- (t*'J S>>- 3 'OWA] Ir'^r/ 

> 

'H-NMR (CDC£> ) 5 : 1. 15-1. 30 (3H, m) , 
2. 60-4. 6 0 ( 8 H. m) , 5. 3 3 ( 1 H, br). 

7. 4 0 - 7. 55 (3H. m) ,. 7. 70-7! 85 ( 4 H. m) . 

8. 05-8. 10 (1H. m), 8. 1 9 ( 1 H. d. J = 8. 8Hz), 
8. 2 5 - 8. 3 0 ( 2 H, m) , 8. 5 0 - 8. 6 5 ( 2 H. m) . 

8. 9 1 ( 1 H. s) . o 
MS (FAB) ra/z : 5 6 4. [ (M+H) V CiZ 3S ] , 
5 6 6 C (M + H) V Ci 37 ] . - 

TC^tfr: C 29 H2sCi NiO s S • 0\ \HC£ • 0 . 5H 2 0 t ITv 
ftJMfr : C, 6 0. 4 0 ; H, 4. 7 4 ; N, 7, 2 .9 ; C£. 6. 7 6 : 

• Sr : 5. : 5 6. : ' 
frffiffi. : C, 6 0. : 6 7 ; H, : 4. 6 1 ; N, 7.' 3 0 : Ci, 6.? 8 9 ; . 

S. 5. 5 1. - • - ■< 

C3I££0>J3 5] 2 4 )V- 4 :- [ ( 6 - ? ao + ^^ U >- 2. - -C 

-1- [4- (f'J 3 Jl) OVWAJ lr^<7->'> is 

- 2 -x V^-istuVtf— )l- 1 - [4- (b*'J :>>- 3 'OV-fA] f 
^7>> ( 4 2 6 mg) £1^*4 <bLT, i^r«7WLtiMi*ff^ 
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v - t e r t - y^Jl ; Jt)-jf;*4 h ( 6 4 6 mg, ( 3 7 0 a £) 

*>&UmM7kmT>*-^U (1 9 6mg) £1lUX-Xg.i&(ZZ \ Qm$m-tLtz 0 

IzmmLT^feVd&i&ZL, LXWM<t£® ( 3 0 2mg. 6 5 

96) &mc 0 

'H-NMR (DMSO-d s ) 6:2. 30-4. 50 (6 H, m). 
5. 0 8 ( 1 H, br), 7. 4 0 - 7. 6 0 ( 2 H. m) , 

7. 6 5 - 7. 8 5 ( 3.H. m) , 7. 92 ( 2 H. d. J = 7. 8Hz). 

8. 00-8. 10 (1H, m) , 8. 20 ( 2 H. d. J = 8. 8Hz). 
8. 25-8. 3 5 ( 2 H. m). 8. 4 9 ( 1 H. s), 

8. 8 0 ( 1 H, d. J = 7. 8 Hz) , 

8. 88 (1H. d, J=5. 4Hz). 9. 2 5 (1 H, sK 
MS (FAB) m/z : 5 3 5 [ (M+H) \ C£ ss ] , 
5 3 7 [ (M + H) \ C£ 3 '] . 

TzmftVr : C^KziC £N<0<S -1. 1 HC £ • 1. 7 H 2 0<i:LxT. 
ftgffi : C, 5 3. 5 4 ; H, 4 . 5 8 : N, 9.25; . 

Ci, 1 2. 2 9 ; S, 5. 2 9. 
##Ht:C. 5 3. 3 6 ; H, 4. 7 1 : N. 9. 07; 
Ci, 12. 17; S, 5. 5 0. 
C^WJ 3 6] 2 - trJl'^-f A - 4 - [ (6-^oDt7n>-2--l'i) 
;l] -1- [4- (f'J >>>- 4 ^>7VA] f^v^> 

fSJfijtfi] 3 5 t |bJ»C. 4 - [ (6-?DDt7^l/>-2-'fA) ^ A + 
— ;l] - 2 - j. K+>*;l/*'— ;U- 1 - [4 - (f'J^>-4 - -f A) OvV 
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1 H-NMR (DMSO- d 6 ) 6:2. 30-2. 70 (2 H. m), 
3. 20-3. 8 0 ( 2 H. m) , 4. 10-4. 5 0 ( 2 H. m) . 
5. 07 ( 1 H. br s), 7. 4 0 - 7. 5 5 ( 2 H. m) . 
7. 60-7. 6 5 ( 1 H, m) , 7. 6 7 ( 1 H, s). 
7. 7 2 ( 1 H. d d. J = 8. 8, 2. 4 Hz) , 

7. 7 8 ( 1 H. d d, J = 8. 8, 2. 4 Hz) . 

8. 0 4 (2H, d. J=8. 8Hz) . 

8. 2 0 ( 1 H. d, J=8. 8 Hz) . 8. 2 5 - 8. 3 5 ( 4 H. m) 
8. 49 (1H, s), 8. 95(2H. d, J=5. 4Hz). 
MS (FAB)m/z:5 3 5 [ (M+H) + , C£ 35 ] , 
5 3 7 [ (M + H) C£ 17 l . 

Ttmfrtif : C 27 H 21 C iN,04S - HC'i • 1 . 8 HiO t LT, . 
ft^fifc: C. 5 3. 7 0 : H, -4;. 6 1 ; N,- 9. 2 8 ; 

G £7 : 1 1 . 7 4; S, 5. 3 1 : 
##Hfi:C, 5 3. 8 7 ;H, 4. 4 0 ;N, 8. 89 : 

C£, 1 1 . 8 1 ; S, 5. 2 3. 

7] 4- [4- [ [2 -£A-/^-r;l,- 4 - ;■[ ( 6 - ?qnt7^ U 

U > - 2 - -OL ) — ;U] - 1 - [ 4 - (t , 'Jy>-4-'TA) <>7V 

1 H-NMR (DMSO-de) 5:2. 3 0 - 4. 5 0 ( 6 H, m) . 
5. 0 4 ( 1 H. br). 7. 30-7. 9 0 ( 1 0 H. m) . 
8. 10-8. 3 0 (5 H, m) . 8. 4 8 ( 1 H. s). 
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MS (FAB) m/z : 5 5 L [ (M + H) *. Ci 3i ] , 
5 5 3 [ (M + H) + . Cf 11 ] . 
7C*#fff : C 2 tH 23 C £ N.OsS • 0. 8H 2 0tLr. 
SHMff : C. 57. 3 5; H. 4. 39; N, 9. 9 1 ;CI, 6. 27; 
S. 5. 6 7. 

#tJH£:C, 57. 64: H. 4. 50; N, 9. 4 8;C£. 6. 37; 
S. 5. 7 1 . 

i$mm 38] 4 - [4 - [[4 - [(6-?oDt7n>-2W A) X A 
sfc—A] -2-ih + ^*/l"t'-;l/l:^7y>-l -^f^] £ ;u /l j — 
;U] £»J ^> N-**^ K 

'H-NMR (CDC £z ) <5 : 1 . 3 0 - 1. 4 0 ( 3 H. m) , 
2. 30-4. 70 (8 H, m) , 5. 47 ( 1 H, b r s). 
7 . 4 0 - 7. 8 0 ( 8 H, m) . 7. 9 2 ( 1 H, s ) . 

7. 9 4 (2H, s) , 8. 2 6 ( 2 H, d. J=6. 8 Hz) , 

8. 4 8 ( 1 H, s) . - 
MS (FAB) m/z : 5 8 0 C (M + H) *. C£ 35 ] . 

5 8 2 [ (M+H) + , Ci n ] . 
Ttmftffi : C 2 »H 2S CiN30 6 S • 1. 3H 2 0<i:LT, 
ff-JMt : C. 5 7. 7 2 ; H, 4. 7 8 ; N, 6. 9 6 ; C£. -5. 8 7: 
S, 5. 3 1. 

#*ftt : C, 57. 99; H. 4. 75; N. 6. 5 6 ; CI 5. 98: 
S, 5. 4 3. 

CHWJ3 9] 4- [4- [ l2-iiJ0#*i/- 4- [ (6-?oDt7H> 
-2--TA) ^Jl7tz—j\,~\ *;t, #-=.;!,] 7x-A] f'J 
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1 H-NMR (CDCfj ) 6 : 2. 30-4. 50(6 H,m), 
5. 2 2 ( 1 H. br s ) . 7. 35-7. 50(2 H, m), 

7. 70-7. 9 0 ( 6 H. m) . 8. 19 ( 1 H. d, J=8. 8Hz). 

8. 25-8. 3 0 ( 4 H. m). 8. 5 3 (1H, s), 
13. 42 (1H, br). 

fcm&tt : CsiHi.CiNsOeS • 0. 2HC4-1. THiOtLX. 
ltM:C. 5 4; 9 7 ; H. 4. 3 7 ; N. 7. I 2 ; C £ . 7. 2 1 ; 
S. 5. 44. 

#«fffi:C. 5 5. 0 7 : H. 4. 4 0 ; N. 6. 8 2 : C £ . 7. 16; 
S, 5. 4 7. 

[$1M4 0 ] 2 -*4^<-fc-OI/- 4 - [ (E) - 4 - ?dd^'J 7L^;U«h— 
;t] - l- [4- (h*'J^>-4-^A) <-07V;U] ".-f^5^> iaS?i£ 
2 -#/l//<^E-Ot/- 4 - [ [2- (■4 -i'DD7i-A) - + 

-l - [4- ( f»j 4 TXO b^vv^ 

2—f3 /L/^t ■< A — 4 — [ (E) - 4 -?ao^f-"j;i.>uijfc— -1- [4 

- (fj 4 -^;i>) 'O*/^] f^^y *M®?£ -\ 

'H-NMR (CD3OD) 6 : 2. 8 0 - 4. 8 0 ( 6 H. m) , 

5. 3 2 ( I'H, br); 7. 0 4 ( 1 H. d,' J = 1 5 . 6 Hz). 

7. 40-7. 5 0 ( 3 H, m) , 7. 60-7. 80 (4 H, m). 

7. 95-8. 0 5 ( 2 H. m) , 8. 20 (2 H, br), 

8 . 8 1 ( 2 H, b r ) . 

MS (FAB) m/z : 5 1 1 [ (M + H) *, Ci 3S ] . 
5 1 3 [ (M+H) \ Ci 37 ] . 
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Ttmftft : CsH^C £N*0<S • 0. 9HC£ • 1. 8H 2 0tLT> 
ItM :C, 5 2. 11; H. 4 . 81; N, 9. 72; 

C i, 11. 6 9. 
frm&:C, 52. 28; H, 4. 83; N. 9. 44; 

C £, 1 1 . 5 1 . 

2 ;i^<-t-f ;u- 4 - [ [ 2 - ( 4 - ^nD7i-A) - 2 -i h + vxf 
;u] - 1 - [ 4 - ( f 'J > - 4 - Y A) ^> W A] ^ > 

1 H-NMR (CD,OD) o : 1, 10-1. 20 ( 3 H, m) , 
2. 9 5 - 4. 7 0 ( 6 H, m) , 5. 34 ( 1 H. br). 
7. 38 (4H, s) , 7. 6 5 - 7. 8 5 ( 2 H. m) , 
8.05-8. 15 ( 2 H, m) . 8 . 4 0 - 8. 5 0 ( 2 H. m) . 
8.9 1 (2H. d. J = 5. 9 Hz).. 
MS (FAB);m/z : 5 5 7 [ (M + H) + , Ci 35 ] , 
5 5 9 [ (M+H) + , C 2 37 3 . . - ■ . „ 

imftffi : C t 7H2,CiN,OsS • HC4 • 2. 5H 2 0<tLT. 

ft*i[ : C. 5 0. 7 8 : H. 5. 5 2 :.N. 8. 7 7 :, 
CI 1 1.; 1 0 ; S. 5. 0 2. , : 

#flf<£:C. 5 0. 6 1 ; H, 5. 3 8 ; N. 8. 6 8: 



C i... 11. 2 7 ; S. 5. 0 7. 
im&m 41].l - [trans-4 - (7;7 :> 9p^* : sA,- / =t 

;u] - 4- [(6-?DDt7^1/>-2--fA) 7>A^— A] t*^7-^> i£ 

'H-NMR (DMSO-d t ) 6 :0. 8 0 -1. 0 0 ( 4 H. m) , 
I. 4 8 ( 1 H, m) . 1. 6 0 - 1. 9 0 ( 5 H. m) . 
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2 . 6 0 ( 2 H. m) . 2 . 9 0-3. 1 0 ( 4 H. m) . 

3. 1 4 (2H. m) , 3. 5 2 ( 2 H. m) . 3. 7 7 ( 2 H. m) . 
7. 7 5 ( 1 H, d d. J= 8. 8. 2. 0 Hz) . 

7. 85 (1H. d, J=8. 8Hz). 7. 9 9 ( 3 H. br). 

8. 2 1 ( 1 H. d. J = 8. 8Hz), 8. 3 0 - 8. 4 0 ( 2 H. m) . 
8. 56 (1H, s). 10. 46 (1H. br). 

MS (FAB) m/z : 4 3 6 [ CM+H) VCi"] . 
4 3 8 [ (M+H) + . C£ 37 ] . 

TtmfrVr : C.tHa.CjgN.OtS/. 2HCS • 3/4HjOtlT, 
: SfM-it : C. 5 0. 58: H. 6. 46: N, 8. 04: 
C£, 2 0. 3 6 ; S. 6. 14. 
##Ht : C, 5 0. 7 4 : H. 6. .48 : N, 7: 7 6: 
C£, 2 0. 0 9 ; S.- 6..: 1 9 . 
- ~[Mt&&l 4 2] 1 - [t r a n s - 4 - (7;;/fA0- is? a^i/Ati Jl# 
—Jl] - 4- [(6-?not7^l/>-2-^/0 *yu,+> -./I,] tV<5 V > 

HS£#J 7 t^atc-- 1- [trans-4 - (N - ter.t -7* h*> •* 

y - 2 - -< ;i/) -yy&mnt Lr. if^i:-£$j£-f#fco 

'H-NMR (DMSO-ds) d : .0 . 9 0 - 1. 0 0 ( 2H, m) , 

1.2 0 - 1. 4 0 ( 2 H, m) . 1.48 (1 H, m) , 

1.5 0 - 1. 7 0 ( 2 H, m) . 1.7 0 - 1. 9 0 ( 2 H. m) , 

2. 4 4 ( 1 H. m) . 2. 5 9 ( 2 H, m) , 2. 9 6 (4H, m) . 

3. 5 5 (4H. m), 7. 7 2 ( 1 H, dd. J=8. 8. 2. 0Hz), 

7. 81 ( 1 H. d, J = 8. 3Hz), 7. 90 ( 3 H, br), 

8. 16 ( 1 H. d. J = 8. 8Hz), 8. 20-8. 3 0 ( 2 H, m) , 
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8. 4 9 ( 1 H. s ) . 

MS (FAB) m/z : 4 5 0 [ (M + H) *. C£ 3i ] . 

4 5 2 [ (M+H) \ Cf 1T ] . 

TtmftVr : CHjtC £ NaO.S • 0. 9HCi • 1. 5H 2 0<tLT. 
ItEfiS : C 5 1. 8 3 : H, 6 . 3 1 ; N, 8 . 2 4; 

C£, 13. 2 1 : S. 6. 2 9. 
#0fiff : C. 5 1. 6 3 : H, 6. 2 2 ; N, 7. 97; 

C £, 13. 3 2 ; S. 6. 17. 
mm&U 3] 1- [N- [tr.ans-4 - (T i J *f-;U) ^a^+^A- 
#;|,+:^;t/) ij >/;H ] -4 - [ (6-?oDt7n>-2-^D 

mmm7 tmm<DB.miz.J:tj^ l - [N- [t r a n s - 4 - (N- t e r t 

-4- [ (6-^ont7^b>-2-^^) ;U] h'^? is>&f¥Mt 

'H-NMR (DMSO-de) <5 : 0 . 8 0 - 1. 0 0 ( 2 H. m) . 

1 . 2 0 - 1. 4 0 ( 2 H, m) . 1 . 50 ( 1 H. m) , 
1 . 6 0 - 1 . 8 0 (4 H, m) , 2. 1 0 ( 1 H, m) , 

2. 6 2 (2 H, m) , 2 . 9 0-3. 1 0 ( 4 H, m) , 

3. 4 0 - 3. 6 0 ( 4 H, m) . 3. 83 ( 2 H. d, J=5."4Hz). 

7. 7 0 - 7. 9 0 ( 3 H, m) , 7. 9 3 (3 H, br), 

8. 17 ( 1 H, d, J=8. 3Hz). 8. 2 0 - 8. 3 0 ( 2 H. m) , 
8. 4 9 ( 1 H, s) . 

MS (FAB) m/z : 5 0 7 [ (M + H) \ Ci? 3S ] , 

5 0 9 [ (M+H) *, C £ 37 ] . 
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ftgffi :C. 53. 04: H, 5. 93: N. 10. 31; 

C£. 13. 0 5: S. 5. 90. 
frffim-.C. 5 2. 9 0 : H. 5. 9 8 : N. 10. 29; 

C i, 12. 9 8 : S. 5. 9 1. 

4] 1- [trans-4 - (T i y /TJl) > 7 d^*v A* A* 
— A] - 4- [(6-^oat7j'U>-2-^^) ^At>-A-3 *€tX7y 

HJriCT7 fclHaMc. 1 - [t r a n s - 4 - (N- t e r t - V 

> - 2 - f a) xA-t»-;n ^ y&wmt lx. wmitG^m^o 

•H-NMR (DMSO-dj) S : 0 . 9 0 - 1 . 10 ( 2 H, m) ,. 

1 . 3 0 - 1. 5 0 ( 2 H, m) , 1 . 5 0 - 1. 9 0 ( 7 H, m) . 

2. 4 0 - 2. 8 0 (3H, m) . 3. 2 0 - 3. 7 0 (8 H. m) . 

7. 6 0 - 7. 7 0 ( 1 H. m) . 7; 8 0 - 8. 0 0 ( 4-H. m) . 

8. 10-8. 2 0 ( 1 H, m) , 8. 2 0 - 8: 3 0 ( 2 H, m) , 
8. 5 2 and 8. 5 3 (1 H, each s ) ; 

MS (FAB) m/z : 4 6 4 [ (M+H) *, C£ 15 ] . 
4 6 6 [ (M + H) V C£ 3T 1 . 
TtmfrVr : C i3 H3oC¥n,03S • HCi t UT. 
fHMfVcV' 5 5.2 0 ; H, 6.2 4 ; N. 8 . 4 0 ; 

CiVM 4". 17; S. 6. 41. 
#tfHfi:C, 55. 42; H, 6. 18: N. 8. 26; 
C i. 1 4. 1 1 : S. 6. 5 3. 

immmA 5] 1 - [4 - -<r * / *^ao - 4 - [(6-?°° 

HJS0»J7 <bl^^l<l. 1 - [4 - (N— t e r t - "7* h * T = y ^ 
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^>7-fA] - 4 - [ ( 6 - ?avi-y ? U >- 2 - -f A) XAt.-A] 

'H-NMR (DMSO-d ( ) o : 3. 00-3. 20 (4 H. br), 
3. 30-3. 80 (4 H, br), 4. 03 (2 H, s). 
7. 3 7 (2H. d, J= 7. 3 Hz) , 
7. 50 (2H, d, J=7. 3 Hz) , 
7. 7 2(1 H, d, J=8. 8Hz). 

7. 8 2 ( 1 H, d, J= 8. 8 Hz) . 

8. 1 '8 (1 H, d, J=8. 8 Hz), 8. 20-8. 4 0 C2H. m). 
8. 4 3(3 H, br), 8. 4 9 ( 1 H. s). 

MS (FAB) m/z : 4 4 4 [ CM+H) + . C£ 1S J . 
4 4 6 [ (M + H) *. C£ 37 3 . 

7cfd*«f : C 22 H 22 CiN 3 0 3 S vHCi • H,OtLT,. 
ff-JH»:-C. 5 3. 0 2 : H, 5. 0 6 ; N, 8. 4 3 ; 

C i, 1 4. 2 3 ; S, 6. 4 3. 
^tff fit : C . 5 3. 0 6-; H, 5. 3 0 ; N. 8. 3 2: 

Ci, 14. 2 0; S, 6. 44. 

immMi 6] i - [3 - (r $ j ^>-/-ou] - 4 - C (6-?dd 

(' 

~f-y *u>- 2 -J ji) *)i*—J\sl tX7^> MW&M. 

3- (N— t e r t-7'h + i/iJ^-A7;; * f-A) -$gft^ TJl&M 

nt Lr. 3 tmmizx.^Tj\,%tQ7k&MLtzik. mmm 4 . utai^j 7 <t 

'H-NMR (DMSO- d,) 5:3. 0 7 ( 4 H.- b r ) . 

3. 20-3. 8 0 (4 H. br), 4. 00(2H, s). 

7. 30-7. 60 ( 4 H. m) . 7. 73 (1H. d. J = 8. 8Hz), 

7. 8 3 ( 1 H. d. J = 8. 8Hz). 8. 10-8. 6 0 (7H, m) . 
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MS (FAB) m/z : 4 .4 4 [ (M+H) *. Ci is ] . 
4 4 6 [ (M + H) *. C£' 1 1 . 

C^HizCf N,0,S • HC£ • l/4H,OtLT, 
if-Jtffi:C. 5 4. 49; H. 4. 88; N, 8. 67; 

C £, 14. 6 2 : S, 6. 61. 
#tFHfi:C. 54. 64; H, 4. 95; N. 8. 52; 

C£. 14. 5 9 ; S. 6. 7 0. 
CHiffi0d4 7] 1 - [ (6-^DDt7^U>-2--fA) x;U^-;L] - 4 - 
[3 - [N- ( 1 - t'o 'J > - 2 -WA-) 7-; / ^> W A] f^7^ 

2-/h + i/- 1-t'n'J > (3 5mg) &i?/*/l*JM+T i K-(2m£> 
1 - C3 - (T $ J * ^;u>o W;u] - 4 - C ( 6 - 9 a a-fy 
9 U > - 2 - f A) j*A*^.7l/] f^v^ > . ig&iM ( 0 . 1 0g)v h'Jif 
AT = > ( 4 4 i ) ^tlfiCT 3 B Ltc 0 ■•S£Eft*SffiR» U 

$ &YAr&i& ?o?h^77-( - (Se phadex. LH-.2 0, 0 1 5 x 
3 0 0 mm. * 9 J -Jl-)=T«SH*. •/ *V - A t jc— rA©fi-&ig«J: OIKfc: 
£-£T&fe@#: (0. 1 1 g. 9 1%) fcWfco 
'H-NMR (DMSO- d e) 5 : 2. 0 4 ( 2 H, m) , 

2. 8 1 (2H. t, J =7. 8Hz), 3. 18 ( 4 H, br), 

3. 20-3. 80 (5H. m) . 4. 10 (lH. br). 

4. 51 (2H. d. J=5. 9Hz) , 7. 3 0 - 7. 5 0 ( 4 H. m) , 
7. 7 2 ( 1 H. d d, J = 8. 8. 2. 0 Hz) . 

7. 8 2 ( 1 H. d. J= 8. 8 Hz) , 

8. 18 ( 1 H. d. J = 8. 8Hz). 8. 2 0 - 8. 3 0 ( 2 H. m) . 
8. 50 (I H. s). 10. 01 (1H. t. J=5. 9 H z ) . 
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i 0. 0 6 ( 1 H. s) . 

MS (FAB) m/z : 5 1 1 [ (M+H) *. Ci 55 ] , 
5 1 3 [ (M + H) *. Ci 37 ] . 

TtmftVr : C 2S H 27 C £N,0,S • HC £ • CHjOH • 4/5 H 2 <tLT, 
tf-JMf:C. 54. 60; H. 5. 7 0 ; N, 9. 43: 

C£. 11. 9 4 ; S, 5. 4 0. 
##Hf:C, 5 4. 8 4 ; H, 5. 4 7 ; N, 9. 13; 

C£, 11. 8 6 ; S, 5. 4 8. 
CH£I#J4 8] 1 - [4 - (2 -T 5 ;xf^) O'/^A] - 4 - [ (6 - ? 

HSfc#J7 1- C4- [2-(te-rt-7h + i/*A--KiAT; 

V) x^A-] - 4- [(6-?nD + 7n>-2-'fA) 

1 H-NMR (DMS0-d 6 ) d : 2. 9 0 - 3. 2 0 ( 8 H, m) . 
3. 4 0 - 3.9 0 ( 4 H. b r) , 7. 2 8 (4 H. s) . : 
7. 7 2 (1H, dd, J=8. 8, 2. 4 Hz). 

7. 8 1 ( 1 H, dd. J=8. 8, 2. 0 Hz) . 

8 . 0 2 ( 3 H. b r ) . 8 . 1 7 ( 1 H. d. J = 8 . 3 H z ) . 

8. 2 0-8. 3. 0 (2H. m) . 8. 4 9 ( 1 H. s ) . 
MS (FAB) m/z: 458 [ (M + H) *. Ci 35 ] . 
4 6 0 [ (M+H) V C £ ,7 ] . 

7C*^#f :C 21 H 2 aCiN 3 0 3 S-HCi- l/2CH 3 OH- 1/2H 2 0<!:L 
t, 

ttJttfi : C. 54. 34; H. 5. 43: N, 8. 09: 

C £. 1 3. 6 5 ; S. 6. 1 7. 
#tJrffi:C, 54. 43; H. 5. 26: N, 7. 92: 
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Ci. 13. 58: S. 6. 2 4. 

9] 1- [ [ (6RS) - 6-7; ;yf;i/-5, 6, 7. 8 -T- h 
7t Kat7^l/>-2--f^] - 4 - [ (6-?an+7^ 

HJfc0!f7 1 - [ [ (6RS) - 6- (N- t e r t -7'h*->£A 

^'-;l7;;yf A) -5, 6. 7. 8-f h5t Kot7^ U > - 2 - -f ^] 
7jA^— ;U] - 4- C (6-?ant7^l/y-Z--fA) J*;U*— A] £^ 

5? y *Bc«- tut, «Hrt-fr««-»/co 

'H-NMR (DMSO-d.) <5 : 1 . 3 0 - 1. 5 0 ( I H, m) , 

1. 9 0-2. 10 (2H, m) , 2. 4 0 - 2. 6 0 ( I H, m) , 

2. 6 0 - 3. 0 0 (5 H, m), 3. 03 (4H, m), 

3. 4 0 - 3. 8 0 ( 4 H. b r ) . 7. 00-7. 1.0 ( 3 H, m) . 
7. 7 3 ( 1 H, d d. J = 8. 8. 2. 0Hz) , -. 

7. 8 1 ( 1 H, dd. J — 8 . 8, : 1. 5 Hz) .: • ■ ., ; 

8. 0 5 (3H. br), 8. 1 8 ( 1 H, d. J =8. 3 Hz). 
8. 2 0 - 8. 3 0 ( 2 H, m) , 8.49 (1H, s) . . 
MS (FAB) m/ z : 4 9 8 [ (M+H) *. Ci 55 ] , 

5 0 0 [ (M + H) *, C£ 31 1 . 

TcmftVt : C 2 6H 2 «C I NiOs'S • HCi • 3/2HiOtU, 
ffHWft : C, 5 5. 6 1 : H, 5. 7 4 ; N, 7.48: 

; C i. 1 2. 6 3 : S, 5. 7 1. 
ftffim-.C. 5 5. 6 4 : H, 5. 5 3 ; N. 7. 77: 

C £, 12. 7 9 ; S, 5. 7 6. 
[H»J5 0] 1 - [ [ ( 6 RS) - 6 -T $ J 5. 6. 7. 8-5^h 
7tKot7?l,>-2--f/l'] - 4- [(6-?aat7H>-2 
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Hfl60*J7 tmmiz. I - [ [ ( 6 RS) - 6 - (N-tert-7'h + y^A- 
,t:-AT;;>fW -5, 6, 7, 8-f h7tF'at7;u>-2-^A] 
/f-A] -4- [ (6-?nn 7 -7i'l/>-2-^l') XW-A] t'^7y> 

1 H-NMR (DMSO-d«) 5 : 1. 3 0 - 1. 5 0 ( 1 H. m) . 

2. 00-2. 10 (2H, m) , 2. 4 0 - 2. 6 0 ( 1 H, m) . 
.2. 6 0 - 3. 0 0 ( 7 H, m) , 3.0 0 - 3. 2 0 ( 2 H, m) , 

3. 30-3. 50 ( 2H, m), 3. 82(2H, m). 

4. 22 (2H,'br), 7. 00-7. 10 (1H, m) , 

7. 25 (2 H. s) . 7. 73 (I H. d.d. J=8. 8. 2. 4 Hz). 

7. 81(1 H, dd, J=8. 8. 1. 5 Hz) . 

8 . 0 0 - 8. 4 0 ( 6 H, m) , 8 . 5 2 (1H, s ) , 
11.08 (1H, br) . 

MS (FAB) m/z : 4 8 4 [ (M+H) Ci 3S ] 
4 8 6 [ (M+H) *. Ci' 1 ] . 
TtmfrVr: C 2S H3oCf N 3 0 2 S • 2HC^«tLT 
9f-Jftt:C. 5 6. 0 7 ; H, 5. 7 9 ; N, 7. 54; 

C£, 19. 10; S, 5. 7 6. 
Am®. : C. 5 6. 0 4 ; H. 5. 7 9 ; N. 7. 5 2 : 

C 4. 1 8. 9 5 ; S. 5. 8 0. 
[H»J5 1 ] 1- [ [ (2RS) - Q-T i J JTJl- 1. 2, 3. 4-7^h 
7tFnt7n>-2-^/H ^^;U] - 4- [(6-?DDt7?l/>- 

»#J7 tmm^, 1 - [ [ (2RS) - 6 - (N- t e r t - V Y^i/tDl 
rn~AT i J jtf-A,) - 1 . 2. 3. 4-fh7tFnt7H>-2-'fA] 
y^A] - 4- [(6-?oot7^l/>-2-^A) ^At^H t*^7>>> 
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'H 


-NMR 


(DMSO-d t ) 6:1. 


3 0 


- 1 . 5 0 (In, m) , 


2. 


0 0-2 


. 2 0 ( 1 H, m) , 2, 


2 0 


-2. 4 0 ( 1 H. m) , 


2. 


4 0-2 


. 6 0 ( 1 H. m) , 2. 


7 5 


( 2 H, m) . 


2. 


9 0-3 


. 3 0 (7 H. m) . 3. 


6 0 


-3. 7 0 (2H, m) . 


3. 


7 0-4 


. 0 0 (4 H, m) , 7. 


0 4 


(1H, d, J = 7. 8 Hz) 


7. 


10-7 


. 3 0 (2H, m) , 7. 


7 4 


( 1 H, m) , 


7. 


8 6 ( 1 H, d. J= 8. 8 Hz) 


, 8 


. 20-8. 5 0 ( 6 H, m) 


8. 


5 6 ( 1 H, s) , 10. 6 9 ( 1 H, 


br) . 



MS (FAB) m/z : 4 8 4 [ (M + H) Ci JS ] . 
4 8 6 [ (M + H) C£ 37 ] . 

7C*»flf : C«iH,«C^NiOtS • 2HCj? l/2HtO^UT, • 
SfjMtt : C, 55. 18; H, 5. 88: N. 7.42; 

C£, I 8. 7 9 ; S. 5. 6 6. . : 

C, 5 5; 3 4 ;H, 5. 7 0 ; N, 7. 3 1: 
Ci. 1 8. .7 6 ; S. 5. 8 5. 
CH»J5 2] 1 - [ C (2RS) - 6 -7; J t+A— 1 , 2. 3. .4 h 
y t Kot7 * U>- 2 --r;U] ;U] - 4 - C ( 6 -9au1-7 9 U > 

HJS^J7 <t|5}^{- N l - [ [ (2RS) - 6 - (N- t e r t -7'F + ->*A 
#-AT;;^f;0-l. 2. 3, 4-f b7tKot7^l/>-2--f^] 
jjjltf—jl,] -4- [ (6-?DDt7^l/>-2-fA) jut*— A] 

1 H — NMR (DMSO- d.) <5 : 1 . 5 5 ( 1 H, m) . 

1. 8 0 - 1. 9 0 ( 1 H. m) , 2. 6 0 - 2. 9 0 ( 4 H, m) . 

2. 90-3. 10 (5H, m) . 3. 5 0 - 3. 8 0 ( 4 H. m) . 
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3. 90 (2H. s) . 7. 05 ( 1 H, d, J = 7. 8Hz). 

7. 10-7. 2 0 (2 H. m) , 7. 71 (1H. d. J = 8. 8 Hz). 

7. 8 2 ( 1 H, d, J = 8. 3 Hz). 8. 10-8. 4 0 ( 6 H. m) . 

8 . 5 0 ( 1 H. s ) . 

MS (FAB) m/z : 4 9 8 C (M+H) + . C£ 55 ] . 
5 0 0 [ (M + H) + , C £ 31 ] . 

5t;*$Hff : C2.H,.C£N,0,S • 1. 2HCi • 0. 8H 2 0tU, 
H-»<K:C. 5 6. 1 5 ;H. 5. 5 8 ; N, 7. 55 ; 

C£. 14. 0 2 ; S, 5. 7 6. 
#flfffl:C. 5 5. 9 3 ; H. 5. 2 2 ; N, 7. 37: 

Ci, 14. 2 6 ; S, 5. 7 0. 
[H££#J5 3] 1 - [ (7-7;;^W7^l/>-2-'r^) UJltf-Jls] 
-4- [ ( 6- 9 u >- 2 -OU) XJl*—Jl] h^7V/,SSS 

HWWTtia*^ 1- [ [7- (N-tert-7-h + ^*^-/l7;; 
J* A,) y- 2 --(A/1 JjJltf—Jl] - 4- [ (6-^DDt7^> 

•H-NMR (DMSO-d,) 5 : 3. 1 0 ( 4 H. br). 
3. 3 0 - 3. 9 0 ( 4 H. b r) , 4. 1 8 ( 2 H. s) . 
7. 4 6 ( 1 H. d, J= 8. 8 Hz) . 
7. 6 9 ( 1 H, d, J= 8. 8 Hz) . 
7. 73 (1H, d, J=8. 8Hz) , 
7. 8 3 ( 1 H. d, J= 8. 8 Hz) . 

7. 8 9 ( 1 H, s). 7. 90-8. 0 0 ( 3 H. m) , 

8. 1 9 (1H, d, J = 8. 8Hz). 8. 20-8. 3 0 ( 2 H. m) . 
8. 5 0 ( 4 H. b r s). 

MS (FAB) m/z : 4 9 4 [ (M+H) + . C£ i5 ~\ . 
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.4 9 6 C (M+H) *. C £ 37 ] . 

TC^fif : C 26 H 24 C f N,0 3 S - HC£ • 3/4 H,0 t LT\ 
fff3Hfi:C, 5 7. 4 1" ; H. 4. 9 1 ; N. 7. 72: 

C£, 13.03; S. 5.89. 
##H£ : C, 5 7. 4 0; H, 4.87: N, 7.71; 

C i. 13. 09; S. 5. 89. 
[3SJ60»I5 4] I - [(7-7;y / 7 Hi- 7 9 U >- 2 - W A) ^A] - 4 
- [ (6-^odt7^U>-2-^A) XA/*^A] t'^^ tMS£i& 

HM#J 7 1 - [ [7 - (N-tert-yh + y^ A*- A T ^ y 
yf-A) 7^7^ U >- 2 --OU] ^A] - 4 - [ (6-?aDt7^/-2 

' H-NMR (DMSO-d.) d : 2. 9 2 ( 2 H, m) . 

3. 2 2 ( 2 H, m) , 3. 8 3 ( 2 H. m) . 

4. 2 0 ( 2 H, d; J = 5 . 4 Hz) , 4. 5 1 (2H, br) . : 

7. 6 0 - 7. 9 0 (4H,m), 7. 9 6 - 8. 4 0 ( 7 H, m) . 

8. 5 2 ( 1 H. s), 8. 57 (3 H,' b r) . 
1 1. 5 2 ( 1 H. b r ) . 

MS (FAB) m/z : 4 8 0 C (M + H) \ C £ 35 1 . 
4 8 2 [ (M + H) *, Ci 37 ] . - , 

Ttmfrtfr : C2 6 H 2t CiN 3 02S • 2HCi • l/4H 2 0<tLT> 
imffirC, 56. 02; H, 5. 15; N, 7. 54; 

Ci, 19. 08 ;S. 5. 7 5. 
##Hi : C. 5 5. 8 8 ; H. 5. 4 5 : N. 7. 3 4; 
Ci, 1 8. 9 0 ; S. 5. 6 9. 

tmmm 55] 1 - c ( 6 - r ^ j / mi- 7 9 u > - 2 - -r a) * a •+'— a ] 

-4- [ (6-?ant7^l/>-2-^A) f^y/ %B££ 
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2 - (N — t e r t - 7F + yijAt:_A7 i J J -f-Jl) - 6 - J t- *rfh Jl 

tf-A t lt. mmm 3 „ mmm 4 N hwj 7 irratsosicd 

<£>)> «Hfl:<&1»€-»fco 

1 H - NMR (DMSO-dt) o : 3. 09 (4 H, br), 
3 . 4 0 - 3. 9 0 ( 4 H, b r ) , 4 . 19 ( 2 H, s ) . 
7. 4 7 ( 1 H, d, J = 8. 3 Hz) , 
7. 6 6 ( 1 H, d. J = 8. 3 Hz) . 
7. 7 3 ( 1 H, d, J= 9. 3 Hz) , 

7. 8 3 ( 1 H, d, J= 8. 8 Hz) , 7. 9 0-8.10 (4 H.= m) ., 

8. 19 (1H. d. J= 8. 8 Hz) , 8. 20-8. 30 (2 H, m). 
8. 4 0 - 8. 6 0 ( 4 H. m) . 

MS (FAB) m/z : 4 9 4 [ (M+H) + , Ci JS ] , 
4 9 6 C (M + H) + , Ci' 7 ] . 

TtmfrVv : C 2 ,H 24 C ^N».0,S • H.Ci • 3/4 Hip • 1/5E t 2 0<tLT. 
$mm : C. 5 7. 6 0 ; H, 5 . 14 ; N, 7. 52: 

C £, 12. 6 9 ; S. 5. ; 7 4. 
#flrffi:C, 5 7. 6 4 : H, 5. I 0 ; N, 7. 1 2 ; 

C^, 1 2. 6.9 ; S, 5. . ;8 2. 
[ItJflifll 5 6 ] 1- [ ( 6 - ? □ □ 1 7 ^ U > - 2 A) X*.t-A 3. - 4 - 
C 4 - [ C ( 3 S ) - t'o u y y - 3 - < A] ^-4=- :>] ^ > V -r ;t] > 

HttCW7 t^fcd, 1- [4- [[(3S) -1-tert - 7* h * > # A 
—A t'o i) 'J > - 3 - -f A] ^] ^ > W A] - 4 - C ( 6 - 7 a □ + y 9 
u > - 2 - -f n) ^i*-;L] v y^WLVtt LT. «E{k£4»£f#fc 0 
1 H-NMR (DMSO-dJ 5:2. 0 5 - 2. 2 5 ( 2 H. m) . 
3. 00-3. 1 0 ( 4 H. m) , 3. 20-3. 7 0 ( 8 H. m) . 
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5. 16 ( 1 H. br s). 6. 95 (2 H, d. J = 8. 8 Hz). 
7. 31 (2H. d. J = 8. 3Hz), 7. 7 0 - 7. 7 5 ( 1 H. m) . 

7. 82 (1H, dd, J=8. 5, 1. 7Hz) , 

8. 18 (2H. d, J=8. 8Hz), 8. 2 0 - 8. 3 0 ( 2H, m) . 
8 . 5 0 ( 1 H. s ) . 

MS (FAB) m/z : 5 0 0 [ (M+H) + , C0 3S ] . 
5 0 2 [ (M + H) + . C i 37 ] . 

CHSfi0*J5 7] 1 - C ( 6-?oDt73'l/>- 2 XJl*—Jl] - 4 - 

[3 - [[ (3S) — t'n 'J f J y — 3 — ( ;[/] 'OV-fA] li^7^> 

HS£0>J5 6 il^SKr. 1- [3- [[(3S) -1-tert -rh*->^ 
#^-A h'o U v>- 3 --TA] ^-^i/] ^>WA] - 4- [ (6-?oot7 

* u > - 2 - -f A) xa^a] 'Jy&WMb Lr, WM<t-k^ntz 0 

'H-NMR (DMSO— d«) 8 : 2. 0 0 - 2. 2 0 (2H, m) , 
2. 9 5-3. 15 (4 H. m) , 3 . 2 0 - 3 . 8 0 ( 8 H, m) . 
5. II (1H, br s ) . 6 . 9 0 - 6 . 9 5 ( 3 H. : m) . 
7. 0 0 - 7. 0 5 ( 1 H, m) , 7. 3 0 - 7. 3 5 ( 1 H, m) . 
7. 7 2 (1H, d d. J= 8. 8. 2. 0 Hz) . 

7. 8 1 ( l'H, d d, J= 8. 5. 1 . 7 Hz) . 

8. 18 (2H, d, J = 8 . 8 H z ) , 8 . 25-8. 30 ( 2 H, m) , 
8. 5 0 ( 1 H. s) . 

MS (FAB) m/z : 5 0 0 [ (M+H) C£ 3S 1 . 
5 0 2 [ (M+H) *. Ci 37 ] . 

jtmfrtir : C2sH,.C£N»0«S - HCi • H t Ot LT. 
ItlT<fi:C. 54. 15; H. 5. 27: N. 7. 58: 
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C£, 12. 7 9 ; S . 5. 78. 
fttirm-.C. 5 3. 84; H. 5. 19; N. 7. 33; 

C £. 12. 7 2 ; S. 5. 8 6. 
[§Ufi0¥5 8 ] 1 - [ ( 6 - 9 ? l, >- 2 - -< A) * ;u .-fc^. ;L ] - 4 - 

C4- [ C (3R) -b'nijy>-3-'fyl.] ^>*/-f/L-] t^7y> 

^£M#J5 6 tmWHZ^ 1 - [4 - [ [ ( 3 R) - l-tert-7'F + y*A 
^-^t'D'Jy>-3-^A] -'OV-OI/l - 4- [(6-?DQt7 

'H-NMR (DMSO-d 5 ) <5:2. 05-2. 25 (2 H. m) . 
3. 00-3. 10 (4H, m) . 3. 20-3. 70 (8 H. m). 
5. 16 ( 1 H, br s). 6. 96 (2 H, d, J = 8. 8 Hz) . 
7. 3 .1 (2 H, d. J = 8. 8 Hz) , 
7. 7 4 ( 1 H. d d. J= 8. 8, 2. 0Hz) . 

7. 82 ( 1 H, dd, J= 8. 8, 1. 5Hz), 

8. 1 8 ( 1 H, d, J=8. 8Hz), 8. 25-8. 30 (2 H. m), 
8. 5 0(1 H, s ) . 

MS (FAB) m/z : 5 0 0 [ (M+H) *, C £ 3S ] , 
5 0 2 [ (M+H) C£ 31 l . 

fc^tff : C 2i H a ,C £N,0«S • 1 . 2HCi • 0. 8H s OtLt, 
SfM:C, 53. 80; H, 5. 20: N, 7. 53: 

C£, 13. 9 7 ; S, 5. 7 4. 
frffiW-.C, 53. 84; H. 5. 05; N, 7. 51: 
C 13. 79: S. 5. 74. 
[Mt&m 59] 1- [ (B-?DDt7^l/>-2--fA-) x/l*—Jl] - 4 - 
[3 - [ [ ( 3 R) -fD'J-7>-3-<^] ^>'/-f /I/] t^7y> 
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mmm 5 6 trnrn^ zmnt lt, 1- [3- [[or) - i- tert 

1 H-NMR (DMSO-d 6 ) 5:2. 0 0 - 2. 2 0 (2 H, m) . 
2. 95-3. 1 5 ( 4 H. m) , 3. 20-3. 80. ( 8 H. m) . 
5. 11 (1H. br s), 6. 90-6. 9 5 ( 2 H. m) , 
7. 0 0 - 7. 0 5 ( 1 H. m) , 7. 3 0 - 7. 3 5 (lH,m), 
7. 7 4 ( 1 H, d d. J= 8. 8. 2. 0 Hz) . 

7. 8 2 ( 1 H. d d, J= 8. 8, 1 . 5 Hz) . 

8. 18 (2H, d. J=8. 8Hz>. 8. 2 5 - 8. 3 0 ( 2 H, m) , 
8 . 5 0 ( 1 H. s ) . ' 

MS (FAB) m/z : 5 0 0 [ (M+H) f . Cf"] . 
5 0 2 [ (M+H) ' V Cf ST ] : . : 

jzf^frtfr : C25H2SC i N3O4S • HC i •■ HtO tLX^ : 
ItStfit : C. 5 4. 1 5 i H. 5 . 2 7 ; N, 7. 58: 

Cf, 1 2v-" 7 9 • S, 5. 7 8. 
ftVrifc : C, 5 3.-91 : H. 5. 1 4 : N. 7. 3 7 ; 

C £ . 1 2. 6 21 S, 5. 6 7. 
[H£feflJ 6 0] 1 - [ 4 - ( 2 - 7 ; >/ h''J $ v 5 > — 5 — -f A ). ^ > W A ] - 
4- C ( 6 - ? uu+?9 V >- 2 --f;u) ;*;U*^;U] h'^vy> 

HififlW4 t^CDjgJ^jr^O. 4- (2-7;;-5-h*'J;^l) $Ifi, 
1- [(6-?DD-t7j'l/>-2-'fA) XA^^A] ^JM^- 

'H-NMR (DMSO-dJ <5:3. 06 (4H. br). 
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3.56 and (each 2 H. b r ) . 

4. 70-5. 45 (3 H, br), 

7. 4 0 (2H, d, J = 8. 8Hz) . 

7. 67 (2H. d, J = 8. 8Hz) . 

7. 73 (1H, dd, J = 8. 8. 2. 0Hz). 

7. 82 (1H, d, J = 8 . 8 H z) , 

8. 18 ( 1 H, d. J=8. 8Hz). 8. 27 (1H, s). 
8. 28 ( 1 H. d. J=8. 8 Hz). 8. 50 (1H, s). 
8 . 7 2 ( 1 H. s ) . 

MS (FAB) m/z : 5 0 8 [ (M + H) *. Ci 35 ] . 
5 1 0 [ (M+H) *, C£ 31 l . 

tcX&Vt : C* 5 H 22 C iN 5 0,S • 1. 1 HCj? • 0. 7H i O<tLT, 
SfJWt : C. 5 3 . 5 5 : H, 4 . 4 0 ; C £. 13.28;. 

N, 12. 4 9 ; S, 5.72 
##Hfi:C, 5 3. 5 9 : H, 4. 58 ; Ci, 13. 0 2;- 

N, 1 2. 5 8 ; S, 5. 8 9. < , 
[fUStf>J6 1 ] I - [ ( 6 - ?not7n.>- 2 --f A) Xil't--/!]' - 4 - 
[ ( tV< 'J *J > - 4 - >T AO T -trf- A] y > v 

fUfi#J 7 fcl^fcCV- 1 - [(1-te.r t - y h*">*7 A-jK-A tf^U ^> 
- 4 --f A) T-bf-A] - 4 - C (6 -?oat7n>- 2 — (A) X^t- 
A] kX7i^*Hffi:LT, »Sfk^«l*»fco 
'H-NMR (DMSO-d.) 5:1. 25 ( 2 H. m) . 
1 . 7 1 (2H. m) . 1 . 8 7 ( 1 H. m) . 
2. 20 (2H, d. J=6. 8Hz) , 2. 78 ( 2 H, br). 

2. 9 6 ( 4 H. b r s ) . 3 . 1 4 ( 2 H. m) , 

3. 52 (4 H. br s), 4. 02(2 H. br). 
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7. 73 (1H. dd, J = 88. 2. 0Hz). 

7. 8 1 ( 1 H. d, J= 8. 8 Hz) . 

8. 1 7 ( 1 H. d. J= 8. 8 Hz) . 

8. 28 C1H. d. J=8. 8Hz), 8. 26 ( 1 H, s). 

8. 5 0 ( 1 H. s), 8. 5 4 ( 1 H. br). 8. 7 5 ( 1 H. br). 

MS (FAB) m/z : 4 3 6 [ (M + H) Ci 3S ] . 

4 3 8 C (M + H) + . C £ 37 ] . 

Tt^frVf : C 2l H 2 ,CiN 5 0,S • 1 . 1 HGi • I .- 1 HjOt LT\ 
ff#iS :C, 5 0. 8 6 ; H. 5 . 9 6 ; Ci, 15. 01: 

N, 8. 4 7 ; S ; 6, 47. 
■a*ftt:C. 5 1. 0 7 ; H, 5. 7 4 ; C £, 1 4. 7 5 : 

N. 8. 3 6 : S. 6. 5 0. 
[^6£0il6 2] 1- [ (6 -^ao^^^u >- 2 --f rt/J. - 4 - 

[ 3 - (t^'J^>-4-^/l):7D fcftf-— ;H ^ > 

^Jfeftl 7 £:H«<i, 1- [3 - (l-tert - 'J 
>-4-^^l/) yoh't-;l] -4- C (6 -?anf 7*U>- 2 -• J* 

'H-NMR (CDjOD) <5 : 1. 29:(2H. m) , 

1. 5 0 ( 1 H. : m) . 1.: 5 1 (2H; m) . 1. 8 9 (2H, m) . 

2. 3 6 (2H, m) . 2. 8 8 ( 2 H; m) . 3. 0 8 ( 4 H, m) . 

3. 6 4 (4 H, m) , 4. 0 4 ( 2 H. b r) , 
7. 5 8 ( I H. dd, J = 8. 8. 2. 0 Hz) . 

7. 8 2 ( 1 H. d d. J = 8. 8. 2. 0 Hz) . 

8. 05 (1H. d. J=8. 8Hz), 8. 06 ( 1 H, s). 
8. 0 9 ( 1 H. d. J=8. 8Hz). 8. 4 2 ( 1 H. s). 
MS (FAB) m/z : 4 5 0 [ (M + H) C£ 2S ] , 
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4 5 2 C (M + H) ♦. C £ 31 ] . 

7cfdjfr:C„H„CfN,OjS- 1. 8HC / ■ 0. 9H 2 0<tLT. 
If»flt:C, 4 9. 68; H. 5. 99;Ci. 18. 66; 

N, 7. 9 0 ; S, 6. 0 3. 
$HJHfi:C, 49. 45; H. 5. 70 ; Ci, 18. 63; 

N, 7. 72 ; S, 6 . 0 4. 
lUM&i 6 3] 1- [ (6-^oo7-7^U>-2-'('A) XAt>-A ] - 4 - 
[(E) -3 - (t''J^>-3-^;L) ^d^^;L] f^5^> f*^i& 
^2ife#J 4 (E) - 3 - ( 3 - f 'J >vl) T ? >) vUffiL 1 - [ ( 6 - 

1 H-NMR (DMSO-dO <5 : 3. 0 3 (4H, m) , 

3. 69 (2H, br), 3. 8 5 (2H.br), 7. 5 1 ( 2 H. s ) .,: 

7. 7 0 (1 H. dd, J = 8. 8, 2. 0Hz), 

7. 8 3 ( 1 H. d d, J= 8. 8, 2. 0 Hz) , • 

7. 8 9 ( 1 H, ■ d d, J= 7. 8, 5. 4 Hz) , 

8. 16 ( 1 H, d, J = 8;.- 8Hz), 
8. 22 (IE d, J=2. 0Hz) . 

8. 2 6 (1H, d, J=8. 8 Hz) . 8. 5 1 (IE s) . 
8. 6 7 ( 1 H, d, J= 7. 8 Hz) , 

8. 77(1 H, d, J=5. 4Hz). 9. 13 ( 1 H, s). 
MS (FAB) m/z : 4 4 2 [ (M + H) \ Ci JS ] , 
4 4 4 [ (M+H) \ C £ zl ] . 

7tJt##r :C22H 20 CiN,O 3 S-HC^- 1/4 H 2 0 <t Lt, 
It^iB.C, 54. 72; H, 4. 49; N. 8. 70: 
C £. 14. 6 8 : S, 6. 64. 
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fttfrm : C. 5 4. 8 1: H. 4. 43; N, 8. 54: 
Ci. 14. 6 8 : S. 6. 7 4. 

i^ffiffl 6 4] 1 - [ ( 6 -?oot7H>- XJl/fc~Jl J - 4 - 

[(E) - 3- (f'J S?>- 4 t*^7V> fagfis 



HMGftf 4 irl5]^(r % ( E) - 3 - ( 4 - L* 'J V T 7 'J JlWc. 1 - L ( 6 - 

1 H-NMR (DMSO-d ( ) 5:3. 0 3 ( 4 H. m) . 

3. 68 (2 H. br), 3. 82 (2H, br). 5. 7 6 ( 1 H. s), 

7. 4 8 ( 1 H. d. J= 1 5. 1 Hz) , 

7. 6 5 (1H, d, J.= l 5. 1Hz) , 

7. 7 2 ( 1 H, d d, J = 8. 8, 2. 0 Hz) . 

7. 8 3 ( 1 H." d d. J = 8. 8, 2. 6 Hz) . 

8 . 11 ( 2 H, br ) , 8. 1 6 ( 1 H, d. J = 8. -8 Hz) V '? 
8. 2 4 (1H, s) . 8. 2 7 ( 1 H, d. J = 8. 8 Hz) . 

8. 5 2(1 H, s) . 8. 8 2 (2H, d, J = 5. 9 Hz) . 
MS (FAB) m/z : 4 4 2 [ (M + H) + , Ci 33 ] . 
4 4 4 C (M4-H) VC£ 57 ] . 

Tcm&tff : CnHjoCiN^jS -HCi • I y5H t OtLX. 
nmm : C. 5 4. 8 2 : H, 4. 4 8 ; C£, 1 4. 7 1; 

N. 8. 7 2 ; S. 6. 6 5. 
frffim : C. 5 4. 7 7 ; H, 4. 4 1 : C£ . 14. 7 1; 

N, 8. 5 0 : S, 6. 7 7. 
mmm6 5] 1 - [ (6-?ODt7i'U>-2-'f;t) XJI*->1] -4- 
[ ( f'J i> y- 4 --f A) T-tr^U] f-^7^> 
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1 H-NMR (DMSO-d«) 5:2. 9 9 ( 2 H. br), 

3. 04 (2H. br). 3. 5 7 (2H, br), 

3. 62 (2H, br). 4. 00 (2H, s), 

7. 7 1 (2H, d. J= 5. 9 Hz) . 

7. 74 (1H, dd. J = 8. 8. 3. 0Hz), 

7. 8 3 ( 1 H, d d, J= 8. 8. 2. 0 Hz) . 

8. 18 (1H, d. J = 8. 8 Hz) , 8. 2 7 ( 1 H, s) , 
8. 29 (1H, d, J = 8. 8Hz). 8. 53 ( 1 H. s), 
8. 7 2 (2H. d. J = 5. 9Hz) . 

MS (FAB) m/z : 4 3 0 [ (M+H) + , C£ 35 ] , 
4 3 2 [ (M+H) + . C£ 37 ] . 

jtmfrVf : C 2 iH J0 C £N 3 0,S • HC £ • 0. 3H 2 0<i:Lr. 

C, 5 3. 4 6 ; H, 4. 6 1 ; C£ , 15. 0 3 v 
N, 8. .9 1 ; S. 6. 8 0. 
fttifm : C, 5 3. .2 8 ; H, 4. 49 ;Ci, 15. 18;. 

N, 8. 9 1 ; S. 6.7 5. 
Mfi0»J6 6] l - [ (6 -9aai-7?i,y-2-4fr) X/t/*-;i] - 4- 
C 4 - [ ( 3 R S ) - b'a >J *J > - 3 - -r 71/] ^ > W ;u] f-.^ 7 >' > •:• iggfcig 



^»J7 1 - [4 - [ (3RS) -1-ter t-7*F + ->*;i.t: 

—A b'o U > - 3 - 4 A ] a:> -/^ a] - 4 _ [ ( 6 - ^ a o +• 7 ^ U > - 2 

'H-NMR (DMSO-d s ) 5:1. 8 5 - 1. 9 5 ( 1 H. m) . 
2. 30-2. 4 0 ( 1 H. m) , 3. 00-3. 9 0 ( 1 3 H, m) . 
7. 7 2 ( 1 H. d d, J= 8. 6, 2. 2 Hz) . 
7. 8 0 ( 1 H. d d, J= 8. 8. 2. 0 Hz) . 
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7. 29 (2H. d, J=8. 3Hz). 

7. 35 (2H, d, J=8. 3Hz). 

8. 18 ( 1 H. d. J = 8. 8Hz). 8. 2 5 - 8. 3 0 ( 2 H. m) . 
8. 4 9 ( 1 H. s) . 

MS (FAB) m/z : 4 8 4 [ (M + H) *. Ci JS ] . 
4 8 6 [ (M + H) + . Ci 17 ] . 

TcMftffr : Ca S H 4S CiNj0 3 S • HCi • 3/2H 2 0<tLT. 
It»fi:C. 5 4. 8-4 ;H, 5. 5 2 : N, 7. 67: 

C £ , 1 2. 9 5 : S, 5. 8 6. 
*tfrit:'C, -5 5. 0 0 : H, 5. 5 3 ; N, 7. 4 8 : 

Ci, 13. 2 3 : S. 5. 9 7. 
inm&l 67] l - [ ( 6 - ? a □ ^7 * U > - 2 - A) X^l/^-A j - 4 - 
C (W v +■ y 'J > • - 7 - -r /U) # ;u^;t] y > - 
7-4 7 * J x ) >tJ >$? / TJl ( 2 0 6 m g ) £• 4 &®Sft(::igJI? U 4 

Mfin^^L^o^ iga^aaETteLTW^nfcgJ^t, :i - C (6-? 
o □ ^.7 * u > - 2 - < a) y Mm&wmt tr. n 

Jfi#J4 tmmofcfLAZ&qmmit&yil (2 9 8mg, 62%) &fflc. 0 
'H-NMR (DMSO-d«) 6 : 2. 9 5 - 3. 2 5 ( 4 H, . m) , 
3. 4 0 - 3. 6 0 ( 2 H, m) . 3. 7 0 - 3. 9 0 ( 2 H. m) , 
7. 7 3 ( 1 H. d d, J= 8. 8, 2. 0 Hz) ,: 

7. 8 4 ( 1 H. d. J=8. 8Hz) , 

8. 0 5 ( 1 H. d. J= 7. 3Hz) . 

8. 20 ( 1 H. d. J=8. 8Hz), 8. 2 5 - 8. 3 5 ( 3 H, m) . 
8. 41 (1H. d. J=6. 4 Hz). 8. 4 5 ( 1 H, s). 

8. 5 2 ( I H. s) , 8. 7 1 (1H, d. J = 6. 4 Hz) . 

9. 7 9 ( 1 H. s) . 
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MS (FAB) m/z : 4 6 5 [ (M+H) *. C £ 5S ] . 
4 6 7 [ (M + H) *. Cf 5 "] . 

TttftVr :C24H2oC£N 3 0 3 S-HCi-2. 2H 2 0<tLT. 
fff-JWt : C, 53. 18; H, 4. 72; N, 7. 75; 

Cf, 13. 08 ;S, 5. 92. 
##rffi : C, 5 3. 1 1 ; H, 4. 7 0 ; N, 7. 6 0; 
C £, 1 3. 0 1 ; S, 6. 1 6. 
[^flfcCW 6 8] 1- [ (6-?DDt7^l/>-2-^A-) XA*-A] - 4 - 
[ (*/ 'J ;U- 2 -4)V) tultf-Jl} fc°^^> 

^8ftW4 tl^filcDSfE(r«tO> *J U >- 2 1- [ ( 6 - ? o 

1 H-NMR (DMSO-ds) 5:3. 0 5 ( 2 H, m) , 

3. 17 (2H. m) , 3. 6 2 ( 2 H, m) , 3. 8 3 (2H, m) . 

7. 6 1 ( 1 H, d, : J= 8 . 3 Hz) , 7. 6 0— 7. 8 0 (2 H,m) , 

7. 8 0 - 7. 9 0 ( 2 H, m) . 7. 9 5 ( 1 H, d, J=8. 3Hz). 

8. 00 (1H. d,:j=7. 3Hz), 

8. 1 8 (lH.-d, J = 8. 8Hz), 8.' 2 0 - 8. 4 0 (2H, m) . 
8. 4 3 ( 1 H. d, J = 8. 3 Hz) , 8. 5 1 ( 1 H, s ) . 
TcSJffl-tff ; C.Hi.Ci N,0,S tLT, 
TOffi : C. 6 1. 8 7 : H. 4. 3 3 : N. 9. 02 ; Ci, 7. 6 1; 
S. 6. 8 8. 

#8fffi:C. 61. 76: H, 4. 20; N, 8. 73:C£, 7. 65; 
S, 6. 9 9. 

im&m 6 9] 1- [ (6-?nDf7^b>-2-fA) XAt«-A] - 4 - 
[ ( 4 - t Kd + 7 'J > - 2 - -f A) 77 ;U*^;U] v > tsifcil 
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HS£<5iJ4 trafllOSlEtwJ:*), 4-t Ko + i/+; 'J>-2-*At:>fi, l 
- C (6 -J'aD'f 7^U>- 2 — ( A ) XA*^A] v > iS8ei££fisi 

1 H-NMR (DMSO-d.) (5:3. 00-3.30 ( 4 H. br). 
3. 53 (2 H. br), 3. 77 (2 H. br). 6. 4 5 ( 1 H. s). 

7. 4 8 ( 1 H. t. J=7. 3Hz), 7. 70-7. 9 0 ( 4 H, m) , 

8. 10-8. 4 0 (4H, m), 8. 5 2 ( 1 H, s). 
MS (FAB) m/z : 4 8 2 C (M+H) \ Ci? 35 ] , 
4 8 4 C (M + H) *. C £ 17 1 . 

7C^«f : C»Ht : aCfN,0«S • 9/1 0HC£ • l/3CH 3 OH, 3/2 
H*Oi:LT> : 

ff«tt : C, : 5 2. 9 0 ; H, 4. 6 0 ; N, 7. 61: 
• ^ rOi.v 1. 2J;,: 1 9 ;:S, 5. 8 0. ,, ■. 

##Hfll : C. 5 3. 1 7 ; H. 4. 5 9 ; N. 7. 3 9 : 

Ci. 1 2.; 3 1 ; S,: 6. 0 7. 
CHWJ7 0] 1 - [ (6-?nnf7^l/>-2->f;W *;|,*— A] - 4 - 
C ( 8: - fc' K'b 4 s - 5/ * 'J > - 7 - -f ;t,). # ;l ;U] £^ i; > ig&tg 

'H-NMR (DMSO-d t ) o : 2. 90-3. 30 C4H. br), . 
3. 35 (2H, br), 3. 79 (2H, br), 
7. 39 (IH. d, J=8. 3Hz). 

7. 5 3 ( 1 H. d. J=8. 3 H z ) . 7. 60-7. 9 0 ( 3 H. m) . 

8. 10-8. 4 0 (3H. m) , 8. 5 0 ( 1 H. s), 
8. 6 0 ( 1 H. d. J= 7. 8 Hz) , 
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8. 9 6 ( 1 H. d. J= 4. 4 Hz) . 

MS (FAB) m/z : 4 8 2 [ (M + H) *, Ci 3S ] . 

4 8 4 [ (M+H) + . C £ 5T ] . 

5tmfr%x : C 2 *H 20 C f NaO.S • HC £ • CHjOH • l/4H 2 0tLt, 
ff-JHfi : C, 5 4. 1 1 : H. 4 . 6 3 ; N. 7 . 5 7; 

C 1 2. 7 8 : S. 5. 7 8 . 
#tffffi : C. 54. 40; H. 4. 84; N. 7. 66; 

C £. 1 3. 0 4 : S. 5. 9 9. 
[SSI6fll7 1] I - [ (^>*y>r ^'/-^ - 5 - f A) - 4- 

N- MJ 7 x— /l/^f-^u- 5 -^7^ $ ^'/-;l*;tt:>B^fA, 1 - 
[ (6-i'nnt7^i/>-2-^;i') x;t-^— a ] y > mMk&zw.n 

tz 0 h '• : 

•H-NMR (DMSO-d 6 ) 6:3. 08 •( 4 H, : b r) , 
3. 30-4. 00 ( 4 H, br), 

7. 48 (1H, d. J =8. 3Hz). 7. 60-7. 90 (4H. m). 

8 . 10-8. 30 (3H, ra), 8. 50 (1 H. s ) . 

9. - 5 1 (1H, s) . 

MS (FAB) m/z ; 4 5 5 [ (M + H) + . C£ 35 ] . . 
4 5 7' [ (M + H) *, . 

fc^fff :C 22 H 19 CiN4 0 3 S-HC^- 5/4H 2 0tLt, 
ItM : C, 5 1. 4 2 ;H, 4. 4 1 ; N, 10. 9 0; 

C £, 13. 8 0 ; S, 6. 2 4. 
fl-tfffll : C, 5 1. 5 3 ; H, 4 . 4 0 ; N. 10. 71; 

C £. 13. 6 1 ; S. 6. 4 0. 
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CHMffl7 2] i- [ co-y-r ~ 5 - -r ;i) ^a^a] -4- 

[ (6-?oDt7^L'>-2-'fi) x A*x.A] fc'^-z V > 
N- K 'J 7i-JMfA- 5 -'•O-y-C = /'/-;l*;Lt:>iyfA, l - 
[ (6-?DDt7^>-2--f;b) xji^—ji] > iumt&& 

1 H-NMR (DMSO-d s ) 6:1. 6 7 ( 1 H, m) , 
1. 9 3 ( 1 H, m) . 3. 2 0 - 3. 9 0 ( 8 H. m) , 
7. 4 4 (1/2H, m) . 7. 5 4 (1/2H, m) . 

7. 6 8 ( 1 H. m) , 7. 8 0.- 8. 0 0 ( 3 H. m) . 

8. 10-8. 30 (3H. m) . 8. 49 (1/2H. s). 

8. 55 (1/2H, s), 

9. 56 and 9. 57 (1H, each s ) . 
MS (FAB) m/z : 4 6 9 [ (M+H) + , C£ IS ] , 
4 7 L - C (M + H) V Ci 37 ] . 

JvmftVr : CjaHj.C ^N^OjS • HC £ • 0. 3CH 3 OH • H 2 0<tLT, 
tf-^fil : C, 5 2. 5 0 : H, 4. 7 6 ; N. 10. 51: 

C £. 13. 3 0 ; S. 6. 0 1.. 
#fffffi:C, 5 2. 3 1 ; H, 4. 6 6 : N, 10. 50; 
Ci. 13. 3 4; S, 6. 01. 
CIIWJ7 3] 1- [ (6-?DDt7;L->-2->TA) xi-t^^l] -4- 
[ (f-T'/o [5. 4-c] t" U > — 2 — -T A) # A A ] t*^5^'> t£ 

H»J4 tl^^OSl^frckO. fTV'n [5, 4-c] f'J S^>- 2 A-* - 
>® ^-h'J^AlB> 1- [ (6-^D D f7i'l,/-2-^^) XAt>-^] 

'H-NMR (DMSO-dJ 6:3. 10-3. 3 0 ( 4 H. m) . 
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3. 8 4 ( 2 H. m) , 4. 3 2 ( 2 H. m) . 
7. 6 9 ( I H. d d. J = 8. 8, 2. 0 Hz) , 

7. 8 3 ( 1 H, d d. J = 8. 8, 2. 0 Hz) , 

8. 10-8. 30 (4H, m). 8. 51 (1H, s), 

8. 7 9 (1H, d, J= 5. 9Hz), 9. 6 2 ( 1 H. s). 
MS (FAB) m/z : 4 7 3 C (M + H) + . C£ ss ] , 
4 7 5 [ (M+H) + , C £ J7 ] . 
TtmfrVr : C 2 ,H 17 C iN 4 0 3 S 2 • HCi t LX, 
ttlTffi : C, 4 9. 5 1 ; H, 3. 5 6 ; N. 11. 0 0; 

Ct 13. 9 2 ; S. 12. 5 9. 
##Ht : C, 4 9. 4 5 ; H. 3. 7 1 : N, 11.20: 

C£. 1 3. 67 ;S, 12. 5 5. 
IMMMl 4] 1 - [ (E) - 4 - ? dd.^'J JlZJbfr—ji] -4 - L (f-T 
*/o [5, 4-c] b'U 2 --C;l/) j&^l/dCjiA] t*^v^> 
HJ£M4 'traUKDECSc «fcO. ^T'/o [5, 4 - c] f'J •;>>- 2 

t-h'j^A^ 1- [(E) - 4- ?Dnxf'J;W^-^) b^7i? 

> tMM&tk&mntLx, wm<t&to&wzo- . 

1 H-NMR (DMSO-ds) o : 3. 3 0 (4.H. m) . 

3. 8 7 (2H, m), 4. 3 5 ( 2 H. m) . ,. 

7. 3 5 ( 1 H. d, J= 1 5. 6 Hz) . ; - 

7 . 4 0 - 7.5 0 ( 3 H, m) , 7 . 79 ( 1 H. d, J = 8 . 3 H z ) , 

8. 2 ( 1 H, d. J = 5. 9 Hz) . 

8. 7 7 ( 1 H. d. J = 5. 9 Hz), 9. 59 (1H. s). 
MS (FAB) m/z :. 4 4 9 [ (M+H) \ C £ 35 ] . 
4 5 1 [ (M+H) \ C £ 3T ] . 

7c3?fl-flr : ChH.tC £ N4O3S2 • I/2HCULT, 
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ff-JMt : C. 48. 85: H. 3. 78; N. 11. 99; 

Ci. 11. 3 8 ; S. 13. 7 3. 
^#ffS:C. 49. 18; H. 3. 80; N. 12. 20: 

C£, 11. 0 5 : S. 13. 8 4. 
CHai0*J7 5] 1 - [ (6-?oof7i'^-2-'fA) x/t*— - 4 - 
[(4, 5, 6. 7-rh7t Kafx; [3. 2 — c] t* 'J i> > — 2 — ( A ) 

Hil(5>J7 <bl5}«l(r, 1- [(5-ter t-yh + i/*A-t:-A-4, 5. 6. 
7-fh7bKnfx; [3, 2-c] t° 'J i> > - 2 - -f A) A] -4- 
[ -^-"7 ^ 1/ > — 2 — ( Jl) XJU^—Jl] h*^ 7^> tLX^ 

'H-NMR (DMSO-ds) o : 2. 8 2 - 2 . 8 8 • ( 4 H, m) , 

2. 9 1-2. 99 (4 H, m) . 3. 28 -3! 3 6 ( 2 H, m) ,. 

3. 4 7 - 3. 5 5 (4 H, m) . 4. 0 2- ( 2 H, -b r s ) . 

6. 5 8 (1H, s) , 7. 7 1 ( 1 H. d d. J=8. 8. 2. 0Hz). 

7. 8 1 (1H, dd, J=8. 8, 2. 0Hz), 

7 . 2 3 — 7. 2 8 ( 3 H. m) . 8 . 49 (1 H, s ) , 
9. 4 2 (2H. b r s) . 

MS (FAB) m/z : 4 6 2 [ (M + H) *. Ci 35 ] . " 
4 6 4 [ (M + H) \ Ci"] . 

itmfrVf : C 22 H 2 C^4N J 0 2 S 1 • 2HC £ • 1 . 5H 2 0£LT. 
MfWm-.C. 47. 02; H. 5. 20 ; Ci, 18. 93; 

N. 7. 4 8 : S. 11. 4 1. 
#fJHf :C. 47. 18: H. 5. 4 1 ;Ci, 18. 59; 

N. 7. 3 7 : S. 11. 3 3. 
[fU&#J7 6] 1 - [ (6 -9aa1-?9ls^-2-4 *i) *A*—Jl) - 4 - 
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[trans-3- (4, 5. 6. 7-fh7tKofxy [3. 2-c] £ 'J 

Hmmi tfflmofcfc^ «k(3. l - [trans-3 - (5-tert-7> 
^£A*-A- 4. 5, 6, 7-fF7hKofxy [3, 2-c] £';>>> 
-2--TA) ^;>fA-] - 4- [ (6-?Dot7n>-2-^D x;t 

'H-NMR (DMSO- d 6 ) 6 : 2. 95-3. 10 ( 6 H. m) . 

3. 32-3. 51 (3H. m), 3. 60-3. 8 0 ( 3 H, m) , 

4. 12 (2 H, s), 6. 7 5(1 H, d, J = 1 5. 1Hz). 
7. 19 (1H, s), 7. 5 0 (I H, d. J = 1 5. 1 Hz)-. 
7. 70 ( 1 H. dd, J=8. 8, 2. 4Hz). 

7. 81 (1H, dd, J = 8. 8. 2. 0 H z) . 

8. 15 ( 1 H, d, J= 8. 8 Hz) , 

8. 2 2 ( 1 H, d, J=2. 0Hz), 8. 5 0 (l.H, s), 

9. 5 3 (2H. b r s) . • •. • • 

MS (FAB) m/z : 5 0 2 [ (M + H) C£ 33 ] . 
5 0 4 C (M + H) + . Ci 37 ] . , 
TC^tHJt : Ca4H,4CiNaOaS 2 HC£ - 0. 5 HiO£LT, 
frl^ : C, 5 2. 6 5 ; H, 4. 79 ;C1 12. 9 5; 

N, 7. 6 7 ; S, 1 1. 7 1. 
#«Htt : C. 5 2. 3 6 ; H, 4. 8 8 : C £. 1 2. 6 3 ; 

N, 8 . 0 1 ; S, 11. 3 9. 
l$kt&M 77] 1- [ (6-7aot7H>-2-< A) XJl *->l j — 4 — 
[3- (4, 5,-6. 7-f h7tKofi; [3, 2 - c j f 'J > > - 2 - -f 
A) ^nb't-A] f^<7^> igftfi 
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mfalMl £ISJ»©jgj£i::j:9 % 1 - C3 - ( 5 - t e r t -7' h + >*;L.-K- 
)l-A, 5. 6, 7 -f h7 t Kafx; [3, 2-c] b* 'J > - 2 - -T A) 
ZTat'*—JU] -4- [(6-?DDt7^l/>-2--fA) 

7 >» > £nr*4 1 l r , mm<t&a&&tia 

'H-NMR (DMSO- d.) 6:2. 80-3. 60 ( 1 6 H. m) . 
4. 1 2 (2H, b r s) , 7. 1 1 ( 1 H. b r s) , 
7. 7 4 ( 1 H, d d. J= 8. 8, 2. 0Hz) , 

7. 83 (1H, dd. J=8. 8. 2. 0Hz). 8. 20 ( I H. s). 

8 . 2 5 - 8. 3 0 ( 2 H, m) . 8 . 5 3 ( 1 H. s ) . 

9. 67(2 H, brs). 

MS (FAB) m/z : 5 0 4 [ (M+H) + . C£ IS ] . 
5 0 6 C (M + H) + , C£"] . 

Tcmtrtfr : C 2 4H 26 CiN 3 0,S a • 1. 2HCi • 1. 3H 2 0tLT. 
ftltifi : C, 5 0 . 4 6 ; H, 5 . 2 6 ; C i . 13. 65: £ J« v 
N, 7. 3 6. 

; #fiT~fif : : G, 5 0. 8 3 ; H, 5. 2 6 ; C£, 13. 4 3; < 
' N. -6. 9 7. : 

C^6fiM7 8] 1- [ ( 6 -9 nai-y? u >- 2 A) VH- - 4 - 

[3 - (4. 5. 6, 7-rh5tKofx; [3, 2-'c] f'J^>-2-^ 
A) ^ah'A] h^7^> Ig^fM 

H»J 7 tlUfiN::. 1- [3 - (5-tert -7 is* >\,tf—H -4, 5 , 
6. 7-f h7h F'o^aiy [3. 2-c] f 'J V s > - 2 - -f ;10 7*o t* A] - 
4 - [(6-^anf-7^b>-2--<;U) XA^- AO tX7^>^dl4tL 

'H-NMR (DMSO - d •) o : 1 . 9 0 - 2. 0 7 ( 2 H. m) . 
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2. 7 2 - 2. 8 0 ( 2 H, m) . 2. 82-3. 21 ( 8 H. m) , 

3. 35 (2 H, br s), 3. 5 1 ( 2 H, d. J = 1 1 . 5 H z ) . 
3. 82 (2 H, d, J = 1 1 . 5Hz). 4. 06 (2 H. s). 

6. 6 6 ( 1 H, s), 7. 7 4 ( 1 H. dd, J=8. 8, 1. 5 Hz). 

7. 8 5 (1 H. d d, J=8. 8, 1. 5Hz) . 

8. 20 ( 1 H, d. J=8. 8Hz). 8. 2 5 - 8. 3 9 ( 2 H, m) . 
8. 55 (1H, s), 9. 50 (2H. br s) . 

II. 26 (1H, br s). 

MS (FAB) m/z : 4 9 0 [ (M+H) *. Ci 3S ] , 
4 9 2 [ (M + H) + , Cf !7 ] . 

7C^W : C,«H,.CiN,OtSi • 2HCj? • 1. 6H 2 0tlt, 
ttJMft : C, 4 8. 7 1 ;H, 5. 6 5 ; C£. 1 7. 9 7 : 

N, 7. 1 0 ; S. 1 0. 8 4. 
##ffit : C, 4 9. 0 1 ; H, 5. 7 7 ; Ci, 17. 6 2 ; . c . ; - , 

N, 6. 9 6 ; S, 10. 8 2. 
IMtfc&l 7 9] 1 - [ ( 6-?nDt7n>-2--f^) XJlfr—Jl] - 4 - 
[N- C (4, 5. 6,'.7-fh7tKofx; [3, 2 - c ] f 'J •>' > - 2 - 

iIgH7tHi(:, 1 - CN- [ (5- t e r t -7 b4^# Atf^/L - 4 , 
5, 6, 7-fh7tKnfx; [3. 2-c] b* U ^ > - 2 - -f» 
^Av^^ju] -4 - [ ( 6 - ? □ □ + U >- 2 --f A) ;*;U*— A] 

'H-NMR (DMSO- d.) <5 : 

2. 78-2. 86 (2 H. br s), 2. 8 8 - 2. 9 4 ( 4 H. m) , 

3. 29-3. 3 5 ( 2 H. m) . 3. 37-3. 4 2 ( 4 H, m) , 

4. 03 (2 H, br s). 4. 19 (2 H. d. J = 5 . 4Hz). 
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6. 6 2 ( 1 H. s), 7. 25 (IH. t. J =5. 4 Hz). 

7. 72 (1H, dd, J = 8. 8. 2. 0Hz), 

7. 82 (1H, dd, J=8. 8, 2. OHz), 

8. 16 ( 1 H, d, J=8. 8Hz), 8. 2 2 - 8. 2 6 ( 2 H. m) . 
8. 5 0 ( 1 H. s) . 9. 2 7 ( 2 H. b r s) . 

TtHSfrVr : C»H»CiN 4 0,S,-HCi • 1 . 3 H 2 0 <t LT> 
ft#<fi:C. 48. 9 0 ; H. 5. 1 0 ; Ci, 12. 55; 
N, 9. 9 2. 

#f/Hf : C. 4 9. 0 2 : H. 5. 2 0 ; Ci. 12. 5 0: 
N. 9. 7 6. 

[f£$ffi#J 8 0 ] 1- [ (6-?nat7^U>-2--rA) X^t-A] -4- 
C(4. 5, 6, 7-r>7t Knfx; [3, 2:-c] f'J 2 ^) 

USS^JT irl^^C I — [ (5 - t e r t 4. 5;. 

6. 7-f h5tKofx; [3. 2-c] t*'J ^ >.- 2 ^) *>»l*— A] 
-4 - C (6- raDt7^>-2-f^) £s<? iSy*:J%nt 

'H-NMR (DMSO-d 6 ) <5 : 2, 9 9 - 3. 0 5 ( 2H. m) , 

3. 0 8 (4 H. t. J = 4. 6 Hz) . 3.3 5 - 3. 4 0 ( 2 H. m) . 

3 . 7 1 ( 4 H. t . J = 4 . 6 H z ) . 4 . 11 ( 2 H. s ) , 

7. 17 ( 1 H, s), 7. 71 (lHi dd, J=8. 8. 2. 0Hz), 

7. 8 2 ( I H, d d, J= 8. 8, 2. 0 Hz) , 

8. 22-8. 2 8 ( 3 H. m) , 8. 5 0 (1H, s). 
9.3 8 ( 2H. b r s) . 

MS (FAB) m/z : 4 7 6 [ (M + H) \ C£ 35 ] . 
4 7 8 [ (M+H) + . Ci 57 ] . 
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TtmaVr : C2,H 2J C^N 3 0,S 2 ■ HCi • 3/2H,0£LT. 
ltM:C, 48. 98; H, 4. 8 6 ; Ci, 13. 14; 

N, 7. 79 ; S, 11. 8 9. 
#8Hfi:C, 4 8. 9 6 ; H. 4. 6 7 ; Ci, 13. 21; 
N, 7. 7 4 ; S, 1 1 . 9 3. 
8 1 ] 4 - [(6-?ant7^U>-2-^A) x/U* — A] - 2 - 
x h + ->^7^^— A- 1 - [ (4, 5, 6, 7-f h7tKofx; [3. 2- 
C ] f 'J S> > - 2 - -Y ;U) * ;t/*'— ;L] h'^ 5 S> > 

HJfc#17 £HtR©KE&i::«fc*K" 1 — [(5-tert - yF + y*;t ; -t;-^-' 
4, 5. 6, 7-f F7tKnfx; [3, 2-c] f'J y > - 2 - -f A) *A 
.-if ■=./!,] - 4 - [ ( 6 - ?aai~z> ? U >- 2 -^/U) A] - 2 -x h 

1 H-NMR (DMSO-d«) <5 : 

■1 . 2 2 (3 K. t , J = 7 7. 0 Hz) . 2 , 3 8 - 2. 5 8 ( 1 H, m) , 
2. 6 5 - 2. 7 2 (IE m), 3. 04 ( 2 H, b r s) . 
3.2 9 - 3. 4 3 (3H, m) . 3. 70 ( 1 H, b r s ) . 
4. 0 1-4. 3 0 (6H. m) . 5. 1 8 .( 1 H. b r s ) . 

7. 2 7 ( 1 H, s) . 7, 7 3 (1H, dd, J=8. 8. 2. 0Hz). 
7.8 2 ( 1 H. d, J=8. 8 Hz). 8.26 ( I H, s),. 

8. 2 9 ( 1 H. s) , 8. 5 4 ( 1 H. s) , 

9. 59 (2H, br s). 

MS (FAB) m/z : 5 4 8 [ (M+H) \ Cf JS 1 . 
5 5 0 [ (M+H) \ Ci 37 ] . 

7C*#flf : Ci«H,,NiC J e0 5 S2 • I. 2HC£ • 0. 6 HzOt LTV 
tmfitrC. 49. 8 3 : H. 4. 75:C£. 12. 94: 
N. 6 . 9 7 : S. 10. 6 4. 
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#*r«6:C. 49. 62; H. 4. 7l;C£. 13. 30; 

N, 7 . 1 9 ; S. 10. 56. 
[$QSt«8 2] 2 - 4 - C (6-?DDf-7n>-2-fA) X 

- 1 - [ (4. 5. 6. 7-rh7tFofxy [3, 2-c]f'J 

•H»60»I3 t^»©SCEJCj:0. 4- C ( 6 - 9 a a-f-y 9 U >- 2 - Y A) * 
A*^;t] - 2 -jc h + A- 1 - [ (4, 5, 6. 7-f h7.tKn 

fx; [3, 2-c] fj 2 --<;u) 7>A^;U] ts®f&£ 

•H-NMR (DMSO-d .O <5 : 2. 3 0 - 2. 5 3 ( 1 H, m) . 

2. 58-2. 6 9 ( 1 H, m) , 3. 04 (2H,br s), 

3. 2 9 - 3.8 3 C4H. m). 4,. 0 7 - 4. 3 2 C 4 H. m) ., 

4. 9 0-5. 2 0 ( 1 H. m) . 7, 0 3 - 7, 3 0 ( 1 H, m) . 
7. 7 1 ( l-'H. dd, J= 8. 8. 2. 4 Hz)." 

7. 8 1 ( 1 H. • d. J = 8. 8 Hz). 

8. 81 (1H. d, J=8. 8Hz). 8. 20-8. 29 ( 2 H, m) , 
8. 5 2 (1H. s), 9. 5 8 ( 2 H. b r s). 

MS (FAB) m/z : 5 2 0 [ (M+H) + . C£ 3S ] . 
5 2 2 [ (M + H) .\ C£ 17 ] . 

7C^7>#f : C2 3 H22NjC£ OsS 2 - 1 , 2HC^ • 0. 8H 2 0£LT\ 
W-^lfirC. 4 7. 7 8 ;H, 4. 32 ; Ci, 13. 4 9; 

N, 7. 2 7 : S, 1 1 . 0 9. 
#flftit : C. 4 7. 4 1 ; H, 4. 3 6 ; C£ , 1 3. 8 1 ; 
N. 7. 1 4 : S. 11. 0 1. 
mm&l 8 3] 1 - [ ( 6- ? a ai-7? u y- 2 - << )l) X)l*-Jl ] - 4 - 
[ (5-7; yt Kn + y-f ; ^ y fA- 4 . 5. 6. 7-fh7tFnfx; 
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[3. 2-c] f'J 2 -4 A) ft \f<^'jy 

J 9 J -A (4ml) (I, 1 - [(6-?oDf7;i/>-2-^A) XA* 
-A] -4 - [ (5 ~->T y - 4, 5, 6. 7-fh7bKofi; [3. 2 - 
c] b*»J 2 --f A) £A#'^.A] tX7y> (4 1 mg) CD^^oay ^ 

(^?oo/^> 1 ) £finx., f£8&t Ka^vAT = > (2 8mg) % 
h 'Jxf;tT; > (0. 5 5 mi) £finx.. M-C2B*W8I^Lfco 

y~-is? a a / ? y ■ J ? J 10 0:3) CiOtUSL, WMit^ 

( 1 4mg, 3 2%) &mc 0 

1 H-NMR (DMSO-d.)' 6:2. 74 — 2. 79 (2 H. m) , 
3. 06 (4 H. s), 3. 35-3. 38 (2 H. m). 
3 . 7 1 ( 4 H, s ) , 4 . 0 7 ( 2 H, s ) , 5. 3 2 ( 2 H, s ) . , 
7. 0 8 ( 1 H, s) , 7. 7 1 (1H, d d, J= 8. 8, 1 . 6 Hz) . 

7. 8 1 ( 1 H, d d, J = 8. 8, I . 6 Hz), 8. 16 (1H, s), 

8. 2.3-8. 2 5 (2H. m) , 8. 3 3 (IE br s) . 
8. 4 9 ( 1H, s) . 

MS (FAB) m/z : 5 3 4 [ (M + H) + . C£ ss ] . 

5 3 6 [ (M + H) V Cf J1 ] . r . ; 

CHWJ8 4] 1- [ (6-^aa^^^U>- 2--fA) *A*^A] — 4 - 
CN- (4, 5, 6, 7-f h5hKofx/ [3, 2 - c ] .f 'J .i> > - 2- 

a) v^ijy mmm, 

mmm7 tmmo&fcizj:*)^ l - [N- (5-tert - rh + i'.*^- 
A-4, 5, 6, 7-fb7h Knfxy [3, 2-c] f 'J > - 2 - < A) 
t/J\,'<*4Jl] - 4- [ (6-?oDt7^l/>-2--rA) *;U*— A,] 

' H-NMR (DMSO- d«) o : 2. 83 (2 H. br s). 
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2 . 9 9 ( 4 H. b r s) , 3. 30 (2H. br s). 

3. 5 4 (4 H. b r s). 4. 00 (2H, s). 

6. 3 3 ( 1 H. s) , 7. 7 0 ( 1 H. d d. J=8. 8, 2. 0 Hz). 

7. 8 2 ( I H. d. J= 8. 8 Hz) . 

8. 16 ( I H, d, J=8. 8Hz). 8. 2 2 ( 1 H. s), 

8. 2 6 ( 1 H. d. J=8. 8 Hz). 8. 5 0 ( 1 H. s). 

9. 1 8 (2H. br s). 9. 8 2 (lH. s). 
MS (FAB) m/z : 4 9 1 [ (M+H) \ C£ 3S ] . 
4 9 3 [ (M+H) *. Ci 57 ] . 

7C3fc#0f : C 22 H 23 N*Ci0 3 S 2 • HCi • 0.. 3H 2 O^UT. 
ff-Jttt: C. 4 9. 5 9 : H. 4. 6 5 ;Cf, 1 3. 3 1; 

N. 10. 5 1 ; S. 12. 0 3.. 
tftfffit :" C. 4 9 . 3 2 ; H, 4 . -6 3: ; C £, 13.34 ; 
'•• 1 N. 10. 8 1 : S; 1 2. 0 3; ." I .'S^ } ■ 
imt&MS 5] 1 ; - E ( 6 -7QDt7i't>-2 -^^). a] - 4 - 

[N-y^/U'-N- (4. 5 .'6.-7-7- h7t Kofi/ [ 3 2 - c ] - hT U 
v> - 2— T ":*^^-fyu] t*^7 v> '-.'iiSttS"- <"'■ c . - . 

H5£fi»J7 i:K»OSCECJ:Ov 1- CN- ( 5 - t e r t -X b4=-->* Jl#- 
Ji—4, 5. 6,-7-f F7tKofx; [3, 2 - c ] f D ^ > - 2 - -< A) 
- N - y f-^i/* ^e-i' ;u] - 4 - [ ( 6 - ? na^^^ u >- 2 A) 

'H-NMR (DMSO-ds) 6 : 

2. 83 (2 H. t. J = 5. 4Hz). 2. 97 (4 H. br s). 

3. 1 0 (3H. s) . 3. 2 8 - 3. 4 1 ( 6 H. m) . 

4. 0 0 (2H. s) , 6. 3 5 ( 1 H. s) , 

7. 72 (1H. dd. J = 8. 8. 2. 0Hz). 
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7. 8 1 ( 1 H, dd, J = 8. 8, 2. 0 Hz) , 

8. 17 ( 1 H. d. J=8. 8Hz). 8. 23-8. 31 (2H. m) . 
8. 5 0 ( 1 H, s) . 9. 28 (2H, br s) . 

MS (FAB) m/z : 5 0 5 [ (M + H) *, C£ iS ] , 
5 0 7 [ (M + H) C£ ST ] . 

Ttfkfttir : C fJ HisN«C SL 0 3 S 2 • 1 . 1HC£ ■ 0. 5 Hi O t LT 
lt#ftt:C, 4 9. 8 5 ; H, 4. 9 3; Ci, 13. 43; 

N, 1 0. 1 1 ; S, I 1 . 5 7. 
##Hfi : C, 4 9. 5 5 ;H, .4. 92 ; C£, 13.23; 
N, . 10. 1 3 ; S, 11.83. 
8 6] 1-: [ (6-;nDt7^I/>-2- -f Jl) 7, A A] 4 - 
[ [5 - ( 1 - fa i; >- 2 --f 7U) - 4. 5. 6, 7-fF7tKofx; 
[ 3 . 2 - c ] t* x ) -J> - 2 - < )ll 77 ;U4<^;U] f^v ^ > is&£ : .; 
^5&0»I4 7 ^rl^^ltr, 1- [ (6-?oDf7^l/>-2-^i) Z.)V*'=- 
A] - 4 -■ C ( 4". 5 , 6-, .: 7-9: h b" n.fxy [3.2 - c ] t' U V > - 
2 - -f A)277;b^;t/] ,v> > ; tSBKSfcJRtti LT. WBffr£«l£»/Co 
' H-NMR (DMSO-,ds),o : 2. 0 7-2. 18 (2H, m) , 

2. 9 0—3.1 1 ( 8 H. m) , 3. 6 2 ( 2 H, t. J = 6. 8 H z);,, 

3. 7 2 (4 H. b rX, 3. ,8 0 ( 2 H, t. J= 5. 9Hz), 

3. 9 9 (2 H. t,U=5. 9Hz) , 4. 6 2 (IE br s). 

4. 7 3 ( 1 H. br s) , 7. 1 0 ( 1H, s), 

7. 5 0 ( 1 H. s), 7. 7 2 ( 1 H, dd, J=8. 8, 2. 0Hz), 

7. 82 ( 1 H. dd. J = 8. 8, 2. 0Hz), 

8. 18 ( 1 H. d. J = 8. 8 Hz) . 8.22-8. 2 8 C 2 H. m) . 
8. 5 1 ( 1 H. s) . 1 0. 37 (1H. br s) . 

10. 5 3 ( 1 H. b r s). 
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MS (FAB) m/z : 5 4 2 [ (M + H) \ C£ 3i ] . 
5 4 4 [ (M + H) + . C£ 37 ] . 

TtmftVr : C.Ht-C ^N,0 3 S 2 • 1 . 3HCi-0. 4H 2 0<tLT> 
MmW:C. 5 2. 2 5; H. 4. 9 1 ;Ci, 13. 64: 

N. 9. 3 7 ; S, 10. 7 3. 
ftffim-.C, 52. 34; H. 5. 03;Ci, 13. 56: 

N, 9. 3 6 ; S, 1 0. 7 4. 

7] 1- [ (6-?not7^l/>-2-'f^) >L] - 4- 

C (4. 5. 6. 7-f h7th'af77a [5,' 4 - c ] t? >J J > - 2 - -f 
A) 77A-^;ri f^7^> .£Bt% 

S©ti«"7 : tra»«L 1- [(6-tert-7"l>^^;^-^-4, 5. 6, 
7^¥h5 eKaf77n [5. 4-c] f U i?> - 2 - ■< A) tuitf—il] - 
4- [ (6 -?odf7^1/> - 2->A) *;U*^A-] f^< 7 ^ > t L 

' H - NMfc "( D M S 0 - d 8 ) 5 : 

3. 0 1 (2H. t; J = 5 . 9 H z ) . 3. 1 1 (4H. br), 

3. 4 4 (2H. b r s) . 3.7 4 ( 2 H, h r s). 

4. 3 2 - 4. 4 6 ( 4 H. m) , 

7. 7 1 (1 H, dd, J= 8. 8, 2. 0 Hz) ." 

7. 8 3(1 H, dd. J= 8. 8 Hz, 2. 0 H z ) . 

8. 1 5 ( 1 H. <f/ S \J= 8. 8 Hz) , 8. 23 (1H, s), 
8. 26 (1H, d, J=8. 8Hz), 8. 30 ( 1 H, s). 
MS (FAB) m/z : 4 7 7 [ (M + H) *. C£ ss ] . 

4 7 9 [ (M + H) + . C i ,T ] . 

7C*»«f : Ct,H,,Cf N4OJS1 • HCi • 0. 2H 2 0<bLT, 
StJMt : C. 4 8. 7 8 : H. 4. 3 7 ; C 2. 13.71: 
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N. 10. 8 4 : S. 12. 4 0. 
#0rte : C. 48. 6 0 ; H. 4. 5 0 ; C£, 13. 58: 

N. 10. 6 2 : S, 12. 2 9. 
[HS£0»J8 8] 1 - [ ( 6 - ?aDt7^U>-2 - ■< )l) XJ\s*-Jl] - 4 - 
[ (6-7iy tKa + W;y^f^-4, 5, 6, 7-f F7tF'af77' 
a [5. 4-c] f'Jv > >-2 — < JV) 77A-^A] t*^5v> 

1- [ (6-*^<^A-4, 5, 6, 7^fh7tKaf7-/D [5, 4 

- c ] f > - 2 - -f AO 77 A**^- A] - 4 - [ (6-?nat7^U>-2 
--TA) XA*^r.A] f*? >>>...• 

£#(5fl 1 1 2. HJSM8 3 tl^»cZ)SlC(w<fc.*3. 1 - [ ( 6 - 2 do-*-?* U 
>-2--f^),.^*-;i] - 4- [(4, 5, 6. 7-f b7t K.D^.-r.'/a 
[5. 4— c ] f'J 2 --f A) 77 A^ A] v> £M&£.W&± 

..UT;--l;:- C ( 6 -ypufr?^; 2 A) x;Pt>- A]- 4 - [ ( 6 - 
7 ; y t Kd + ^ $ J 4, 5, 6. 7 - fh7h>'D t f 7,:/o :> [5. 

4 - c 3 e u 'j > - 2 - -r a) # a*^. a] i? y fflMjfcf^/cteav i 

- C (6 4,; 5, 6. J.-f h7hFnf7^.o [5, 4 - 
c ] f »J v > - 2 - < A) ; 77 A^ A] . - 4 - [ (6-2.0.0 7-7 5V>-2- 
^A) XJl*-J\,~\ t'^ity&mco 

1- [ (6-?nDf7^L/>;-2-'f;[.) XJl*—Jll -4 - CC6.-T- 
ytKn + ^iyy^l/-^, 5, 6, 7-f h7th*af77a [5, 4- 
c] f'J 2 ---f A) 77 A*^ A] tf^5y> i&ifeffi ' 
1 H-NMR (DMSO-d,) 5:2. 7 7 ( 2 H. b r . s) , 
3. 0 9 (4 H, br). 3. 48 (2 H. t, J = 5. 4Hz). 
3. 73 (2H. br s). 4. 3 0 - 4. 5 0 ( 4 H. m) , 
5. 61(1 H. brs). 
7. 71 (1H. dd. J = 8. 8. 2. 0Hz). 
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7. 82 ( 1 H. dd. J = 8. 8Hz. 2. 0Hz). 

8. 15 ( 1 H. d. J= 8. 8 Hz) . 
8. 22 (1H. d . J = 1 . 5Hz). 

8. 2 5 ( 1 H. d. J=8. 8Hz). 8. 5 0 ( 1 H, s). 
8. 5 3 ( 1 H, b r s) . 

MS (FAB) m/z : 5 3 5 [ (M+H) \ C£ 3S ] , 
5 3 7 [ (M+H) *. C 2 3T ] . 

1 - [ ( 6 -tUW<*4)l- 4, 5. 6, 7-fh7tKof77a [5, '4 

- c ] f 'J i> > - 2 - -f AO # ;U<JC— ;u] - 4- [ (6-^oot7H>-2 

— a) xa*— a] tr^-5y>. 

1 H — NMR (DMSO-ds) d : 2. 7 5 ( 2 H, b r s), 
3. 0 9 (4 H. br), 3. 6 3 ( 2 H, t, J=5. 9 Hz), 

3. 73 (2H, br s), 4. 39 (2H, br s). 

4. 5 9 (2H. s) ; 6. 17 (2H, s) , 
7.7 0 (1H, d d, J = 8. 8, 7 2. 0Hz) . 

7. 8 2 (1H. dd, J = 8. 8 Hz. 2. 0 Hz) . 

8. 14 ( 1 H, d, J - 8. 8 Hz) . 

8. 2 1 ( 1 H, d , J'=l. 5Hz), • , 

8. 2 5 (1H, d, J = 8. 8 Hz), 8. 5 0, ( 1 H. s) . 
MS (FAB) m/z : 5 2 0 [ (M+H) \ Cf ,s ] , : > 
5 2 2 C (M + H) *. C £ 37 ] . 
jmftVr : CtiHuC £N 3 0*S 2 • H 2 OtUT, 
frJMft : C, 4 9. 1 1 : H, 4. 5 0 ; N, 13. 0 2. 
ftVti&:C. 4 8. 9 8 ; H. 4. 1 2 : N. 12. 8 3. 
[HJS0IJ8 9] l-[(6-^aa + ^^U>-2-^A) XA*-A] - 4 - 
[ [6 - ( 1 -fa 'J >- 2-^A) - 4. 5. 6. 7-fh?t Kof 77'd 
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[ 5 . 4 - c ] h* 'J v > - 2 - Jl] 77 )l 

Mlfc&l 4 7 <t(s]^{I. 1- [ (6-7oot7?l/>-2-^A) 
-A] - 4 - [ (4, 5. 6, 7-rh7tKnf77o [5, 4 - c ] £ 'J ^ 
> - 2 - ;10 *A,t^A] v ^ > ij&gtfi£/£*4 i: LT, WM^^n 

1 H-NMR (DMSO-d s ) 5:2. 07-2. 15 (2H. m), 

2. 94-3. 16 (8H. m) , 3. 63 ( 2 H, t, J=7. 3Hz), 

3. 75 (2H. br s) 3. 90 ( 2 H. br s), 

4. 3 9 (2H, b r s ) , 4 . 9 3 ( 2 H. s ) , 
7. 70 (1H. dd. J = 8. 8. 2. 0 Hz) , 

7. 83 ( 1 H. dd, J = 8. 8Hz, 2. 0Hz), 

8. 1 5 ( 1 H, d, J= 8. 8 Hz) , 
8. 2 2 C 1 H, d, J= 2. 0Hz) . 

8. 25 (1H, d, J=8. 8 Hz) , 8. 5 0 (1H, s) . 
MS (FAB) m/z : 5 4 4 [ (M+H) '•*, C*V] , 
5 4 6 [ (M+H) C£ 3T ] . 

Tt^fff : C 13 Hi«C^N 3 0jS 2 - 1. 4HCi • CH 3 OH<tLT. 
ftSfil : C, 4 9 . 7 9 ; H, 5 . 0 5 ; C & . 1 3 . 5. 7 ; 

N, 1 1. :1 7 ; S, 1 0. 2 3. 
7>#fffi : C. 4 9. 4 4 ; H, 4. 78 ;C£, 13. 63; 

N, 10. 83 ;S, 10. 15. 
[H»J9 0] 1 - [ (6-?DDt7^U>-2-'fA) Ut--/l] -4 - 
[ ( 6 A— 4. 5, 6, 7-f h7tF'Df77'D [5, 4-c]L'U 

v>- 2 A). fc^jtf— >U] tV<-7V> 
H^15»J4 <t^© J gC£:(- £ j;0> 1 - [ (6-^oa^-7^U> - 2--TA) X 
- 4 - [ C4. 5, 6. 7-f h7tKnf7-/o [5, 4 - c ] £ 
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'H-NMR (DMSO-ds) 6 : 2. 7 4 - 2. 8 8 ( 2 H. m) , 
3. 10 (4H. br). 3. 31 (2H. s). 
3. 66-3. 8 6 ( 4 H. m) . 4. 64-4. 7 3 ( 2 H. m) , 
7. 6 9 ( 1 H. d d. J = 8. 8, 2. 0 Hz) , 

7. 82 (1H. dd. J = 8. 8, 2. 0 Hz) , 

8. 14 ( 1 H, d. J = 8 . 8 H z ) . 8. 15-8. 2 2 ( 2 H. m) . 
8. 24 (1H. d. J=8. 8Hz) . 8. 50 ( 1 H, s). 

MS (FAB) m/z : 5 0 5 [ (M + H) \ Cf ss ] , 
5 0 7 C (M + H) Ci"] . . 
Ttmfttft : C 22 H 2 ,C£N40 4 S 2 • 1 /5 H 2 0tU, 
ff-gffi:C. 5 1.95;' H. 4. 24 ; Cf, 6. 97; 

N, 11. 0 2: S. 12.61. 
##f<fi : C, 5 2. 1 8 ; H. 4. 3 0 ; C £. 6. 6 9; 

N, 10. 7 1 ; S, 12. 2 1. 
[HH 9 1] 1 - [ ( 6 - ^□nt7^U>-2-'fA) - 4 - 

[(6-^A-4, 5, 6; 7-fh7tKDf77'n [5, 4 - c j t'.'J ^ 

1 - [ (6' : >not7^l'>-2-'f;l/) XAt-A] - 4 - [ ( 4 . 5 , 
6. 7-fh7tKafT7D [5,. 4-c] f'J -Jy — 2 — J A) 77 ;i- 
A] h*^v>?> t£®?i& (4 0 Omg) £^?aa^> (l 0m£) IzmffiZ 
it, K'jxf;l-T;>(0. 2 2m^) , M (0. 0 5m£) 
tf^Jfft^ 3 0 XMATJlz-F't KtK^ (0. 08mf) th'J7tF + y 
7K^rt-^'7#+ h ') ( 2 6 4 mg) £Jjn*.TM-C- 1 0 5Hf#Lf-a SCT 
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± V '■) «!7i»TSg*6LrigjK€-flcETS*Lfco M£ £-«Sfti£lfcx. 9 J - A fete 

Sx^A-^jl&SIf WM<t£®) ( 2 9 8mg. 7 1 %) £7#fc 0 

'H-NMR (DMSO-d s ) <J : 2. 8 9 ( 3 H, s) , 

3. 10 (6 H. br). 3. 32-3. 81 ( 4 H. m) . 

4. 30-4. 81 (4H, m) , 

7. 71 (1H. dd, J = 8. 8, 2. 0Hz) , 

7. 8 2 ( 1 H. dd, J=8. 8. 2. 0Hz) . 

8. 15 ( 1 H. d, J = 8. 8Hz),- 8. 20-8. 2 8 ( 2 H, m) , 
8. 5 0 ( 1 H, s ) , 11. 2 8 ( 1 H. br s). 

MS (FAB) m/z : 4 9 1 [ (M+H) + , Ci 35 ] , 
4 9 3 [ (M + H) + , C£ 3 7 3 . . . 

7C3Jf»#f: C«aH2 1 CiN«Oi$, • HC£..- p; 6 H 2 O t LT> 
fff-JHB : C. 4 9. 0 9 ; H. 4. 72 ; Ci, 13. 17; 

N, 10. 4 1; S. 11.91. 
##riit:C, 48. 88; H, 4. 78 ; Ci, 13. 26; 

N, 1 0. 4 2 ; S. 1 2. 0 3. 
Cffc6fc0»l9 2] 2- [ [4 - [ (6 -?aai-7?l,>-2-JJl) *A* — 
A] i?>- 1 -4 A] *;.U#ji;L] - 6. 6 4. 5, 6. 7 

-fh7tKofT-/o [5,'4-c] t*'J^-^A 30<m 

1- [ (6-?DDt7^1/>-2-'f^) ^ A <+>— A] - 4 - [ ( 6 - / * 
A-4, 5. 6, 7-rh7tKof77o [5, 4-c] tf 'J > - 2 - -T 
A) 7JA^A] f^^> jtgglJIS (2 0 Omg) £N. N-y>fA*;^ 
7;F(20mf) d*&8?£-ti\ 3^{t;y ^A ( 0 . 05mi) , 'J ^ 

(7 9mg) ^fet8 0*C-C-««ff$tt, El£sffi£iaE*»Lfc©^ & 
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(1:1) izigmz-e. sm^ji&tiu^ffiiiiLtzikmVd&vftL, ® 
m<t&® ( 1 4 4mg, 5 6*0 £f#^<, 

'H-NMR (DMSO-d 5 ) 0:3. 0 5 - 3. 2 3 C 1 2 H, m) . 

3. 77 (2 H, t, J = 5. 9Hz), 4. 40 (2 H, br s). 

4. 79(2 H, br s). 

7. 7 1 ( 1 H, d d. J = 8. 8. 2. 0 Hz) . 

7. 8 3 ( 1 H, d d. J = 8. 8. 2. 0 Hz) , 

8. 15 ( 1 H, d, J=8. 8Hz), 8. 2 0 - 8. 2 7 ( 2 H. m) . 
8. 5 2 ( 1 H, s) . 

MS (FD) m/z : 5 0 5 (M* , Ci 35 ) . 
5 0 7 (M* , C £ 37 ) . 

jtmfttft : C 23 H 2 ,Ci I N«O a St ■ 1 / 2 CH 3 C 0 2 C H 2 C H 3 1 Lt, 
' Itgffi :C, . 4 4., 3 5 ; H. 4. 4 7. ; N, 8. ; 2 8. 

■ frffiffi. : C, 4 4. 5 2 ; H, 4. 2 3 ; N, 8,- 0 1 . 
- CHSS^J9 3]-2 - [ [4- [ (6-?'DD + 7jt|/y-2-V^>XUi 
: A ] ■ fc^ 5 5£2".- 1 - -< A] t} - 6 - X ^ ;U - 4 . . 5 . 6 . 7 - t: h 

7t FDf77D [5, 4 - c] t'U N-*4^,K. 

l - [ (6-^DDt7^i/>-2-< ;u) - 4 - [ ( 6; - t =t 

)l - 4 , 5, 6 r 7 - t h 7t KofTVn [5, 4- c ] = t* 'J x >. - 2 - Y 
A) * ^.-tfj^H >. iM^fM ( 4 0 0 m g ) -b h > (I 0mi) : i: 

1 m&KMIti- h 'J t; A7jc^fg ( 0 . 3 8 m i ) . 3 0 9ti©^fb7jc^ 
?K (3. 5 Omi) &mz-tc<DiZ>mUT*8 BmmWLtz 0 &fci&$:mi£m*(5Ltz 

mZZ^tfrnt^Mta-? Y7=>Z> <- (yf-W*> HP-20. 
tK : T-b K-M;U=2 : 5) d <£ OffSS LXWMit-a^S ( 8 4mg, 3 996) 

'H-NMR (DMSO- d«) d : 2. 8 3 - 2. 9 0 ( 1 H. m) . 
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3. 10 (5 H. br), 3. 20-3. 4 7 ( 4 H. m) . 

3. 61-3. 83 (3H. m) . 4. 2 8 - 4. 5 0 ( 3 H, m) , 

4. 78-4. 85 ( 1 H. m). 

7. 6 9 ( 1 H, d d. J = 8. 8. 2. 0 Hz) . 

7. 82 (1H, dd, J = 8. 8, 2. 0Hz), 

8. 1 4 ( 1 H, d. J = 8. 8 Hz) . 8. 19-8. 27 (2H, m) . 
8. 5 0 ( I H. s ) . 

MS (FD) m/z : 5 0 6 (M + , Ci 35 ) , 
5 0 8 (M + , C£ 31 ) . 

[HSS#J9 4] 2 -tDW^J )V- 4 - [ (6 9 l> > - 2 -^A) 

XJlih—JI,] - 1 - [ (4, 5, 6, 7-fh7tFof77o [5, 4-c] 
fc!" 'J i> > - 2 - -Y A ) 1] A #—A ] hX7iJ> h 1J7 A * a ft&g ; 

v^aay^> ( l m £) iz&fRglttz 1 - [ ( 6 - t e r t -7 V&.i/p Jl 
#~A,— 4. 5, 6,^7-rF7kKDf77D [5,'4-c] fiJy>-2- 
■Y A ) t) jiji—Jl'] - 2 4 11— 4 — [ ( 6 - ?oqt'7^ l>!:> - 2 - 

^VtO - ^*x;i/) f^^^y ( 3 0 3mg) * M ( l m£) £ 

fill*. CD *> IZi&EE ftfct U ' ffi-ffi L Tz.ifcWL%$: 5& L T i> x f- /L JC-f-/l-Cr5fcr£U 
fHHYfc^fcl ( 2 6 3mg, 8 3 X) 

•H-NM'R (DMSO-d.) 5 : 2. 3 9 - 2. 7 0 ( 2 H. m) . ; 
2. 9 2 - 3. 0 6 ( 2 H. m) , 3. 4 2 - 3. 7 7 ( 4 H, m) . 

4. 2 5 - 4. 5 0 (7/2H, m), 4. 9 7 (1/2H, br s). 

5. 3 5 - 5. 4 4 ( 1 /2H, m) , 6. 14 (1/2H, br s). 
7. 3 0 - 7. 3 9 ( 1 H, m) , 7. 6 6 - 7. 7 3 ( 2 H, m) . 

7. 77-7. 8 2 ( 1 H, m) , 8.16 ( 1 H. d. J = 8. 8 H z ) , 

8. 21-8. 2 8 ( 2 H, m) . 8. 4 9 ( 1 H. s). 

9. 26(2 H. brs). 
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MS (FAB) m/z : 5 2 0 [ (M + H) + , Ci J5 ] . 
5 2 2 [ (M+H) *. Ci? 37 ] . 

jtmfttfr : C 22 H22CiN 5 04S2-CF,C0 2 H - 0. 6 H,Ot LT, 
ltM:C. 44. 2 9: H. 3. 73:C£, 5. 40; F. 9. 55; 

N. 1 0. 6 7 ; S, 9. 7 7. 
#3Ht : C. 44. 59: H, 3. 7 9: C£, 5. 26: F, 9. 54; 

N, 1 0. 28 ;S, 9. 72. 
[Hi£0iJ9 5] 2 -t/JW^JA - 4 - [ (6-;nu.t7^l->-2-'fA) 
XAt>-^J -1 - [ (6-/f7L-4, 5. .6, 7 -r h7t h'of 7 7n 
[ 5 . . 4 - c ] f Us; > - 2 - -f ;i0 # f^<7 <J > *M^.M 

H5I#J 9 1 2 - * )W<*-< )\,- 4 - [ ( 6 - 7 a a +- 7 * U > - 2 

: --C;U) - 1 - [ (4, 5, 6,- .7-f h7h Kaf77o [5, 

•4 - c] f 'j : ^>- 2"fe^>t) •=./!,]: e^5i^>- -hU 

- 'H-HMR A (DMS O- di): d : 2. 3 7 .-<2 . i7 0 (2H.vm). 

2. 9 1 ( 3 H, s ) , 3.0 0 - 3. 7 8 ( 6 H. m) , 

4^ 2 8 - 4- 7 7 (7/2 H. m):, 4. 9 7 ( 1/2*1, b r .•£?=*> 

5 . 4 0 - 5.5 0 ( 1 / 2 H,-; m) , 6.1 4. ( 1/2H. br s) . , 

7. 3 2 - 7.4 0 ( 1 H. m) , 7. 6 8 - 7. 7 5 ( 2 H; m) . 

7. 7 7 - 7.8 3 ( 1 H. m) , 

8 . 15 ( 1 H, d, J = 8 .8 Hz) ■ 

8. 21-8. 28 (2H. m) , 8. 49 ( 1 H, s). 
MS (FAB) m/z : 5 3 4 [ (M + H) *. C4 3S ] , 
5 3 6 [ (M + H) \ C £ 37 ] . 

7C*$Hff : C 5J Hi,Cf N S 04S S • HCi? • 2. 5H 2 0tlt, 
ItM : C. 4 4. 8 8 ; H, 4 . 9 1 ; C i, II. 52; 
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N. 11. 3 8 ; S. 10. 4 2. 
7>fff{ii : C, 4 4. 83; H. 4. 89;Ci, 11. 65; 
N. 11. 3 1 ; S. 10. 4 6. 

6] 1- [ (6-^DDt7^l/>-2-'fA) *A*xA] - 4 - 
[ [6 - (2-tKD*i/xf;|/) - 4, 5, 6. 7 - f h 7 t K cr f - T •/ □ 
[5, 4-c] f'J i>>- 2 A] fjj\,tf—A,] 

1 - [ ( 6 - ? □ 0-7-^7^ U > - 2 - -f A) ;*A*xA] - 4 - [ ( 4 . 5 . 
6, 7 -T- h-7 t KafT'/n [5. 4 - c ] tf 'J ^ > - 2 - -f Jl) ii A tfx 
A-] £^iS> iM8ki& (1 3 2mg) „ ^Jt+yJUf tK^p^ (8 2mg) 

^ v > (5 Omi) (CSfg^it, h'Jif A7;> (0. 2 2 m i ) v ? .«=» ° ^ 
Kxf-A- (0. 03mi) **»TTmitSfiT 1 5 . .Tfc^ffc*^.* 

t-h'J^A (5 Omg) <b7jc (1 Omi) ^ttJ^T^T' 1 fttam&Ltz. Km 

i&&ffif±.Tmm u * a □ y * yr-ffrm Lrma-k^xmrn^ &*bs»^ 

Y y^-J 4 — J ? a a jl ? y : j $ J —j\,= \ 00 : 3) 

(C^OtSFfiU- l&fil^x^y-A ;( 1 mi) Kg/83 tffc®^(Ci£i£»«LT 
ffl®i*vl/+»5Mfej£U WMit-k^a (5 2mg. 3 3*0 £f#/c 0 
'H-NMR (DMSG- ds) <5 : 3. 1 1 ( 4 H. b r s ) . 

3. 2 0 - 3. 5 7 ( 6 H, m) , 3. 6 9 - 3 . 8 7 ( 4 H. m) . 

4. 34-4. 8 2 (4 H, m) , 5. 3 8 ( 1 H. br s). 
7. 7 1 ( 1 H, d d. J= 8. 8. 2. 0 Hz) , 

7. 82 ( 1 H, dd. J=8. 8Hz. 2. O.Hz). 

8. 15 ( 1 H, d. J=8. 8Hz), 8. 2 2 ( 1 H. s) , 
8, 2 5 ( 1 H. d. J=8. 8 Hz). 8. 5 0 ( 1 H. s). 
I 0. A 8 ( 1 H. b r s) . 
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MS (FAB) m/z : 5 2 1 [ (M + H) *. C£ 33 ] . 
5 2 3 [ (M+H) \ Cr ST ] . 

7A.t.-nr] - 4 - [ (4, 5, 6, 7-fh7tKaf77a [5, 4-c] 

e >j > • - 2 - < ji ) * a v ^ > niseis*®** <t lt. mmm 
9 7 . 9 s . mmm 9 9 <o<t^<a*»fc 0 

[HJ£#J9 7] 1- [ (6-?oot7^1/^-2-'fA) - 4- 

[ [6 - (f'J '^>- 2 --TA) JTJl- 4, 5, 6. 7-fh7tKnf77 
a [ 5 . 4 - c ] f 'J > - 2 - .-T ;U] * Jltf—A~\ S> > 

' H-NMR (DMSO-d.) o : 3. 07-3. 1 7 ( 6 H. m) . 

3. 6 3 (2H, t, J=6. 3 Hz) . 3. 74 (2 H. br s); 

4. 3 9 (2 H. br s).4. 5 8 ( 2 H. s).. 

4. 6 1 (2H. s) , 7. 5 0 - 7. 6 4 ( 1 H, m) , 
7. 6 7- 7. 7 3 ( 2 H, m) . 

7. 8 2 (1 H. d d. J = 8. 8. 1. 5 Hz) . 7. 9 7 ( I H. m) . 

8. 15 ( 1 H. d. J = 8. 8 Hz) . 
8. 2 2 ( 1 H. d. J= 1 . 5 Hz) . 

8. 2 5 ( 1 H. d, J = 8 . 8 Hz), 8. 5 0 ( 1 H. s). 

8. 6 9 ( 1 H. d. J = 4. 9 Hz) . 

MS (FAB) m/z : 5 6 8 [ (M+H) + , Ci 35 ] . 

5 7 0 [ (M + H) \ Ci"] . 

Ttmfrtir : C 2 TH Si C^NsO J S 2 - 2HC £ • 0. 8 H*OtUT. 
fHM£:C. 49. 48; H, 4. 55 ; Cf 1 6. 23; 

N. 1 0. 6 8 : S. 9. 7 8. 
frffim : C. 49. 72; H, 4. 4 8 ; Ci. 16. 31: 

N. 10. 8 6 : S. 9. 5 3. 
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[mmm 9 8] I - [ (6-?aot7^U>-2-fA) *-A ] - 4 - 
[ [6 - (f'J i?>- 3 --OU) ^f;l- 4. 5. 6. 7 - f- h 5 t Ko 1~T / 
n [5, 4-c] 2 -fX-] A/l^A] f^5^> 

1 H-NMR (DMSO-d.) 5:3. 03-3. 2 7 ( 6 H. m) . 

3. 40-3. 81 (4H, m) , 3. 74 ( 2 H. br s), 

4. 40 (2H, br s) , 4. 50(2 H, s) . 

4. 70 (2 H, s) . 7. 7 0 ( 1 H. dd, J=8. 8. 2. 4 Hz). 

7. 8 2 ( 1 H, d, J = 8. 8 Hz) , 

8. 1. 5 ( 1 H. d. J= 8. 8 Hz) . 

8. 2 2 (1H, s) , 8. 2 5 ( 1 H. d. J = 8. 8 Hz).: 

8 . 5 0 ( 1 H. s ) , 8 . -7 3 ( I H. d , J = 7 . 8Hz), 

8. 9 3 ( 1 H, d, J= 4. 4 Hz) . 

MS (FAB) m/z : 5 6 8 [ . (M+H) + . Ci !S ] . 

5 7 0 [ (M + H) + , Ci 37 ] . 

TtmfrtFr ; C 2 tH 26 C 1 NiOiSi • 2. 9 H C £ • 4 . 5 H*0 t LT N : 
ItWii:C, 4 2. 9 6 : H. 5. 06 : Ci, .1 8. 3 2.: 
N. 9 . 2 8 . 

##Hfi : C, 4 2. 9 7 ; H, 4 . 8 4 ; Ci, 1 8. 19;: 
N. 9. 2 3. 

9 9] l-[(6-7no-f-:7^u>-2--r;iO ^ A -*j=. ;l] - 4 - 
C L6 - (tf'J s;>- 4 --f A) /f-A- 4, 5, 6, 7-fl.7tKaf.T7 
a [5. 4-c] f'J S>>- 2 ;U] 

'H-NMR (DMSO-d.) 5:3. 11 ( 4 H," b r s) , 
3. 1 9 (2H. b r s), 3. 64 (2H, br s) , 

3 . 7 4 ( 2 H. b r s ) . 4 . 4 1 ( 2 H. b r s). 

4. 49 (2H. s). 4. 80 (2H, s). 
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7. 69 (1H. dd, J = 8. 8. 2. 0 Hz) . 

7. 8 2 ( 1 H. d d. J= 8. 8. 2. 0Hz) . 

8. 15 (1H. d, J=8. 8Hz), 
8. 2 1 (1H, d, J= 2. 0 Hz) . 
8. 2 5 ( 1 H. d. J= 8. 8 Hz) . 

8. 41 (2H. d, J=6. 3Hz), 8. 5 0 ( 1 H, s), 

9. 04 (2 H. d. J=6. 3Hz). 

MS (FAB) m/z : 5 6 8 [ (M+H) + , Ci' 5 ] , 
5 7 0 [ (M + H) \ C£ 31 1 .. . 

7c3fWHfr : C, 1 H JS CiN s 0 3 S2- 2. 7HC2 ■ 6. 0H 2 OtLt, 
ff3ftt:C. 4 1. 8 6 ; H, 5. 30;Ci. 16. 93; 

N, 9. 0 4 : S. 8. 2 8. 
#ffrfiiL:C. 4 2: 0 5 ;H, 4. 98; Ci, 16. 9 2-: 

N. 9. 3 7 ••; S. 8 . 6 1 . • • 
CUSSM 10 0 ] 1 [-(E) - 4 - ? cm*f- M .- 4 - C ( 4 , 

5, 6, 7 -=r t^DfT'/n. [5, 4 - c] f'j 2 -fvL) 

mm&n tmmz^ i - c (6 - t e r t 5. 6. 

7-fF7hFaf77D [5. 4 — c ] £" 'J > — 2 — f A) - 
4- C (E) - 4 -?oa*f-»J fc^ 5 'J > £!!*4 t L 

' H — NMR (DMSO-d«) 5:3. 0 4 (2H, br s) . 
3. 23 (4 H. br). 3. 47(2 H. br s). 
3. 7 7 (2H. br s).4. 35-4. 50 (2 H. m). 
7. 33 (1H, d. J=15. 6Hz). 
7. 4 3 ( 1 H, d. J= 15. 6 Hz) . 
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7. 4 9 ( 1 H. d. J = 8. 3Hz). 

7. 7 9 ( 1 H. d. J=8. 3Hz). 9. 5 7 ( 2 H. br s). 
MS (FAB) m/z : 4 5 3 [ (M + H) \ C£ s5 ] . 
4 5 5 [ (M + H) + , C£ 3 '} . 

Tc^tff : C IS H 21 CfN 4 O 3 S2-HCi-0. 3H 2 0tLX, 
SUMS :C. 46. 12; H. 4. G 0 ; C £ , 14. 33; 

N, 11. 3 2 ; S, 12. 9 6. 
#8ffi:C. 46. 42; H. 4 . S 6 : C £ . 14. 38; 

N, 11. 0 2 ; S, 13. 0 2. 
[Hififtl 101] 1- [(E) - 4- ?dd^ 'J ;tx;i,t>-A] - a - [ ( 6 
-yf-A--4. 5. 6, 7-f h7tKof77D [5, 4-- c ] f U > - 2 

9 1 irHI^tC. 1- [ (E) - 4 - fnaxj- ') A A- A j - 4- 
[ (4, 5, 6, 7-fh7kKaf77D [5, 4-c] f'J^>-2-Y 
A) £A*'^-A] f^v^> *»^*JS«tLT; ««{k^*|#A:o :• ■-. 
'H-NMR (DMSO-ds) 6 : 2. 9 2 ( 3 H. s), 

3. 01-3.3 2 (6H. br). 3. 35-3. 88(4 H. m) . 

4. 2 9 - 4.8 4 ( 4 H. m) 

7. 3 3 ( 1H. d. J= 15. 6 Hz) , 
7. 4 9 ( 1 H. d, J= 1 5. 6 Hz) , 
7. 4 9 ( 1 H. d. J = 8. 3Hz) . 
7. 7 9 ( 1 H. d, J = 8. 3 Hz) . 
1 1 . 3 1 ( 1 H, b r s) . 

MS (FAB) m/z : 1 67 [ (M+H) C i? 35 ] . 
4 6 9 [ (M+H) \ C£ 11 l . 

TtmfrVt : C»H 2J CiN,O a S 2 -HC£ • 0. 2H J OtLt, 
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Sf-JHt:C. 4 7. 37; H. 4. S 5 : C £ , 13. 98; 

N. I I . 0 5 : S. 12. 6 5. 
£fJr<fi : C. 47. 30: H. 4. 92:Ci. 14. 05: 
N. 11. 0 3 ; S. 12.4 9. 
mt&mi 0 2] (3'S) - 3- [(6-?oat7^U>-2-'fA) 
>7; F] -1- [(4, 5. 6. 7-f hvhH'nfxy [3, 2-c]f'J 

mm&n tmm^ (3S) - i- [(5-tert-7'h+^A«- 

4. 5, 6, 7-f h7tKofx.; [3. 2-c] £'Jv>-2-^l) ^ f- 
;UJ - 3 - [ (6 - ^DDt7^l'> - 2 _/ f A) 7>At>> T c K] L S D <J ^ > 

[a] D = - 6 9. 7 2° (2 5t, c=l. 0 0, CH s OH) . 
1 H-NMR (DMSO-d, *a t 1 0 0*C) o : 
1. 8 8 - 1 / 8 9 ( 1 H, rri) . 2. 10 -.2; 2 5 ( 1 H. m) , 

3. 0 2 - 3.0 7 ( 2 H. m) , 3 . 10-3. 5 0 ( 6 H, m) , 

4. 02 (1H, s) . 4. 1 2 (2H, s ) , ■ 4 . 4 5 ( 2 H, s ) . 
7. 1 2 (1H, s) . 7. 6 5 : ( 1 H, d, J=8. 3 Hz) . 

7. 9 1 ( 1 H, d. J= 8. 3 Hz) . 

8. 10 ( 1 H. d. J = 8. 3 Hz). 8. 14 ( 1 H. s), 

8. 1 6 ( 1 H, d. J= 8. 3 Hz) . 8 . 1 8 ( 1 H. br s). 
8. 48 (1H, s) , 9. 65 (2H. br s). 
MS (FD) m/z : 4 6 1 <M + . Ci a5 ) , 
4 6 3 (M + , C £ 37 ) . 

jtmfrtif : C 2t Hz<C £N,O t S 2 • 2. 1 HC £ • HjOtU, 
im<fi:C. 47. 47; H, 5. 09 ; Ci. 19. 74: 
N, 7. 5 5 ; S. 1 1 . 5 2. 
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#0rffi:C. 4 7. 5 5; H. 5. 13 ;Ci. 19. 85; 

N. 7. 4 5 ; S. 11. 4 8. 
inm&l 103] (3S)-3-[(6 - 0 uui-z>9 U > - 2 - -f A) XJl* 
>7; Fj - 1 - [ (4, 5. 6. 7-fh7t Yu^f-j-J [3. 2~c] f »J 

•J > - 2 --f A) #a*^.a] tTa y i? > J*^jf& 

Wm\l tmmz^ (3S) - I- [(5-tert --7'Y*ist>)lX-il- 
4. 5. 6, 7-fh7tFofx; [3. 2 - c ] t''Jy>-2--(A) *A 
.-tf^A ] - 3- [(6-^nn^-^^U>-2-^A) ^ A* > T $ K] t*D ij 

[tf]D = - 6 2. 7 0 ° (25°C, c=l. 0 0, CH 3 0H) 
'H-NMR (DMSO-di at lOO'O-o: 
1 . 8 2 - 1. 9 0 ( 1 H, m) , 1 . 9 6 - 2. 0 5 ( 1 H. m) . 
3. 05 (2H, t, J= 6. OH z), 3.4 2 - 3. 5 7 ( 2 H. m) ; 

3. 6 0 - 3. 7 2 (2H, m) , 3. 8 4 - 3, 9 0 ( 1 H. m) . 

4. 12 (2H,: s) , . 4. 45 ( 2 H, s ) ,7. 2 5 ( 1 H, s ) . 
7. 6 4 (1H, dd. J=8. 3. 1. 6 Hz), - . 

7. 9 0 ( 1 H, d d. J = 8 . .3, 1. 6 Hz).. 

7. 97 (1H, d. J = 5. 6 H z ) . 

8. 08 (IE d, J=8. 7Hz), 8. 1 2 ( 1 H, s) . 

8. 14 (1H, d, J = 8. 7 Hz), 8. 4 7 (1H. s), 

9. 5 5 (2H, b r s) . 

MS (FAB) m/z : 4 7 6 [ (M+H) + . CT 5 ] . 
4 7 8 [ (M + H) *, C £ 37 ] . 
TtmfrVr : C 22 H 22 C £N ; 0 3 S 2 • HC £ t LT. 
mWfi:C, 51.56:H. 4. 52 ; Ci, 13. 84; 
N. 8. 2 0 : S. 12. 5 1. 
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#tfrffi:C. 51. 25: H. 4. 6 1:C£. 13. 68: 

N. 7. 9 8 : S. 12. 3 6. 
mmmi 0 4] (3S) -1- [ (6 -?uai-79 U >- 2 

- 3- [ [ (4. 5. 6. 7-fh7tKofx; [3, 2-c]f'Ji> 

nrnrn i tmmi^ c 3 s) - 3 - c c ( 5 - 1 e r t - v y ^-># >i 

-4. 5. 6, 7-fh7tKofi; [3, 2-c] f 'J > - 2 - -f Jl) * 
^f-Jl] 7; y] - l - [ ( 6 - ?DDf7?U>- 2 — f A ) 7A-*-'l] fa 

[a]D = +34. 8 2° (25'C, c=l. 0 0, CH 3 OH). 
'H-NMR (DMSO-ds) 5:1. 98-2. 20 (2 H. m).' 

2. 9 9 - 3.0 4 ( 2 H, m) , 3; 19-3. 2 6 ( 1 H, m) . 

3. 3 0 - 3. 5 0 ( 3 H, m) , 3. 61-3. 72 ( 1 H. m) . 

3. 5 2 - 3. 6 0 ( 1 H, m) , 4. 13 ( 2 H, s ) , 

4. 29 (2 H, s), 7. 09 ( 1 H, s)\ 

7. 71 (1H, dd, J=8. 8, 2. 0Hz), 

7. 89 (1H. dd. J=8. 8. 2. 0Hz), 

8. 17 ( 1 H. d. J = 8. 8 Hz) , 

8. 2 5 ( 1 H, d. ; J = 2 . 0Hz). 8. 30(1H, s). 

8. 57 (1H. s), 9. 55 (2H, br s), 

9. 7 - 1 0. 0 C 1 H, m) . 

MS (FD) m/z : 4 6 1 (M* , C£ 3S ) , 
4 6 3 (NT . C J? 37 ) . 

jxMftHfr : C 2l H I4 C £ N 3 0,S 2 • 2HC£ • 0. 2H 2 0tLT, 
ItSffi : C. 4 9. 0 6 : H. 4. 9 4 : C £, 19. 7 5: 
N, 7. 80 :S, 11. 91. 
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#ffr<I:C, 4 8. 8 8 : H. 4. 9 7 ; C 2 . 19. 65: 
N, 7. 6 7 ; S. 11. 8 4. 
[§UfiWl0 5] (3S)-3-[(4, 5, 6, 7 - f- I- 7 t |'a 7 [ 3 . 
2 - c ] tf r jy>-2—fA-) 7J Jl^r-.—AT -1- [(6-?DDt7^ 

U > " - 2 - -T A ) A*-^ A] fa i; i> > i£^f& 



»(5«J7 (3S) - 3- [(5-tert h + ->* ^.-K— A - 

4, 5, 6, 7-f h7tKafx; [3, 2-c] f 'J v > - 2 - Y A) 77 A 
+'-A7;/] -1- [ ( 6 - ? DDt7; U >- 2 - -f A) JXA*~/L] If a 

[a] D = + 3 3. 5 6° ( 2 5 °C. c=l. 00, CH.OH) . 
1 H-NMR (DMSO-d«) 6:1. 8 5 - 1. 9 5 ( 1 H, m) , 
1. 95-2. 05 (1 H, m), 3. 04 (2H, m) . 

3. 2 4 - 3. 4 0 ( 1 H, m), 3. 41-3.. 53 ( 3 H. m) . 

4. 0 4 - 4. 2 4 ( 3 H. m) . 7. 3:4 (1 H, s) , 
7. 6 7 ( 1 H. d. J= 8. 8 Hz) , 

7. 8 4 ( 1 H. d. J= 8. 8 Hz) . 

8. 0 3 ( 1 H, d, J = 8. 8 Hz) , 8. 1 7 ( 1 H. s) . 
8. 2 2 ( 1 H, d, J= 8. 8 Hz) , : 

8, 2 7 (1H, d,iJ= 5. 7 Hz) , 8. 50 (1H, s). 

9. 5 9 ( 1 H. b r s), 9. 71 (1H, br s) . 
MS (FAB) m/z : 4 7 6 [ (M+H) \ C£ S5 ] . 

4 7 8 [ (M + H) Ci 37 ] . 

C^WJl 0 6] I - [ (6-?not7^U>-2-'TA) 7^t>-^] - 4 
- [ ( 4 , 5 . 6 . 7-rh-7kKo j [3. 2-c] h* 'J ^ > - 2 - 
A) #A,-K^A] *€t^7^> 
»0»J7 tmmiz, 1 - [ (5 - t e r t -7 h *>7J A *"r-A - -l , 5. 6, 
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7-fh7bFofi; [3. 2-c] t* 'J > — 2 — ( A ) #A-*~'IJ -4 

1 H-NMR (DMSO-d 6 ) 6:1. 8 3 ( 2 H. b r s) . 

3.0 4 (2 H. t, J=5. 4Hz) , 3. 3 0- 3. 5 9 ( 6 H, m) . 

3. 60-3. 88 (4 H, m), 4.14 (2H. s ) , 

7. 2 0 ( 1 H, b r s ) . 

7. 6 9 ( 1 H, d d. J = 8. 8, 2. 0 Hz) , 

7. 8 4 ( 1 H. d. J = 8. 8 Hz) . 

8. 10 ( 1 H, d. J = 8. 8 Hz) . 8. 17-8. 21 ( 2 H, m) , 
8 . 5 0 (1H, s) , 9 . 5 7 ( 2 H. b r '. s ) . 

MS (FAB) m/z : 4 9 0 [ (M + H) \ C i 3S ] , 
4 9 2 [ (M + H) \ Ci 57 ] . 

TtmfrVr : C 2S H? 5 C £NjOjSi • 1 . 1 HC £ • 0 . 2 H 2 0 t LT> 
fh$PM:C. 5 1: 6 6; H, 4. 9 9 : C£; 1 3C 9 2 : - ^ : 

N, 7. 8 6. ^ . ' 

• frmm.c: 5 1. 4 6 : h. 4. 6 1 : c&, 13. 55 ; 

N. 8. 0 5. - 
CUSfcffl 1 07]. 4 - C (6-^DDt7^U>-2-fA) XJlfr >T i J'j" 
- 1 - [(4. 5, 6, 7-fh7tKnfx; [3, 2-c] t''J^>^2- 

HBfc#J4 b\sim(DB.fclz£Q^ 5 - t e r t -7 h*'>t>Jl#—Jl- 4. 5, 
6. 7-fHtKDfi; [3, 2-c] f'J 2 -* A --tf 4- 

[ (6-?DDt7n>-2--r/W *yu*>r« K] f^'J^> h'J^A 

'H-NMR (DMSO-d 6 ) <5: 1. 26-1. 38 (2 H. m). 
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1. 58-1. 6 5 C2H. m) . 2. 93-3. 1 3 ( 4 H. m) . 

3. 2 9 - 3. 4 0 ( 3 H. m) . 3. 9 0 - 4. 0 5 ( 2 H. m) . 

4. 1 1 (2H, s) , 7. 16 (1H, s), 

7. 6 8 ( 1 H. d d, J= 8. 0, 2. 0 Hz) , 

7. 92 ( 1 H, d d, J=8. 8, 2. 0Hz). 

8. 0 7 ( 1 H, d. J= 7. 3 Hz) . 
8. 13 (2H, d. J=8. 8Hz) , 

8. 20 ( 1 H. d. J = 7. 3Hz). 8. 23 ( 1 H, s). 
8. 5 1 ( 1 H, s) , 9. 7 1 (2H. b r s) . 
MS (FAB) m/z : 4 9 0 [ (M + H) \ Ci 3S ] , 
4 9 2 [ (M+H) + , Ci n ] . 

7C3»MT: C 2 »HisCf NaOaSa --2 : . 4 H C 2. . • 3 H 2 O t LT. - 
ftSUtt : C. 4 3. 6 7 ; H. 5. 3 2: C i, 1, 9. 0 5 .-: ■-■ p ; 

•• N,: ;.6.H6 4... - . ; . ^ 

fl*ftt:C, 4:3. 8:5 ; H, 5. I 0 : C £ . 19. 0 7:. . • 
N. 6. 6 3. 

C^JfiOaj 10 8] .1 - [ ( 6 - 0 a □ + 7 9 U > - 2 - -f ;i ) x ;i /L ] - 4 
- [(6-7;;tKD + ^^yy t^L-^ >v'77> - 2--f4) * H 
A] f^<7^> . - ..- • -m:: ■ u . - •,= ■ 

^i£#J8 3 <t(^^(r N 1- [ (6-?DDf7;b>-2-{A) 
A] - 4- [ (6-^7M>'/77>-2-YA) *A.-K— 

1 H-NMR (DMSO-d 6 ) 6:3. 11 ( 4 H. s) . 

3. 83 (4 H. br), 5. 9 0 ( 2 H. br s). 

7. 3 4 ( 1 H. s) . 7. 6 4 - 7. 7 5 ( 3 H. m) . 

7. 8 3 ( 1 H. dd. J = 8 . 8. 2. 0Hz). 7. 8 9 (1H. s). 
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8. 1 7 ( 1 H. d. J = 8. 8 Hz) , 
8. 2 3 ( 1 H. d. J= 1 . 5 Hz) . 

8. 26 ( 1 H. d. J = 8. 8Hz). 8. 51 ( 1 H. s). 

9. 7 7 ( 1 H. s) . 

MS (FAB) m/z : 5 1 3 [ (M + H) + , Ci 3S ] , 
5 I 5 [ (M + H) + , C£ 3 ~] . 

Ttmavr : c»HnCfN40 $ s • l/sHjOtir, 

smm-.C. 5 5. 8 0 : H. 4. I 8 ;Ci. 6. 86; 

N, 1 0. 70 ;S, 6. 21. 
7}#f<a :C. 55. 65; H, 4. 25 ;Ci. 6. 8 1; 
N, 1 0. 70 ;S, 6; 37. 
l^ffiffl 10 9] 1 - C ( 6 - ? a ai-y ? V > - 2 - -T A) x A*— A ] - 4 
- [ (S-TiytKa + ^-f;;^ Vff-tt. -x > - 2 - -f A) 77 A 

—A] t'^7^> 

H»i 8 3 <bls]t!l{^ :r-[(6-^ont7^l/>-2-YA) X^-t- 
A] -4- [ (5-i/7;<^7ft7x>-2-^A) jJ/A-tf—A] t^vy 

'H-NMR (DMSO-de) 6 : 3. 11 ( 4 H, s ) . 

3. 77(4 H, s ) , 5 . 87 (2 H. br s). 

7. 6 7' ( 1 H, s), 7. 7 1 (1H, d, J = 2. 0Hz). 

7. 7 5 ( 1 H. d, J= 8. 8Hz) . 

7. 8 3 ( 1 H. d d, J= 8. 8, 2. 0 Hz) . 

7. 94 (1H, d, J=8. 8Hz). 8. 15 ( 1 H. s). 

8. 17 (1H. d, J = 8. 8Hz). 
8. 2 5 ( 1 H. d. J= 8. 8 Hz) . 

8. 29 ( 1 H. d. J=8. 3Hz). 8. 50 ( 1 H. s). 
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9. 6 8 ( 1 H. s ) . 

MS (FAB) m/z : 5 2 9 [ (M + H) *. C£ 3S ] . 
5 3 1 C (M + H) \ C 2 31 ] . 

7C^W : C^Hi.N.Cf 0«Si • 0. 3H 2 0tlt, 
ff*if:C. 53. 94; H, 4. 07; N, 10. 48. 
#ffHt:C. 54. 22; H, 4. 17; N. 10. 23. 

inmm 1 1 o] 1 - c (6 -?ao+7^ u> - 2 -00 - 4 

- [[(IRS) - 4 - ( f 'J i> > - 4 - -f A ) - 3 - y 7 o'vt-fe > j * /Usjf 

##ffll 2 t^»cDS£B^<J:*?> (IRS) - 4- (4-f'J>OU) -3-^ 
? □ ^s^-tr > * A*' 1- [ (6-^ODt7^U>-2--fA-) XA-^- 

'H-NMR (DMSO-dt) 6 : 1. 5 0 - 1. 6 0 (lH.m). 

1. 8 0 - 1. 9 0 ( 1 H, m) , 2. 2 5 - 2. 5 8 ( 5 H, m) . 

2. 8 0 - 2. 9 0 CI H. m) , - 2 . 91-3. .10.: ( 1 H. m) . 

3. 4 6 - 3. 7 2 ( 4 Hi m) ,. 6. 9 4 ( 1 H. b r s ) . 
7. 71 (1H. dd, J = 8. 8. 2. 0Hz) . 

7. 8 2 (1H, dd, J = 8. 8.: 2. 0 Hz)., 

7. 9 6 (2H, d, J= 6. 8 Hz) . 

8 . 15 ( 1 H. J = 8 . 8 Hz), 8 . 2 4 ( 1 H, J — 2 . 0 H z ) . 
8. 27 (1H. J=8. 8 Hz), 8. 50 ( 1 H, s). 

8. 7 6 (2 H, d. J= 6. 8 Hz) . 

MS (FAB) m/z : 4 9 6 [ (M+H) + . Ci 35 ] . 

4 9 8 [ (M+H) + , Ci 17 ] . 

TcMfrVr : C 2 ,H,,C iN 3 0 3 S • HC£ • 1. 3H,OtLt, 
It£f6:C. 56. 18: H. 5. 37 ; C£, 12. 75; 
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N, 7. 5 6 ; S, 5. 7 7. 
a-flfffi : C. 56. 03; H, 5. 29 :Ci. 12. 67; 

N, 7. 4 1 ; S. 5. 7 7. 
[fSJSfiW 111] 1 - [(E) - 4- ?ooxf iJfXA-t-Aj - 4 - 
[[(IRS) - 4- (f'J^>-4-^A) - o^-tr > ] ii 

2 tlltScD&fc^J:^ (IRS) -4- (4-tT'J^) - 3 - v 
i7a^-tr>^;u^>^ l - [(E) -4-?DDXf'Jyl-a/^-M 

'H-NMR (DMSO- d 6 ) 6:1. 5 9 - 1. 7 0 ( 1 H. m) . 

1. 9 0 - 1. 9 8 ( 1 H, m) , 2. 3 1-2. 5 6 ( 4 H. m) , 

2. 90-3. 0 0 ( 1 H. m) . 3. 13 (4 H. br s). 
3.5 0 - 3. 6 3 ( 4 H. m) , 6. 9 8 ( 1 H, br s). 
7. 3 5 (1 H. d. J = 1 5. 6 Hz) , 

7. 44 (1H. d, J= 1 5. 6 Hz) . 
7. 5 1 (2H. d. J=8. 3 Hz). 

7. 8 0 ( 1 H. J= 8/ 3 Hz) . 7..9 7UH. J = 6.. 8 Hz), 

8. 7 7 ( 1 H. J = 6. 8 Hz) . .. 
MS (FAB)m/z : 4 7 2 [ (M+H) \ Cf' 5 ], 
4 7 4 [ (M + H) + . C£ 57 ] . 

TtmfrVr : C 2 «H ae C £N s OiS • 0. 9HCi • 2. 3H,0<!:LT. 
fff-JMS :C. 52. 77; H. 5. 8 1 : C f . 12. 33; 

N. 7. 6 9 : S. 5. 8 7. 
&tfHfi : C, 52. 61; H. 5. 8 0 ; C£, 12. 54: 
N. 7. 4 4 : S. 6. 0 5. 
[USajftJ 1 1 2] c i s-. trans-1- [ (6-?Dot7H>-2- 
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■iA) - 4- C [4- (try 'J'y- 4 -4 A) >^D^+- | f >] *7 

1 2 tmm<D&fc{Z£ $ % c i s - . t rans-4- (4-t'J->' 
AO yj'o^tty*^*^, 1- [ (6-?QDt7^1/>-2--fA) ^ 
A*^.A] f^v-^> igaig^BKtttLT, «Bfk£-«j£»fc 0 
MS (FAB) m/z : 4 9 8 [ (M + H) + , Ci 3S ] . 
5 0 0 [ (M+H) C i ,T ] . 

7tSt#fff : C 26 H 28 C iN,0 3 S • 1. 3HCi • 2H 2 0<tLT, 
Jf-JWft : C. 53. 7 1 ; H. 5. 7 7 ; C £ . 14. 02; 

N, 7. 23 :S, 5. 5 1. 
#tfHfi :C. 5 3. 7 0 ;H, 5. 7 0 : C £ , 14. 21; 

N, 7. 1 3 ; S, 5. 72. 
Lmnm l 13] cis- t r a n s - 1 - [(E) - A* 
A*^-A] - 4- [ [4- ( f U > - 4 - <f A) ? o ^ ] t> A +^ 

A] t°^^^> 

#^#J 1 2 fc^flUDRl&r: <fc *K c i s -. t r a n s - 4 - ( 4 - f 'J 
-^A) 2/^ n^+*i/*Vl/sK>BSv I- C (E) - 4 -^crn^^ij AJ^A^— 

( 

MS (FAB) m/z : 4 7 4 [ (M+H) *. Ci 3S ] . 
4 7 6 [ (M+H) \ C£ 3 "] . 

TT^Hfr : C 24 'H 28 C £N 3 O t S • 1 . 2HCi-0. 8H 2 0tU, 
tf"»ffi:C. 54. 17: H. 5. 83;Cf. 14. 66: 

N. 7. 8 0 ; S. 6. 0 3. 
#ffiffi:C. 54. 2 1 ; H. 6. 20;C£. 15. 03: 

N, 7. 5 1 ; S, 6. 1 8. 
CHiSfll 114] 1 - [ ( 6 - * nn + 7? U > - 2 - -f H ) XAt-'l] - 4 
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-[(1. 2, 3, 4-f h7tKo-fV + ; i J>-6--fA) *Adi'-;L] t' 

nm&n tmm~, i- t'(2-ter t-^h*->»A.^i-i, 2. 3. 

4 - 7- h 7 t Ho -< V + y ') y - 6 - -< A) # ;L^A] - 4- [ ( 6 - ? o o 

'H-NMR (DMSO-d 6 ) 5:2. 89-3. 2 9 ( 4 H. m) . 

3. 20-3. 83 (8 H. m). 4. 25 (2H, s). 

7. 10-7. 2 5 C3H. m) .. .7. 7 1 ( 1 H, d. J=8. 3 Hz). 

7. 8 1 ( I H. d. J= 8. 3 Hz) . 

8. 1 7 ( 1 H, d, J = 8. 8 Hz) . 8.15-8. 2 5 ( 2 H, m) . 
8. 49C1H. s),9. 5 4(2H. brs). 

MS (FAB) m/z : 4 7 0 [ (M + H) \ C£ 33 ] . 
4 7 2 [ (M + H) *, Ci 37 ] . 

7c3t##r : C 2< H 2< CiN 3 0 3 S • HCf • 2. 0 HjOi: Ot, 
ff«£:C. 53. 14; H. 5. 3 9 ; C £ , 13. 07; 

N, 7. 7 5 : S, 5. 9 1 . 
#tffi£:C. 53. 43 ;H, 5. 43 ; Ci, 13. 15; 

N. 8. 0 7 ; S. 5. 5 5. 
imffiMl 15] l- [ (6-^DDt7^U>-2-^A) x;U^-^] -4 
- C (2 - l . 2. 3. 4-fh7hKa^V + y | i>-6-^l) * 

nmms i t^aiogKia^ i - c (6-?Dot7n>-2--fA) 

- 4- [ (l, 2. 3, 4 -r- h-7b Ko< v + y 'J >- 6 - < 
'H-NMR (DMSO-d.) 6:2. 88 ( 3 H. s) . 
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2. 90-3. 8 0 ( I 3 H. m) . 4. 12-4. 5 6 ( 1 H. m) . 
7. 19 ( 1 H. s). 7. 20 (2H, d. J=6. 8Hz). 
7. 7 2 ( 1 H, d d. J=8. 8. 2. 0Hz) . 

7. 8 1 ( 1 H. d. J = 8. 8 Hz) , 

8. 17 ( 1 H, d, J = 8. 8Hz), 8. 24-8. 2 8 (2 H, m) , 
8. 4 9 ( 1 H. s) , 1 0. 9 3 ( 1 H, b r s) . 

MS (FAB) m/z : 4 8 4 [ (M + H) \ C0 5S ] , 
4 8 6 [ (M + H) *. C £ 37 ] . 

TttftVr : 'CnHnCfN.Oi-S • HCi • 2. 3H 2 0<tLT. 
H"3Hff:C. 53. 44; H. 5. 6 7 : C£, 12. 62; 

N, 7 . 48 ; Si- 5. 7 1.' 
#tfrtt : C. 5 3. 7 1 : H. 5 . 8 1 : C £ , 12.37: 

N, 7. 2 6 ; S. 5. 6 2. 
CUSIGH 1 16] 6 - [ [4- [ ( 6 - 7 d d 1 7 ^ 1/ > - 2 - ^) A^t-t- 
A] bf^5^>- 1 A7A-^r.A] - 2, 2 - ; Jt=f)l- 1 , 2. 3, 4 

*6£M 9 2 tffitRK* 1 - [ ( 6 - ^ a a ^ -7 ^ u > - 2 - Y A ) 
/H -'4 - [ (2 — /'f'A— 1, 2, 3, 4 --r h?t Kb-C V + 7 'J >- 6 - 

'H-NMR (DMSO-d.) <? : 2. 9 0 - 3 . 8 5 ( 1 8 H. m) . 

4. 6 1 (2H. s) . 7. 1 9 ( 1 H. d, J = 7. 8 Hz) , 

7. 2 4 ( 1 H. d. J= 7. 8 Hz) . 7. 2 8 ( 1 H, s) , 

7. 7 2 ( 1 H. d d. J= 8. 8. 1. 5 Hz) , 

7. 8 1 ( 1 H, d, J= 8. 8 Hz) , 

8. 17 ( 1 H, d. J = 8. 8Hz). 8. 20-8. 31 ( 2 H. m) . 
8. 5 0 ( 1 H. s) . 
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7C*»tff ': C..H,,Ci I N.OaS • H.OtLT, 
Sf-£ffi : C. 48. 49: H. 4. 85: N. 6. 53. 
#frfte:C. 48. 66: H. 4. 96; N. 6. 39. 
[H»J1 17] 1- [ (6-?ODt7^l,>-2-^) *.=.;(,] -4 
-C4-(l. 2, 3. 6 - f h 7 t Fo fij - 4 - -f A) ^>7^ A] f . , 

mt&M 7 <tla58l{i\ 1- [4 - (l-tert-7'h + vA Jlfi—)l - l , 2 . 
3 . 6-fh7t KDfiJy>-4-^A) ^>'/^^] - 4 - [(6-?dd 

I 

'H-NMR (DMSO-d s ) o : 2. 6 7 (2H. brs), 
3.0 5 (4H. b r) ... 3. 30(2 H. brs), 
3. 3 5 - 3.. 7 8 ( 6 H. m) , 6..24 (lH. br s), 
7. .3 2 (2H. d. J= 8. 3 Hz) 

7. 47 ( 2 H. d. J= 8. 3Hz) . : 
7. 7 1 ( 1 H. d d, J= 8. 8, 2. 0 Hz) , 

7. 8 1 ( 1 H. d d. J=8. 8. 2. 0 Hz) , 

8. 17 (1H, d, J=8. 8 Hz). 8. 2 2 - 8. 2 8 ( 2 H, m) . 

8. 4 9(1 H. s) , 9.25 (2H, br s). ' ' 

MS (FAB) m/z : 4 9 6 [ (M + H) C£ 35 ]. 
4 9 8 [ (M + H) + . C£ s7 ] . 

TtmftVr : C^H^CiNsOaS • HCi • 2/5H 2 0<!:LT\ 
stWWtC, 57. 86:H. 5. 19;C£. 13. 14: 

N. 7. 7 9 ; S. 5. 9 4. ■ 
£0rf6 :C, 57. 91: H. 5. 1 9 : C 12. 91: 

N. 7. 7 5 : S. 5. 7 8. 
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[|£J£#J 1 18] 1 - [ (6 - 7aot 7^U> - 2 - 4 H) XA*~'l] - 4 

- [4 - ( tf< v >- - 4 - -r ;io 'O '/-f a] v > J!§£Js 

HSS#J7 ^ii:, 1- [4 - (1-tert -7 h*># A-*^.A f^'J ^ 
> - 4 - -f A) ^> W A ] - 4- [ ( 6 - ? a □ -J- 7 * U > - 2 - * * ) 

' H-NMR (DMSO-ds) 5:1. 7 8 - 1. 9 4 ( 4 H. m) . 

2. 80-3. 21 (7H, m) , 3. 3 0 - 3. 8 4 ( 6 H, m) . 

7. 2 3 (2H. d, J= 8. 3Hz) , 

7. 28 (2 H. d, J=8. 3 Hz), 

7. 71 (1H, dd, J = 8. 8, 2. 0Hz). 

7. 80 (1H, dd, J =8. 8, 2. 0Hz). 

8. 17 ( 1 H, d. J=8. 8Hz), 8. 2 2 - 8. 2 7 ( 2 H. m) . 
8. 4 9 ( 1 H, s) , 8. 7 8 - 9. 0 0 ( 2 H. m). . 

MS (FAB) m/z : 4 9 8 [ (M + H) *. Ci 15 ] . 
5 0 0 [ (M+H) \ C £ 3T ] . 

TtmftVr : C«,Ha-,C £N,0,$ • HCi • 3/5 H 2 0<b LT. 
ff*lt:C. 57; 2 7 ; H, 5.. 5.8 ; Ci, 13. 00: 

N. 7. 7 1 ; S. ,5. 8 8. 
7+ffffi : C. 5 7. 2 3 ; H, 5. 5 2 .; Ct 12.90: 

N, 7. 6 0 ; S. 5. 8 3. 

Lmmmi 19] ors) - 3- [ (6-?oot7n>-2-^o xa 

fclsT i K] - 1 - [ 4 - (t''Jv>-4--fA) W A] t°a 'J >' > 

( 3 RS) -1-tert -7' V*\/t) 3 - C ( 6 - 9 ani~y? 

U > - 2 - -f A) * A * >7; K] b'a >J S> > £-*ggfc£&W^:? J - A U 
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'H-NMR (DMSO- d t ) 6:1. 70-2. 10 (2H, m) , 
3. 00-3. 65 (4 H. m), 3. 75-3. 90 (lH. m), 
7. 50-8. 4 0 ( 1 3 H, m) , 8. 95-9. 05 (2 H, m). 
MS(FAB)ra/z:4 9 2 [ (M + H) ♦. Ci 55 ] , 
4 9 4 [ (M+H) + , C £ 57 ] . 

TtmfrVr : CnHnCfN^.S-HCf ■ 1. 8 H 2 Ot LT> 
ftffffi : C, 5 5. 6 8 ; H, 4. 7 8 ; N, 7. 4 9; 

C £ , 1 2 . 6 4 ; S , 5 . 7 2 . 
7>f/fffi : C. 5 5. 6 2 : H, 4. 9 4 ; N. 7. 6 7: 
C£, 12. 7 6; S. 5.79. 
[^SfefliJ 12 0] (3 RS) - 1 - [ ( 6 - ? ant7H s- XJl 
- 3 - [ 4 - ( f 'J y - 4 - ;u) ^ * K] b'a 'J > iM^ 

( 3 R S) - 1 - t e r t - 7* h^i/^;U^— )l- 3 - [4 - ( 4 - f'J S? 
;U) ^>77; K] fa U i?y 3.? J —JllZfef&L^ MT'4^rlfflffi 

;$^*M1±T€* LT f# £ft;foS£ £ t , ,6 - ? a a - 2 - + 7 f- A x A * 

'H-NMR (DMSO- d,) 5:1; 9 0- 2. 1 0 ( 2 H. m) .. , 

3 . 0 0 - 3. 6 0 ( 4 H, m) . 4 . 1 5 - 4 : 2 5 ( 1 H, m) . 

7. 5 7 ( 1 H. d d. J= 8. 8. 2. 0 Hz) . 

7. 7 3 (2H. d. J= 8. 8 Hz) . 

7. 8 5 ( 1 H. d d, J = 8. 8. 2. 0 Hz) . 

7. 90 (2H. d. J=8. 8Hz). 7. 9 5 - 8. 0 5 ( 2 H. m) . 

8. 18 ( 1 H. d. J= 8. 8Hz) , 8. 30-8. 4 0 ( 3 H. m) . 
8. 50 ( I H. s) . 8. 98 ( 2 H. d. J = 6. 4Hz). 
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MS (FAB) m/z : 4 9 2 [ (M + H) \ C£ 3i ] , 
4 9 4 [ (M+H) *, C£ 37 ] . 

TtfZftVr : C 2 ,H Z2 C £N,0,S • 0. 8HCi-0. 8H 2 0<tLT > 
fffffft :C. 58. 3 1 ; H, 4. 59; N, 7. 85: 

C £. 11. 9 2 : S. 5. 9 9. 
^tffil: C. 5 8. 27; H, 4. 68; N. 7. 80: 
CI 11. 9 4 ; S, 6. 0 4. 

mmm 1 2 n 1- c c ce> - 2- u - ?aaeu s;> - 3 - ^a) 

U>] - 4- [4- ( fcf «J > - 4 - >f >U) ^>WA] 

1-t er + ybrK^A - 4- [ [ (E) - 2- ( 6 - ? a □ t: M 

leHfCt e r t-^h + i/*;^;-A»iLfcts #*M1 1 6 tmm&jx: 

'H-NMR (DMSO-d,) 5 : 3: 10-3. 3 1. ( 4 H, b r ) , 

3 . 4 0 - 3 . 8 4 ( 4 H, b r ) , 

7. 5 0 (1 H. d. J = 1 5. 9 Hz) . 
7. 5 2 ( 1 H, d. J= 1 5. 9Hz) ; 

7. 4 6 (3 H, d, J= 8. 3Hz) , 

8. 0 6 ( 2 H. d. J =8: 3 Hz), 8. 2 8 - 8 . 3 3 ( 3 H. m) . 
8. 7 9 ( 1 H. d. J = 2. 0 Hz) , 

8.9 4 (2H, d, J=6. 4Hz) . 

MS (FAB) m/z : 4 6 9 [ (M + H) + , C 2 35 ] . 

4 7 1 [ (M+H) + . Ci"] . 

Ttmftffi : C a »H«.C£N«0 3 S ■ HC£ • 0. 4H,OtLt, 
fffiMSrC. 53. 89: H, 4. 48: N, 10. 93: 
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C £, 13. 8 3 ; S, 6. 2 6. 
##ffg : C. 5 3. 9 5 ; H. 4. 4 7 ; N, 11, 0 2, ; 
C£, 13. 9 1 ; S. 6. 3 9. 

tmmmi 22] 1 - c (6-^oDt7^i>-2--rA) -4 

##CW7 tmm&fcfciZjLO. 1- (4-7n^-2-/fA<> , /'f;l,) - 
4- C (6-;nat7^u>-2—rA) x;u*— ;u] t ,y ^^ iSs&WMt L 

'H-NMR (DMSO-di) 5:2. 2 0 ( 3 H. s). 

2. 8 0 - 4. 0 0 ( 8 H. m) . 7. 36 ( 1 H. d. J = 8. 3Hz), 

7. 7 3 (1H, dd. J = 8. 8, 2. 4Hz). 

7. 7 5 - 7. 8 5 ( 2 H. m) , 7. 8 8 ( 1 H. s ) . 

8.1 - 8 ( 1 H. d , J = 8 : 8 H z ) "< 8 . 2 0 - 8. 3 0 ( 4 H. m) 

8. 5 0 ( 1 H. b r s). 8. 9 0 ( 2 H. d ..- ^J~;6 , • • 8 ;H;-z )-.= -; 
MS (FAB) m/z :-5 0 6 [ (M+H) V C^T'l , ; 

5 0 8 [ (M + H) + , C £ 37 ] . 

mmm 123] 4 - c 4 - c c 4 - c < 6 - op □ ■+ 7 ? u > - 2 - < x 

;L *^.;|,] f^v 1 — (A] ti A*$—.M c~ 3 - 7 x — /I 3 t* 'J v 

mmmG tmm<D&fciz£^ 1 - c (6-^n,af-7^u>-.2-f'A) x 

;u] - 4- [2 -^^U- 4 - (f'J i^>- 4-/f A) <>7'a] t*^ 

'H-NMR (CDCi,) o : 2. 2 7 ( 3 H. s), 

2. 80-4. 2 0 ( 8 H. m) . 7. 16 (I H. d. J = 8. 3Hz) . 

7. 38 ( 1 H. J = 8. 3Hz), 7. 41 ( 1 H, br s). 

7. 4 8 ( 2H. d. J= 6. 8Hz) , 
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7. 6 1 ( I H. d d, J = 8. 8, 1 . 5 Hz) . 

7. 75 ( 1 H, d. J = 8. 8Hz). 7. 91-7. 97 ( 3 H. m) , 

8. 28 (2H, d, J=6. 8Hz), 8. 31 ( 1 H. br s). 
MS (FAB) m/z : 5 2 2 [ (M + H) + , Ci JS ] . 

5 2 4 [ (M+H) + , Ci JS ] . 
TtmWSx : C t 7H, 4 CiN 3 04S • H 2 0«tLT. 
SrJHBrC. 60. 0 5; H. 4. 8 5 ; C^, 6. 56: N. 7. 78: 
S, 5. 9 4. 

atJrffi :C, 59. 98;H, 4. 89 :Cf, 6. 5 1 : N, 7. 48: 
S. 5. 92. 

imMM 12 4] 1 - [ ( 6-?DDt7H>- 2 --OU) ;U] - 4 

- 13 - jtf-Jl— 4- (tf»J 4 'OWA] v> 

^»J4 tl^O&CCm:^ 3 - /TJl— 4 - (4-e , J^;i)^,BSa -ifi 

'H-NMR (DMSO-ds) 6:2. 2 7 ( 3 H. s), 

3. 0 8 (4 H. b r) , 3. 4 7 ( 2 H, b r) , 

3. 72 (2H. br)..7. 2 6 - 7. 3 7 ( 3 H. m) . 

7. 7 3 ( 1 H, d d. J= 8. 8. 2. 0 Hz) . 

7. 8 3 (1 H. dd, J=8. 8. 2. 0Hz). 

7, 8 6 (2H. d, J=6. 8Hz) . 

8 . 1 8 ( 1 H. d, J = 8. 8Hz), 8. 2 5 - 8. 2 9 ( 2 H, m) . 

8. 5 0 ( 1 H. br s), 8. 87 (2 H, d. J = 6 . 8 H z ) . 
MS (FAB) m/z : 5 0 6 [ (M+H) \ Ci 35 ] , 

5 0 8 [ (M + H) \ C i 35 ] . 

TtmfrVr : C 2 tH 2 4C £N,OjS • 0. 9HC£ • 1. 7H 2 0<blT. 
StJTfff : C. 56. 95: H, 5. 0 1 ; C i. 11. 83; 
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N, 7. 3 8 ; S. 5. 6 3. 
##Ht:C. 5 7. 0 8 : H. 5. 04;Ci. 11. 75; 

N, 7. 3 7 ; S. 5. 4 9. 
immm l 25] 4 - [ 4 - [ [4 - [(6-*an-*-:7*U>-2-'f^) X 
A t ,/s s-7 -Jy — 1 — f A] ^Atfi^A] - 2- yfA7x-/l] t* 'J i> 

H2£0»J6 tffim<D%.fc^J;9, 1- [ (6 -i'oDf 7^1/ >- 2 ^ 
A^— A] - 4- [3-yf-^-4- ( f'J S>>- 4 - -fA) ^>WA] f^: 

'H-NMR (CDC£,)<5:2. 28C3H. s). 

3. 13 (4H, br), 3. 63 (2H. br), 

3. 8 6 (2H. b r) . 7. 1 5-7. 2 8(5 H, m) . 

7. 6 0 ( 1 H. d, J=8. 8Hz). : , ; :. 

7. 7 6 ( 1 H, d. J = 8 . 8 H z ) .. . .7* :9: 0 -rT;? .9 6y ( 3 H. m) ,, ; - 

8. 26 (2H. d. J=6. . 8 Hz) . 8. 3 1 ..( 1 H. s) ; : 
MS (FAB) m/z : 5 2.2 [ (M+H) ;V Ci 35 ] - 

5 2 4 [ (M+H) + , Ci' 5 ] . 

tc^W : C 27 H t4 Cf NaO«-S- HzOirbTv - - 

lt»ffi:C. 6 0. 0 5 .; H,. 4. 8 5 : C 6. 5 6 : N. 7. 7 8 ; 
S. 5. 9 4. 

: C. 5 9. 7 1 : H. 4. 6 8.; Gi, -6.. 8 7 : N. 7. 6 3: 
S. 5. 9 1 . 

CUM^J 1 2 6 ] .1 - [ ( 6 - ^ 00^-7^ U > - 2 — -f A) /L] - 4 

- [4 - (2-/f/lf'J^>-4-< A) ^ > '/-< A] t'^^y > isMis, 

mmm 4 ti^tcoscsjicfc *k 4 - < 2 - * 4 - > a ) =£m#g£ 
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1 H - NMR (DMSO-d.) 6 2. 7 6 ( 3 H. s) . 

3. 00-3. 90 (8 H, m) 7. 56 (2H. d, J = 8. 3 Hz). 

7. 7 4 ( 1 H. d d. J = 8. 8. 2. 4 H z) . 

7. 83 (1H. dd, J= 8. 8. 2. 0Hz). 

8. 0 0 ( 2 H. d, J= 8. 3 Hz) . 
8. 14 ( 1 H. d, J= 6. 4 Hz) . 

8. 19 ( 1 H. d. J=8. 8Hz), 8. 2 2 - 8. 2 9 ( 3 H, m) . 
8. 51 (1H, br s). 8. 8 0 ( 1 H. d, J=6. 4 Hz). 
MS (FAB) m/z : 5 0 6 [ (M + H) *, Cf ,s ] , 
5 0 8 [ (M + H) \ C £ ss ] . 

7C^##r : -C a7 H»C £ N3O3S • HC i • 2H 2 0ir It, 
St3Kia-:-C. 56. 0 6 : H. 5. 0 5 ; C£, 12. 26; 

N. 7. 2 6 ; S. 5. 5 4. 
frtififc : C. 5 5. . 8 4 ; H. 5. 0 3 :Cf . I 2. 2 6 ;. 
N. 6. 8 7 ; S, 5. 5 4. 
l • 2 7 ] ' 4 - C 4 - [ [ 4 - [(6-?aat7^U>-2-^^) * 
A H -] fc^ -7 ^ > - 1 - ^] * A#.=-A ] 7 x — A ] - 2 - / ^ A f 'J 
> N-^-^v K 

^Jfctfd 6 ir^cDS^Ici:*}. 1 - [(6-?not7n>-2 --f A) X 
A*— A] - 4- [4- (2 - yf-Af'J 4 A) ^>VVA] 

1 H -NMR (CDCi,) <5 2 . 58 (3H. s), 
3. 13 ( 4 H. br). 3. 65 (2H, br), 
3. 8 4 (2H. b r) . 

7. 3 4 ( 1 H. d d. J = 6. 8. 2. 4 H z) , 
7. 41 (2 H. d, J = 8. 3Hz). 



3 I 0 



WO 99/16747 



PCT/JP98/044I 1 



7. 4 5 C1H. d. J = 2. 4 Hz). 7. 56-7. 6 2 ( 3 H, m) , 

7. 7 6 ( 1 H. dd, J = 8. 8. 2. 0 Hz) . 

7. 91-7. 96 (3H. m) . 8. 2 8 - 8. 3 2 ( 2 H, m) . 

MS (FAB) m/z : 5 2 2 [ (M+H) *, Ci 3S ] , 

5 2 4 [ (M + H) *. C£' 7 ] . 

7c3I^W : Ct7H,4CiN,0«S • H«0 • 0. 05CH 2 Ci. t L"C> 
fHWB:C. 59. 69; H. 4. 8 3;C£, 7. 16; 

N. 7. 7 2 : S, 5. 8 9. 
MHfi : C. 5 9. 4 7 ; H. 4. 8 7 ; C£, 6. 9 8; 

N, 7. 48 ;S, 6. i 0. 
l$mm 128D 4 — C4 — CC4—.C6 -?oat7^>-2-^D *A 
*-)l-2- [ [2 - (>6A*'J>-4--('^) xf AT;/.] A-] li 

^ 7 > - 1 - A ] # A A ] 7 x ; — A] f 'J > N - * 4- K 

ffcGfflftM tl^#OSJS(=<J: 0. 4 - [ 4 - [ 1-2 -JiJl#¥> -. 4 -i &• ( 6 - 
?DDt7H> - 2 — f A) *A*^-A] f<7 i»- 1 - -T A] fcAstf-=. 
A] 7 x — A-] t'jy>-N-t*i/Kfc«J:0 ! 4- (2-7; /xf;t ) A * 

1 H-NMR (CDCi j) o : 2. 2 2 ( 4 H, s) . 

2 . 3 5 - 2. 8 0 ( 6 H. b r) , 3 . 2 0 - 3. 9 0 ( 3 H, b r ) ,, i 

3. 7 4 (4 H. s ) . 4. 2 0 - 4. 6 0 ( 1 H. br), 

5. 25-5. 50 (IH. br). 6. 8 0 - 7.. 2 0 ( 1 H, b r ) . 

7. 4 5 - 7. 7 0 ( 7 H. m) . 

7. 7 6 ( 1 H. d, J = 8. 8 Hz) . 

7. 8 5 - 7. 9 5 ( 3 H. m) . 

8. 26 (2H. d. J=6. 9 Hz). 8. 32 ( 1 H. s). 
MS (FAB) m/z : 6 6 4 [ (M+H) *. C £ 57 ] . 



3 1 1 



WO 99/16747 



PCT/JP98/04411 



6 6 6 [ (M+H) ♦. C £ 35 ] . 

mmm i 29] 4 - c 4 - c [4 - ((B-?Dat7n>-2-oo * 

A.+ ^A] -2 - [ [2 - (y>fil7;7) Xf-.A-T = y' j fcA.-tfxAj t"^ 

5 > > - 1 - A ] # A;f<X A ] 7 x -=-A ] t* 'J > N - ^+ > K 
Hi6fl»J4 irleJ^tDJ^J^fr^ 0. 4 - [4 - [ [2 -#A*>>- 4 - [ ( 6 - 

?oot7^l/>-2--f^) X A-t- A ] f< 7^> - I — f A J * A#'-=- 
A] 7i-A] f'J> ? > K*>J:Cf2 - (^/fA7;7) lfA7 

'H-NMR (CDC f j) d : 2. 2 9 ( 6 H, s) , 
2. 35-2. 75 (6 H. br), 3. 35-3. 90 (3 H. br), 
4. 4 0 - 4. 60 (1 H. br), 5. 25-5. 50 (lH.br), 
7 . 0 0 - 7. 2 0 ( 1 H. br), 7 . 4 5 - 7. 6 5 ( 7 H. m) , 
7. 7 7 ( 1 H, dd. J = 8. 8, 1. 4Hz), 

7. 8 5 - 7. 9 5 ( 3 H, m) , 8. 2 6 (2H, d, J = 7. 3Hz);, 

8. 3 4 ( 1 H, s) . 

MS (FAB) m/z : 622 [(M + H) Cf' 5 ] , 

6 2 4 C (M+H) + , Ci 57 ] . 

Ttmfrlfr : Cs'iHjjNiOiS * 0. 0 5CHiCf.- 2H s OtU, 
fftJWfcr'C. 56. 30: H, "5. 49: N. 10. 57: 

C £. 5. 8 9 ; S, 4. 8 4. 
5HfH£:"C. 56. 27: H, 5. 37; N. 10. 39; 

C£, 6. 0 1. S, 4. 9 1. 
C^iSfefcf 13 0] 4 - [ (6-;aDt7^l/>-2--rA) */t-*x;l] - 2 
- y h + ->7J A.-^-=-A.y^A- 1 - [4 - (f'J S/>- 2 -^A) -OV'-f A] 

#^-0<J 1 1 6 tmWk&Js.fclzJ: 0, 1- [ (6-7oDt7H>-2- 
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■iA) - 3 - y F + y * ^.t'-^ y f a t^7 y > fe j; y j - (2 

1 H-NMR (DMSO-di) 5 : 2. 3 0 - 4. 5 0 ( 1 ] H. m) . 
5. 0 6 ( 1 H. br s). 7. 30-7. 5 0 ( 3 H, m) , 
7. 72 (1H. dd. J= 8. 8. 2. 0Hz), 
7. 8 0 - 7. 8 5 ( 1 H. m), 7. 8 5 - 7. 9 5 ( 1 H. m) . 

7. 9 8 ( 1 H. d. J = 7. 8 Hz) , 
8 . 1 0 ( 2 H. d. J= 8. 3 Hz) , 

8. 18 (I H. d. J = 8. 8. Hz). 8. 25-8. 3 0 ( 2 H. m) , 
8. 5 1 ( 1 H. s), 8. 6 5 - 8. 7 0 ( 1 H, m) . 

MS (FAB) m/z ■: 5 6 4 [ (M + H) ♦. Ci 35 ] , 
5 6 6 [ (M + H) Ce 3 ~1 . 

7C7£#ffr : C 29 H 26 C eN,0: s S • 1 . lHiOiU, , • 
ifMm ': C. 5-9. 6 6. ;H.. 4. : 8 7 :N K r7.>: 2 0 : ; C £ . 6. 0 7 ; 

S, 5. 4 9. * 
frtitm-.C, 5 9.. 5 3; H. 4. 6 1 : N,. 7. 0 5:C£, 6. 33 ; 

S, 5. 70. 

[UMM 13 1] 4 - [ ( 6 - ?DDt7^>>-2-^ A) X;L*iA] ; - 2 

i - [4 - (try s Jy- 2--CA) Kvy-r/tifif^^^ 

HJg^ 3 kmm<D&fciZj: ^ 4 - [(6-?nDt7H>-2-'-f^) X 
A-t-A] - 2 - * h 4=->ft 71 / f-;L - 1 - [4 - ( L* U v > - 2 - ^ 

a) > v-r aj ^ >&m&t lt, rafi:^^?#/-co 

'H-NMR (DMSO-d s ) o: 2.. 30-4. 5 0 ( 8 H. m) . 
5. 05 ( 1 H, br s), 7. 3 5 - 7. 4 0 ( 1 H, m) . 
7. 43 (2H. d. J = 8. 8Hz). 
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7. 72 (1H. d, J=8. 3Hz). 

7. 81 (1H. d, J = 8. 8 Hz) . 7. 85-7. 9 0 ( 1 H. m; . 

7. 97 (IH. d, J= 7. 8 Hz) . 

8. 08 (2H. d, J=8. 8Hz), 

8. 17 (I H. d, J=8. 8 Hz) . 8. 25-8. 3 0 ( 2 H. m) . 
8. 4 9 ( 1 H. s) , 8. 6 5 - 8. 7 0 ( 1 H. m) . 
MS (FAB) m/z : 5 5 0 [ (M + H) *. Ci ss ] , 
5 5 2 [ (M+H) *, Ci? 37 ] . 

7n3?#tff : CiiH !4 CiNiO.S:.0..4HCf • 0. 9H 2 0<tLT. 
tf-Jfft:C. 57. 9 0 ; H. 4. 55; N, 7. 23; 

C £. 8. 55; S. 5. 52. 
#*rtt:C. 5 7. 7 6 : H. 4. 2 6 ; N, 7. 02; 

Ci. 8. 44 ; S, .5. 2 7. 
C^Si&ffiJ 1 3 2] 2 -i7M/y<=e-( K-jt^-Jl - 4 - [ (6-?oat7i'l/>-2 
--TA) XJIK—Jl] - l- [4- ( fcfg y>_ 2 --f A) ^>'/^;i]'f<7 
S>> 

»#<J3 5 tra«©Sf&(-J:0. 4- [ ( 6 - ? oot7 U > - 2 - -f A) 
;*A.+^A] - 2 -^AtH'^v^^A- 1 - [4- ( f 'J > - 2 - < H) ^ > 

1 H-NMR (DMSO-d s ) d : 2. 2 0 - 4. 5 0 ( 8 H, m) , 
5. 10 (1H. b r s) . 6. 96 (2 H, br s) . 

7. 4 5 - 7. 5 5 ( 3 H, m) . 7. 7 0 - 7. 8 5 ( 3 H. m) , 

8. 05-8. 3 5 ( 6 H, m) , 8. 5 0 ( 1 H. s). 
8. 8 1 (IH, d, J = 4. 9Hz) . 

MS (FAB) m/z : 5 4 9 [ (M+H) \ C£ 35 ] . 
5 5 1 [ (M + H) *. C . 
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jtmftlfr : C l8 H 15 C £N>0*S • 1 . 3HC£ ■ 1. 5H 2 0tlt> 
SUMS : C, 53. 94: H. 4.74; N, 8.99; 

Ci. 13. 0 8 ; S. 5. 14. 
#fffffi:C. 53. 85; H. 4. 87; N. 8. 80: 

C £ , I 3. 1 9 ; S. 5. 2 7. 
CHM0IJ1 33] l-[(Z)-4-?oo-j8-(2-b Ko + ^x^> - 1 
— -f A) -^-Xf 'JAXAt-A] - 4- [4- (f'jy> CiffgvX 1 ] - 

iki%T4 - t e r t -7 h^risij Jl>tf—Jl>- 1 - [ (Z) - 4- ?od-|S- 
[2- (> h + i^yf Attv) -^-af iJ;UAt>-A] h'^ 

( 3 5 5 mg) £-a^y-A (3mi) C^iL, ISSJi&^i ? 7 - 
A (6 mi) £inx.. SSirT 1 HfFel^LTtc Sft^MEE^gL f#t>n/- 

^s^ffl^T, nmm4 tmm<D&fciz£r>^ mmit£%a (2 8 5mg, 6 5 

- %)<£•?# fcc ' :;: •" ■ ; 
'H-NMR (DMSO-di)'-tf : = 

2. 58 (2 H, t, J = 6 . 6Hz). 3. 06 (4 H, br s). 

3. 15-3.6 0(4 H, br) , 

3.6 8 (2H, t, J=6. 6 Hz) , 7.2 4 ( 1 H. s) , 
7. 3 8 (2H. d. J = 8. 6 Hz) , 

7. 40 (2H. d. J=8. 6Hz). 7. 47-7. 5 7(3 H. m). 

8. 0 2-8. 10 (2H, m). 8. 14 (2H, d, J = 8. 3Hz). 
8. 7 4 ( 1 H. d, J = 4. 4 Hz) . 

MS (FAB) m/z : 5 1 2 (M + H) + . 

tmmm 1 34] 1- [(e) - (2-t kd+^x;>- 1 

-<f*l) -/S-Xf'J^At,-A] - 4- [4- (Lf'J >>- 2 --f A) ^> 
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1 3 3 tmm^ 4-tert - 7h*->*A^-*- l - lCE) - 
4- [2 - {/ / TJl**-y) if- Jl] - 0 -*f-'.l Jl^Jl 

1 H-NMR (DMSO-d 6 ) o : 

2. 74 (2 H, t, J =7. 3Hz), 3. 27 (4 H, br s), 

3. 37-3. 8 5 ( 6 H, m) , 7. 45 (I H, s), 

7. 5 0 - 7. 6 0 ( 5 H, m) , 7. 68 ( 2 H, d, J=8. 3Hz). 

8. 06-8. 17 (4 H, m), 8. 75 (1H, d, J=4. 9Hz). 
MS (FAB) m/z : 5 1 2 (M + H) *. 

ftmfrVr : C 2a H : ,C^N 3 04S • 1 . lHCf • 0. 8H 2 0tUT. 
ItJUtt : C, ; 5 5. 1 2 ; H, 5. 1 1 ; N, 7 . 4 2; 

C£, 13. 14; S, 5. 6 6; 
#tlHI : C, 5 5. 2 2: H. 5. 2 1 : N, 7. 2 0.; 

Cf, 12, 97;S, 5. 66. 
[|#ffc#l 1 ] F X a K*hr 3 K i it 

: 9 e/tv^n^U- Mi^MB /i^ m©7jc5 //£ > 1 0 0 mM 
i'J.^ - 2 O.OmMUftth'J^A - 0. 2 96BS A (pH 7. 4 ) mm 
0. 0 5 U/mi t hFXa. (En z yme Research 
tt> i9!l^ffl^®^T'^il?^c); O'^^) 1 0 a ££t>£L. S 2 2 2 2 
(Ch r omo g e n i xfct. Mfemg. : 7 5. 1 5 0, . 3 0 0, 6 0 0 xzM) 
4 0 u i Ztinz-, 4 0 5 n miZisif2>mybm<Dm\\ : £m&-Z- 1 5 t>P b 1$J£ L tz 0 
Kmm&0}&mtmWMm&fr^A^<D—iXmB&, (Y=aX + b) 
(Dixon Plot), &ttm3Z&m < C 6 ocogtffi© ^ 

^7>^K imtbtz 0 

n«j9 i ti^in-nmms 3©ft^, FXac^t^K i mt^n^n 

6. finMfciGM 0. 9nMt'fco/; 0 
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ist.mm 2 ] h a > t: > <i*t-r -=> k i iscdsh^ 

9 6 7Tv-< ?o7l^ - HC 5 w 5 £< £ > I 0 OmM h 

'J X • 2 0 0 mMm<ti- h ') V A • 0 . 0 2*>BSA(pH7. 4) « 

0 jt£ £ x 5 U/m ithho>t*> (Sigma Chemical tt. 
#d£ffl*g®&T&!$?&<£0'f&«0 1 OtfH*SL> S22 6 6 
(Chromogeni x?±. : 50, 1 0 0. 2 0 0. 4 0 0 jiW 

4 0 4 0 5 nm(l*>{j-^«Jg©lftra^SST 1 5frmMJ£Ltz 0 

£i£i£3FGDi£& t MF*I»§- ^ <i 4 -?(D—!k®Mj£. C Y = a X + b ) £#36 
(Dixon Plot). Xfir£gsC£»< ;: 3 6 oOf&ffi© ;< ir 

T>£-K i ffit Ltc 0 
. H»J 9 1 ti z>V\zmfcM 9 3 <D<k&fa bay t">i:*ftSK i fit(±. *ft 
WO. 4/£M*>J:O t 3. 3//MT'*of:, 

c^^j3] f x a mmr?m a i c-, 0 m <ow%.- 

1) SifciiKi* 

9 Ml^MlO /zi, 10 OmM F'J^ • 20 OmM 

'jfcfl^h 'J^il • 0. 2%BSA (pH7. 4) ifi4 0 i/t 0.0.5U/ 
m £ t h F X a ( zi *^-/<>f — "E R L H F X a - 1.0 1 1 . SOS JUS 
MT&jSfcckC^SO 1 0 # ££&sE;L. 7 5 O.^M S 2 2 2 2 
(C h romogenixtt) 4 0mi £fin*.. ISit 4 0 5 : n m.Kfc < i 5«8bt 
SOitlJO (mOD/m i n) £OT3£Ufc«^OT©StiC-J:9> 

mm. (i c so) &&ie>tzo 

(%) = (l -t>7';LOOD+ 3 > bo -AGO OD) MOO 
nt&M 9 2 Olt&Vdlt, F X a 5 0 %fflmm&, 7 . 8 n M£tf Ltz a 

2) i> K*V> b& 

&f*i§?& 100/ii, 1 OOmMhU - 2 0 0 mMigffcf- b 'J O A ( p H 
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7. 4 ) 2 8 0 u2$s£tf ImM S 2 2 2 2 (Chromogeni xfet) m 
^1 0 3 7 o CTJ0SL^^{^ 0. 6 2 5 U/m£©th 

FX a (nx^qt-ERL HFXa- 10 11. MfemmmfoXi&mts & 
tf#«0 2 Oui&mz-. 3 7-CT'l 5#finML^gL IM7x>|1 0 0 
#££|JDX-, 4 0 5 nm(Ifcfj>S©7fe®^S!l^Lfco &#(Dtt£><0lz8i#<Dftm 
mm&fr&linz.tzkcD&y^yttL, 1 M^x>i^FX a £OfazmjLtz$> 
©^3> Fa-;LtL/; 0 F X a r£t££ 5 0 %PJ.^"T 3 B£cD&f$ ii 

( i c 3 ») . f x a m^momm t Ltz a 
mmm q b^unrnm 1 s©mi±, fx a 5 o%pi«g/t. ^n-eti 

1 2 5 nM, 7 2nM^Uc 

hn>h->ffif^ ( I c.ofit) ©SiJ^: 
1) £ESi&£& 

9 6 7tv-f ?o7*b- MC*fcfl:jgi£l 0 # 10 OmM h X • 2 0 OmM 
m<ti~ h >Jtrl+ - 0 . ,2«BSA (pH 7 . 4 ) 40 p. f , 4 U/m £ t 

:K htj>t-> (S,i graa Chemi caltt, MJ£E«afifcT#l!¥fc X tfft 
* l:C ^^iiU ;5 0 0 uM S 2 2 6 6 : (C h r omo.g-e n i xtt) 
;4-:0^i.^-5n^. SfflT4 0 5 nm(C*M^«K3fejK_cpJ*lni- (mOD/m i n) £ 

ELW (90 = ( 1 -IfVT'-'UCOD-n^.hn-AcDOD) xi 00 

iSSWl 9CD<fc^ao ha>t">5 O^ESaiSJi 1 . 9//MT*ofc, 
2) x> F*V > hi£ 

&ftt&ft 1 0 0 // £ , 10 OmM h «J X ■ 2 0 OmMiMffcf- F'i^^ (p H 
7. 4 ) 2 8 0 //^feJ;C/lmM S2238 (Chromogenixtt)jg 
ift 1 0 0 /£ ££ffi£U 3 lU/m^t^D>h'; 
(Sigma Chemical^ 3W£ffi»«&T&#fc £ C>'*fr«?) 2 0 xz f 
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£iD*., 3 7°CT' 1 0 ^BBiniSLAiSfc, 1 M7 x >j» 1 0 0 // £ £JJD*.. 4 0 5 

mmm 9 2 oit&vs® h □ > t"> 5 0 Hussst* 200^ mj^±t» /c Q 

imk&l 5 ] S@ll#IHII£gftJB©fl!I3£ C/n h a > fcf >B£IH©fi!i;£) 
jfll»E2 0 f t«(*S?R2 0 //f y>77Xf> (Organon 

Teknikatt) 4 0 m £ £-flI*.X«BI#lffl£fl!i:rr -60 jfliKOSS^ra* 2 
fgCSfit^MOlg (CT2) £3fca&Tt£S@f£ffl©f&«fcL*:o 
IU£0fJ9 2©{fc-£8MiO".' 3 5juM©CT2^l/fc 8 - 

1 ) ■ • • : "=- ' ■ ■ " ' 

& t 8 1 1 MBO^ h (Wis t a r ^iltSfe 5 y K'- (B^xx xvl > - tfc 
5C#it) ) K&P &i* (1 Orai/kg) Ufc 0 &#«#ffcai:; ^o-b>«» 
T. Si#lili?<fc 01/ T : 0 S3 . 1 3 96 (w/y) ^i'>K^> U ^SnjfiljK^ff 

2 ) m&sm 

2 - 1 ) jfiL«*fitF X a Ste©ffll£ 

9 6 Tt.^U - MCJfiLtfc 5 f £#£U 1 0 0 mM HJ * • 2 0 0 mMffiffc-J- 
h'J^A-0. 296BSA (pH7. 4 ) ^f^> TkfccfctfO . lU/mith 
(ilO^ffl^Sg-e^fci:^^) ©8 : 1 : 2©il£#i£- 
55^^ 75 OwM S-2222 4 0 w i £-#sflD Ltz 0 ZfV - hi ++»— 
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T' 1 Of*RBfll#&, 4 0 5 nmiZistiZWXteama' (mOD/m i n) ZMfc 

mmm (%) = 

¥£H£) x 1 0 0 

2-2) «p«-^{rfc-it-5S@i^iaisiSffffl©aw^ (yo h a > f^sa©*.^) 

M2 0^i:^>7*7^> (Organon Teknikal USA) 

&&fe&© :/ a h a y t" > Bf lffleDit£:«@!i# IHHkgfljfli c^ftS iLfc, 
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